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N- [4 - (4 — { [3 - -4— (3-7Mn7i-J^) 
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bs ^ i±®®©^tuflJ (®&4o4>/?-i2ttl) £fn'n bTV^^)Cli:^^4^b^ 
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5 $; (i) T^^Mb^WT^. 7^S^7'>Mb, 
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10 $S^ (I) 7jc^*^Tiy;Hbs t 
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;i/x5=-;i/xxr;Wbs y^yy^ Flb^^Mb'n-^j&if) 
Ifiotl&o Ztli?®fc&m±&i&i&*n(Dj3mz£^>XM7g.'tZ>Zt-t) s -Vg&o 
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25 7'7m J8IE/IWJS 1990 s§7# r^ggff-j 163—198 
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R 2 ' (III) 
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Xai^F:^— 5XF. r h7t Fn77>f) 4x 7^>^0~4 
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WO00/51608 ^ WO00/51609 -5f. WO00/51610 WOOO/53172 WO00/53600 

WO00/58305 WOOO/59497 WOOO/59498 WO00/59502 

WO00/59503 #. WOOO/62814 WOOO/73327 ftl± W001/09088 

io ztiZc 

CCR m^'TAK- 7 7 9, SCH- 

35 1 125 (S CH-C) . SCH— 4 17 690 (S CH-D) . UK 
-4 2 7 8 5 7. GW 8 73 140A (ONO-4128) . TAK-22 
om&mif £ h fcl. MX it W099/17773 W099/32100 -5§\ 

15 WO00/06085 -*§\ WO00/06146 WO00/10965 WO00/06153 -*f. WOOO/21916 

WOOO/37455 EP1013276 -if. WO00/38680 -if. WOOO/39125 -f. WO00/40239 

fK WO00/42045 -if . WOOO/53175 -if . WOOO/42852 f\ WOOO/66551 -f. 
WOOO/66558 f\ WOOO/66559 ^f . WOOO/66141 f\ WO00/68203 f\ JP2000309598 
-f. WO00/51607 -f. WO00/51608 f\ WO00/51609 -f. WO00/51610 f\ 

20 WOOO/56729 -f . WOOO/59497 ff. WOOO/59498 -f. WO00/59502 -if . WO00/59503 

-f\ WOOO/76933 -f. WO98/25605 -if . WO99/04794 -*f. W099/38514 
■ Bioorg. Med. Chem. Lett., 10, 1803 (2000)(Cg3®4^ o 
C X C R 4 LTfcfc. miiAMD-3 10 0. AM 

D — 0 7 0 . T — 2 2 . KRH-1120. KRH - 1 6 3 6 
25 WOOO/66112 f- lZ f £ tl fc {b'a '% & o 

y a . — v 3 > Plgg!] b T (i. T — 2 0 (pentafiiside) . T — 
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1 2 4 

J: V7 D ^ X— -if Ifi^J©®#© «&£&-§■* 

o 

:>> FX:X> : 100mg#X-fc;K 10 200m g N 10 30; 

300m gi^Js 10 300m g N 10 20; 
is > : 25~200m g j®S| x 1 0 125~200m g s 10 2 0; 

10 tf> : 0.375 mg~0.75mgi^lJs 1 0 0.75 mg\ 10 3 0; 

X X X'X > ; 15 — 40mg^7tiK 1 0 30~40mgs 10 20; 

■5* 5. : 150m gi^k 10 150m g s 10 20; 

\£J]/ : 300m gfS$$k 1 0 300m gs 10 2 0; 

% tf ^ t? > : 200m gs^rlk 1 0 200m g\ 14 0 H!j 1 0 1 0s 10 2 0; 

15 rX RVl/iXX : lOOmgf^lk 1 0 400m g N 10 3 0; 

x7 7t: l/>'7 : 50~200m g ^7 X°-te7K 1 0 600 mg's 10 10; 

4 * : 200 — 400 K 1 0 800m gs 10 3 0; 

U h:ktf;V : lOOrng^X-te^K 10 600m g N 10 20; 

-i j'lfJl' : 250mgi^!k 1 0 750m g s 10 30; 

20 : 200mg^7X°'fe;K 1 0 1,200m g s 10 3 0; 

7>7”l/t \fJl : 50~150mg^Os 1 0 1,200m gs 1 0 2 0 O 
[^500©S6^] 

s CCR5 & J5USl©^B&^ «t tbtt 

25 o 
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J^Tn WMM, ^ 43 J; tF®^J#!j (lioT T 

WEMTZ>t>K ia 0 

To 

NMR^— *«W:fBfib&t'»®tK ‘H-NMRCr-^T'S^o 

bfcSSgfc&^t'o 

— ITOlc I U P A COMSd^bTitr^ 
10 ^^Vba-^rn^A, ACD/Name (SB^S^ ^~p3> 6.00 \ 
Advanced Chemistry Development Inc. ItM) S 7c Ji ACD/Name ) t y tf* 

-7 s * — T 3 T 4^ Advanced Chemistry Development Inc.4iM) 

^felilUPAC^SStfUt^Sbfcfeo-CftSo $Jx.fcb 




15 TT^T&TTi^nT N-TTT-N- [1- (4- {4- [ (yTTXJP 
T—Jl) T^y] y^JTT} hXiJ^>-4-4/R] S^D'x 

1 : 1- (4- (4-p<^/l/^/V^— ;i/T^y 
20 tw; 4 — ;**— )V 

'4 - {4-yTTy.TT—TTK J y ^y T%y) ^>X7;i/rt P (2.50 
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5 



10 



g) F (25 mL) 4 

> ( 1 . 74 g) (2.5m L) £in;b!l#bfco 



- 1 H D b^ u ^ 
h V T-fe h 3=- 



^zkSfcfbsfr^jR:** h V t>K (2.18 g ) 2 0PWbfeo 



ylltbfeo 



f# b $/ U ^^;i/*7A^DY b tf~7 ~7 'i — ^ $ 

j~)v= i o : i) ttnn, inTommu^-r^WMib^m (1.90 g) 



T L C : Rf 0.48 (7DD 7}W A : J— )V= 5 : 1) ; 

NMR (DMSO-ds) : 6 1.29-1.42 (m, 2H), 1.63-1.73 (m, 2H), 1.95-2.05 (m, 2H), 



2.59-2.68 (m, 2H), 2.95 (s, 3H), 3.38 (s, 2H), 3.43 (m, 1H), 4.51 (d, J=4.5 Hz, 1H), 
6.91 (d, J=8.5 Hz, 2H), 6.99 (d, J=9.0 Hz, 2H), 7.21 (d, J=9.0 Hz, 2H), 7.25 (d, J=8.5 
Hz, 2H), 9.59 (br s, 1H) 0 



15 2 : 1 - (4 - (4 ;i /7^77x7Jr^) ^OS^JU) 

b^y i?y— 4 —zt> 




l'TrSatbfe'fb-a-^J (1.79 g) F ( 5 mL) 

htjxf>7by (3mL) %finx.fco fcjfcmte? Hlbfb^m 
20 b >J A? (1.52 g ) lBfRStl^bfco K)iSll7t> 

'>»>a(3t^m^ itiUtbfco 

77^f - (»7V>:^^7-;b=2 0 : 1) fctMSU Ay.T©tM4 
fiS£W1~&3SMb'£-^j (1.76 g) 
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TL C : Rf 0.51 : 7*^7 — JV = 10:1) ; 

NMR (DMSO-dg) : 6 2.33 (t, J=6.0 Hz, 4H), 2.66 (t, J=6.0 Hz, 4H), 2.95 (s, 3H), 
3.57 (s, 2H), 6.94 (d, J=8.5 Hz, 2H), 7.00 (d, J=9.0 Hz, 2H), 7.22 (d, J=9.0 Hz, 2H), 
7.33 (d, J=8.5 Hz, 2H), 9.59 (s, lH)o 

mM$}3 : N— [4- (4 - { [4- 1-4 

;i/] 44-)v} 7x7^r'» ^31— ;i/] k • 2 mm m 




2 bfclbl^tJ (4 0 0 mg) ©y^^M;i/A7^ F (5m 

10 L) n-7*7;V7^ > (0.2m L) jo J;TF F U x7;V7^ > (0.2m L) 

F U T-fe 1" U *7 A (4 4 

omg) 2o«#ifeo mm 

T$£#S$In Hiibfco f S»jlfcaS4'>U*yM7A^DTh^774- 
15 (iM.lt 4 777:777 -;b = 5 : 1) ttllb, 4 NJ^lbTk^^^ 

$I«tU (2 6 7 mg) 

TL C : Rf 0.22 (^?nn*;i/A : 44 4 — 11 = 5:1) ; 

NMR (CD3OD) : 0.99 (t, J=7.5 Hz, 3H), 1.38-1.51 (m, 2H), 1.63-1.74 (m, 2H), 

20 1.97-2.10 (m, 2H), 2.31-2.41 (m, 2H), 2.95 (s, 3H), 3.02-3.08 (m, 2H), 3.10-3.18 (m, 

2H), 3.45 (m, 1H), 3.55-3.65 (m, 2H), 4.31 (s, 2H), 7.03 (d, J=9.0 Hz, 2H), 7.06 (d, 
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J=9.0 Hz, 2H), 7.29 (d, J=9.0 Hz, 2H), 7.53 (d, J=9.0 Hz, 2H), 



: N-^IF-N- [l- (4- {4- [ 'y 

^ *?>- 4 ->f ;iz] - 2- (rh^tp 

5 D-2H-l^^>-4-^7V) F • 



nw_ 




10 



3 (1 8 3 mg) F (3 m 

L) 4 —y- h y h Fd \fy—)\;WrWl (70m g) N 1 — rc^ll/— 3 

- ( 3 7°DhVP) * F ■ ( 1 0 5 mg) 

tru^> ( 1 5 5 m g) HJfr 



aUTt^ ^WM 

^ '>^A ««6bfco 



*M7A7DY F^^-7-^ - (^-fb^^b> : J— ;F=2 5:1) 

fc’CHiiU 4 $##Su 

15 (7 9 mg) o 

TLC : Rf 0.49 (^ D D^FlFA : J~~)]/= 10:1) ; 

NMR (CD3OD) : 6 0.98 (t, J=7.0 Hz, 3H), 1.24-1.69 (m, 8H), 1.87-2.40 (m, 7H), 
2.95 (s, 3H), 3.02-3.48 (m, 6H), 3.49-3.61 (m, 2H), 3.87-3.95 (m, 2H), 4.12 (m, 1H), 
4.27-4.30 (m, 2H), 7.03 (d, J=9.0 Hz, 2H), 7.06 (d, J=8.5 Hz, 2H), 7.29 (d, J=9.0 Hz, 
20 2H), 7.49 (d, J=8.5 Hz, 2H) 0 



67 




WO 2004/080966 



PCT/JP2004/003333 



(1) : [1- (4- {4- [ 

XJP^~;p) ^>i>;p) b°^U^>-4 — OF] -N 

- y°u pdp'tt. F T 3; F ■ 

n-7^/1/7^ >(DiXt> D tn-7’D hVFT 5: 33<fcTF4 

3 4 <b IHit coMfE lz{tTz tizTt)^ HIT © 

TL C : Rf 0.40 (^dd^A : ;i/ = 10:1) ; 

NMR (CD 3 OD) : <5" 0.86-1.39 (m, 9H), 1.48-2.14 (m, 9H), 2.22 (d, J=7.0 Hz, 2H), 
10 2.27-2.39 (m, 2H), 2.95 (s, 3H), 3.02-3.25 (m, 4H), 3.49-3.61 (m, 2H), 4.13 (m, 1H), 

4.27-4.29 (m, 2H), 7.03 (d, J=9.0 Hz, 2H), 7.06 (d, J=8.5 Hz, 2H), 7.29 (d, J=9.0 Hz, 
2H), 7.49 (d, J=8.5 Hz, 2H)o 



###J 1 

15 1 - t -Tb Jp-tf—JP- 4 -T'TTTz. y t°^0 

1 - t -Th3r'>2]JP4t—JPhL°^VT>-4-^-> (lO.Og) (D'T^TJPT 

TATS. F (2 0 0 mL) n-7^17^ > (6.0mL) &TZF F U 

^T)PT^T (7.0mL) bfco HJfoitJc:. Tk^lb h'J7th^> 

^^ithU^/A (16.0 g) 1.5 B#R§lt#bfco 

20 bfeo bs 

fco 

T L C : R f 0.28 (Xnu^JPA : 7A= 10:1) ; 

NMR (CDCI3) : 6 0.92 (t, J = 7.0 Hz, 3H), 1.19-1.53 (m, 6H), 1.45 (s, 9H), 
25 1.82-1.87 (m, 2H), 2.55-2.66 (m, 3H), 2.74-2.82 (ra, 2H), 4.00-4.10 (m, 2H) C 
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##$I2 : 1 - t 

1 T'®Ba bfclb^^©iMlb7< ^ 1/ > (lOOmL) t/t? D 

^=*.'>;i/ftS! (7.5 g) x i-^)i- 3- [3- rntr 

5 )V\ 5. F -&gg% (14.5 g) 43«fcV4 — N, N-^7il/7^ytf 

us^> (9.2 g) ft 

SfcJ&bs $fiBBbfco f#£tl U *7>^7A7D7 h^77>f — (^ 

:ftK^;p=l : 1) ttMMLv J^T©^f£S*-rS#SYb^ 

10 (8.97 g) ^f#feo 

TLC : Rf 0.50 (^\dri7> : WWk^ c f-)l , = 2 : 1) ; 

NMR (CDC1 3 ) : 6 0.87-1.01 (m, 2H), 0.95 (t, J = 7.5 Hz, 3H), 1.05-1.81 (m, 16H), 

1.46 (s, 9H), 1.89 (m, 1H), 2.16 (d, J = 7.0 Hz, 2H), 2.68 -2.85 (m, 2H), 3.08-3.18 (m, 
2H), 4.09-4.35 (m, 2H), 4.52 (m, 1H) 0 
15 








###!l 2 TSI b (8.92 g) (Dmtj^^-uy (2 OmL) 
h U7Mnii (2 OmL) %inx.3 OfrM&Lfco 
20 £ 1 N7kltlb:F F V b s ^b7< XzTlfitB bfc c 

£ ISSlJfelfiTfc ic t b , IIy b'b' A U rtft b fc Q 

N^ib7i<f{iftft3^;F^M£;(jn;^ il&gu bf.T©W4fg 

(7.98 g) £f#fc 0 



TLC : Rf 0.35 (^DDtF^A : J— )U= 5:1) ; 

25 NMR (CD3OD) : 6 0.92-1.08 (m, 2H), 0.98 (t, J = 7.5 Hz, 3H), 1.15-2.36 (m, 
17H), 2.23 (d, J = 7.0 Hz, 2H), 3.01-3.30 (m, 4H), 3.41-3.53 (m, 2H), 4.15 (m, 1H) C 
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mmms m ~mmm 5 (54) 

d 3 -emm. l feibiirt/ £ & 

43£TF4- (4 3 ^) 
5 ^>X7;Vrt 1 £M 

bs #}££: cfcoT^^^^f £iz& tK 

i^^ntc-o 

mMM5 (1) : N-^;P- 2 -^^D^>>;i/-N- [1- (4- {2 
io -p< b*'>- 4 - [ (pi^;v 7 i;i/xb-;i/) T^y] 7x7^^} 

U *?>- 4 — f ;p] T-fe h7^ F • 




T L C : Rf 0.49 (^nn^A : pi ^ 7 — Jl= 10:1) ; 

NMR (CDCls) : 6 0.87-1.01 (m, 2H), 0.93 (t, 1=7.0 Hz, 3H), 1.07-2.06 (m, 15H), 
15 2.19 (d, J=7.0 Hz, 2H), 2.49 -2.84 (m, 4H), 3.02 (s, 3H), 3.17-3.27 (m, 2H), 3.49-3.59 

(m, 2H), 3.81 (s, 3H), 4.10 (br s, 2H), 4.72 (m, 1H), 6.88 -6.93 (m, 3H), 6.99 (d, J=8.5 
Hz, 1H), 7.13 (d, J=2.5 Hz, 1H), 7.53 (d, J=8.5 Hz, 2H), 7.94 (br s, 1H), 12.14 (s, 1H) o 

mMmS (2) : N-7^;i/-N- [1- (4- {4- [ (pi 
20 ;v) *?>— 4 — >f;v] 
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T L C : R f 0.62 74 J — )V= 10:1) ; 

N M R (CD 3 OD) : 6 7.55-7.46 (m, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.10-7.00 (m, 4H), 
4.33-4.25 (m, 2H), 4.19 (m, 1H), 3.62-3.48 (m, 2H), 3.30-3.02 (m, 4H), 2.95 (s, 3H), 
2.48 (m, 1H), 2.35-2.08 (m, 2H), 1.98-1.63 (m, 7H), 1.63-1.18 (m, 9H), 1.03-0.88 (m, 
5 3H)o 

(3) : [1- (4- {4 

- [ (y ;v) y^y] y^y^sy} r°^.i;^>-4 

-4)V\ 7-fe F • 

10 TLC : Rf 0.62 (MbyT-l/y : yyy— ;i/= 1 0 : 1) ; 

NMR (CD3OD) : 6 7.55-7.46 (m, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7. 10-7.00 (m, 4H), 
4.32-4.24 (m, 2H), 4.16 (m, 1H), 3.63-3.48 (m, 2H), 3.30-3.01 (m, 4H), 2.95 (s, 3H), 
2.40-2.08 (m, 4H), 2.00-1.60 (m, 8H), 1.60-1.10 (m, 7H), 1.10-0.90 (m, 5H)o 

15 (4) : N — 3 — — N— [1- (4- {4 

- [ (yT-; ;i/) y^y] y^y^sy} 4 

— f ;v] F 

tl c : Rf o.64 O^fby^y : yy y — JU = 1 0 : 1) ; 

NMR (CD 3 OD) : 6 7.56-7.46 (m, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.10-7.00 (m, 4H), 
20 4.32-4.23 (m, 2H), 4.16 (m, 1H), 3.62-3.47 (m, 2H), 3.30-3.00 (m, 4H), 2.95 (s, 3H), 

2.50-2.03 (in, 4H), 2.02-1.84 (m, 2H), 1.82-1.60 (m, 5H), 1.60-1.10 (m, 10H), 

. 1.05-0.83 (m, 5H)o 

(5) : N-7f;i/-2-'>^DA^'>;i/-N- {1- [ (3, 5 
25 -$yy^;y-i- {4- [ (yTyvy;^— ;v) 7 5;y] y ;i/} - 1 h 

-try V'— )]/— 4 -7 jv) y7-;v] 4 — fji} y-fehy^F* 
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MWM 

T L C : Rf 0.41 (^DD^l/A : J— ;V= 10:1) ; 

NMR (CD3OD) : 6 0.91-1.06 (m, 2H), 0.98 (t, J=7.5 Hz, 3H), 1.14-1.83 (m, 13H), 
1.89-1.97 (m, 2H), 2.23 (d, J=6.5 Hz, 2H), 2.32-2.40 (m, 2H), 2.36 (s, 3H), 2.39 (s, 
5 3H), 3.04 (s, 3H), 3.12-3.29 (m, 4H), 3.61-3.71 (m, 2H), 4.25 (s, 2H), 4.27 (m, 1H), 

7.41 (d, J=9.0 Hz, 2H), 7.46 (d, J=9.0 Hz, 2H)o 

(6) : N- ( 1- {4- [4- 

4 — f ;v) 2 

10 h T 5. F • 

TLC : Rf 0.37 (7DD^;iA : J — )P= 10:1) ; 

NMR (CD3OD) : <5 0.91-1.04 (m, 2H), 0.98 (t, J=7.0 Hz, 3H), 1.12-1.99 (m, 15H), 
2.22 (d, J=6.5 Hz, 2H), 2.25-2.36 (m, 2H), 2.97-3.30 (m, 4H), 3.46-3.60 (m, 2H), 
4.10 (m, 1H), 4.29 (s, 2H), 7.13 (d, J=9.0 Hz, 2H), 7.17 (d, J=8.5 Hz, 2H), 7.55 (d, 
15 J=8.5 Hz, 2H), 7.90 (d, J=9.0 Hz, 2H)o 



mmms (7) : [ 1 - ( {4 5 - 

[ ;i/) 3 -4 M t ? ^ V s? 

>-4--f;V] T-fe b75 K * 

20 T L C : Rf 0.50 (7 od^M : 10:1) ; 

NMR (CD3OD) : 6 0.87-1.05 (m, 2H), 0.96 (t, J=7.0 Hz, 3H), 1.13-2.14 (m, 15H), 
■ 2.21 (d, J=7.0 Hz, 2H), 2.25 -2.38 (m, 2H), 2.99 (s, 3H), 3.08 -3.28 (m, 4H), 3.54-3.65 

(m, 2H), 4.15 (m, 1H), 4.37 -4.39 (m, 2H), 7.36 (d, J=9.0 Hz, 2H), 7.47 (d, J=7.5 Hz, 
1H), 7.57 (t, J=7.5 Hz, 1H), 7.67 (d, J=9.0 Hz, 2H), 7.74-7.82 (m, 2H)o 
25 

5 (8) :N— {4 — [4 — ( {4 — [7^;i/ ( 2 - ^ 
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l — fM 77-;v) 7^7=*r57] 7^— ;v} 

f • 2 mmm. 

TLC : Rf 0.32 (7DD:f7l/A : 7 7 7 — ;i/= 10:1) ; 

NMR (CD3OD) : 6 0.94 (t, J=7.0 Hz, 3H), 0.98-1.08 (m, 2 H), 1.18-1.41 (m, 7H), 
5 1.53-1.80 (m, 8 H), 2.24-2.49 (m, 4H), 2.96 (s, 3H), 3.05-3.21 (m, 6H), 3.70-3.81 (m, 

3H), 4.32 (d, J=13.0 Hz, 1H), 4.53 (d, J=13.0 Hz, 1H), 7.04 (d, J=9.0 Hz, 2H), 7.08 (d, 
J=8.5 Hz, 2H), 7.30 (d, J=9.0 Hz, 2H), 7.56 (d, J=8.5 Hz, 2H)o 



mMmS (9) : N- [ ( 1 S) -2-7^7 - 1- (;7 7 n^rSWF7 7- 

10 ;i/) - 2 - l- (4 - {4 - [ (7^;i/x;i/7 F— ;f) 7 ^ 

TLC : Rf 0.34 (7 Dn^lA : 77 7 — J1/—4 : 1) ; 

NMR (CD 3 OD) : 6 0.84-1.06 (m, 2 H), 1.13-1.41 (m, 4H), 1.55-2.14 (m, 11H), 
2.59 (m, 1H), 2.95 (s, 3H), 2.97-3.09 (m, 2H), 3.50-3.59 (m, 2H), 4.29 (s, 2H), 4.39 
15 (dd, J=9.5, 5.5 Hz, 1H), 7.03 (d, J=9.0 Hz, 2H), 7.06 (d, J=9.0 Hz, 2H), 7.29 (d, J=9.0 
Hz, 2H), 7.49 (d, J=9.0 Hz, 2H)o 



mmm 5 (io) :n- {4- [4 - ( {4 - [ ( 3 s) - 3- 

-2, 5-mvtf^7^>-i-^;i/] tr^u^>-i 

20 -4M 7^;F) 7i7^'>] 7i- ;F} 7 7 F • 

TLC : Rf 0.73 (7nD5F;FA : 7 7 7— ;F= 5 : 1) ; 

NMR (CD 3 OD) : 6 7.49 (brd, J = 8.7 Hz, 2H), 7.29 (brd, J = 9.0 Hz, 2H), 7.07 
(brd, J = 8.7 Hz, 2H), 7.03 (brd, J = 9.0 Hz, 2H), 4.44 (m, 1H), 4.29 (s, 2H), 4.04 (d, J 
= 16.8 Hz, 1H), 3.96 (t, J = 6.6 Hz, 1H), 3.83 (d, J = 16.8 Hz, 1H), 3.64 -3.52 (m, 2H), 
25 3.15 (m, 2H), 2.95 (s, 3H), 2.20-1.60 (m, 10H), 1.49 (m, 1H), 1.39-1.10 (m, 4H), 

1.09-0.80 (m, 2H)o 
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mmm5 (ll) :N-{4-[4-({4-[4- 

xK— ;i/) - 2 1 --f ;i/] l --r;v} 

;i/) F • 

5 TLC : 0.45 ;i/= 1 0 : 1 ) ; 

N M R (CD 3 OD) : 6 7.50 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.05 (d, J = 
8.7 Hz, 2H), 7.03 (d, J = 8.7 Hz, 2H), 4.50 (m, 1H), 4.26 (m, 1H), 4.23 (s, 2H), 4.14 
(m, 1H), 3.82-3.76 (m, 2H), 3.53-3.33 (m, 4H), 3.09-3.01 (m, 2H), 2.95 (s, 3H), 2.65 
(m, 1H), 2.19-1.88 (m, 4H), 1.79-1.70 (m, 5H), 1.49-1.21 (m, 5H)o 

10 

MMm5 (12) : N-^;V-2— N— [1- (4- {2 

— ^ 4 — [ ~F ^ J ] 7 xy 

3 —'i ;v] T-fe hT5. F • 

TLC : Rf 0.49 (^DDxF;i/A : J — Jl= 10:1) ; 

15 NMR (CDCI 3 ) : <5 0.87-1.00 (m, 2H), 0.94 (t, J=7.5 Hz, 3H), 1.08-1.93 (m, 16H), 

2.11 (d, J=7.0 Hz, 2H), 2.25 (m, 1H), 2.45-2.64 (m, 2H), 3.02 (s, 3H), 3.18-3.37 (m, 
4H), 3.80 (s, 3H), 3.86-4.00 (m, 2H), 4.20 (dd, J=13.0, 4.0 Hz, 1H), 6.87-6.92 (m, 
3H), 6.99 (d, J=8.5 Hz, 1H), 7.13 (d, J=2.5 Hz, 1H), 7.55 (d, J=8.5 Hz, 2H), 7.83 (br s, 
1H), 11.87 (s, 1H ) 0 

20 

mMffl 5 (13) : N-7^/1- 2 - [1 — (4 — {[(4 

i/) ^;vxF-;i/] 7U} ^>'^;i/) tr^o 4 — y ;f] 

T-fe F 7 5: F • 

TL C : Rf 0.45 (^DDtfVl/A : J— )l= 10:1) ; 

25 NMR (CD 3 OD) : 6 0.89-1.06 (m, 2H), 0.96 (t, J=7.0 Hz, 3H), 1.12-2.09 (m, 15H), 

2.21 (d, J=7.0 Hz, 2H), 2.22-2.32 (m, 2H), 2.36 (s, 3H), 2.97 -3.27 (m, 4H), 3.41 -3.54 
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(m, 2H), 4.11 (m, 1H), 4.18-4.20 (m, 2H), 7.21 (d, J=8.5 Hz, 2H), 7.29 (d, J=8. 5 Hz, 
2H), 7.36 (d, J=8.5 Hz, 2H), 7.69 (d, J=8.5 Hz, 2H)o 

fU(60!l5 (14) : l — (4— (4— 

5 - N - ^ 5=-;^;v7 ^ 7 ) -4- (n — 

7°v bW-N — ;i/7^ y) 



T L C : Rf 0.82 (^DD^VA : J — )V= 10:1) ; 

NMR (CD3OD) : d 0.77-1.39 (m, 13H), 1.47-1.96 (m, 16H), 2.05 (d, J=7.0 Hz, 
10 2H), 2.22 (d, J=7.0 Hz, 2H), 2.24-2.41 (m, 2H), 3.04-3.26 (m, 4H), 3.48 (s, 3H), 

3.51-3.65 (m, 2H), 4.13 (m, 1H), 4.31 -4.33 (m, 2H), 7.13 (d, J=9.0 Hz, 2H), 7.18 (d, 
1=8.5 Hz, 2H), 7.38 (d, J=9.0 Hz, 2H), 7.56 (d, J=8.5 Hz, 2H) 0 

mMMS (15) : 4 — (4 — { [4— (4-7n^>'/4;v) 

15 >- 1 — r; i/] ^>) 

T L C : R f 0.35 (7DD J — ;i/= 10:1) ; 

NMR (DMSO-de) : d 1.83-2.15 (m, 4H), 2.94-3.09 (m, 2H), 3.39-3.50 (m, 2H), 
3.65 (s, 1H), 4.31 (br s, 2H), 7.09 (d, J=9.0 Hz, 2H), 7.19 (d, J=8.5 Hz, 2H), 7.65 (d, 
J=8.5 Hz, 2H), 7.76 (d, J=8.5 Hz, 2H), 7.93 (d, J=8.5 Hz, 2H), 7.97 (d, J=9.0 Hz, 2H), 
20 10.52 (br s, 1H), 12.86 (br s, 1H) 0 

(16) : 4 — [4- ( {4- [ (3 S) - 3- ('>^D ^^yJV 
^^;i/) -2, 5 -wv^7^>-i — r;v] 

25 TLC : Rf 0.65 (^nn^l/A : ;p= 5 : 1) ; 

NMR (CD3OD) : d 8.04 (brd, J = 8.7 Hz, 2H), 7.59 (brd, J = 8.1 Hz, 2H), 7.17 



75 




WO 2004/080966 



PCT/JP2004/003333 



(brd, J = 8.1 Hz, 2H), 7.07 (brd, J = 8.7 Hz, 2H), 4.46 (m, 1H), 4.34 (s, 2H), 4.05 (d, J 
= 17.1 Hz, 1H), 3.97 (dd, J = 6.6, 5.4 Hz, 1H) , 3.85 (d, J = 17.1 Hz, 1H), 3.68-3.53 
(m, 2H), 3.17 (m, 2H), 2.24-2.04 (m, 2H), 1.94 (m, 1H), 1.84-1.56 (m, 7H), 1.48 (m, 
1H), 1.38-1.08 (m, 4H), 1.08-0.80 (m, 2H)o 
5 

5 (17) : 5-7DD-2- {4 - [1- (3, 4-iS7 

4 -ajp] - 1 h — f v-r > F— )u- 1 , 

3 ( 2 h) -mmm 

T L C : R f 0.48 (WAh7 ■T 1 - V > : 7 7 7 — ;i/= 10:1) ; 

10 N M R (CD3OD) : 6 7.86-7.81 (m, 2H), 7.33(d, J = 8.0 Hz, 2H), 7.23(d, J = 8.0 Hz, 
2H), 7.14(s, 1H), 7.06-7.01 (m, 3H), 4.78(s, 2H), 4.26(s, 2H), 3.88(s, 3H), 3.85(s, 3H), 
3.58-3.54 (m, 2H), 3.10-3.00 (m, 2H), 2.90(m, 1H), 2.10-1.90 (m, 4H) C 

( 18 ) : 2 [ 1 - ( 4-7 
15 ^y^ri/^l/i/) P) fc^U — 4 — A JP] K 

TL C : Rf 0.82 (fM.4t7^Uy : 7% J—) P= 10:1) ; 

N M R (CD3OD) : 6 7.50-7.37 (m, 4H), 7.18(t, J = 7.2 Hz, 1H), 7. 07-7.02(m, 4H), 
4.27(s, 2H), 4.15(m, 1H), 3.60-3.50 (m, 2H), 3.30-3.00 (m, 4H), 2.20-2.00 (m, 4H), 
2.00-1.80 (m, 2H), 1.80-1.40 (m, 8H), 1.40-1.10 (m, 5H), 1.00-0.90 (m, 2H), 0.97(t, J 
20 = 7.4 Hz, 3H) 0 



- (19) : 4 — [4— ( {4 — [7^JP (i/7 u^^-yjPT4z^;p) 

1 — fji} 77 -)P) 7^7^-y] gm&m • WMM. 

T L C : R f 0.43 0U4\i7 3-yy : 77 7 —JP = 10:1) ; 

25 N M R (CD3OD) : 6 8.04(d, J = 8.3 Hz, 2H), 7.56(d, J = 8.3 Hz, 2H), 7.17(d, J = 
8.3 Hz, 2H), 7.07(d, J = 8.3 Hz, 2H), 4.31(s, 2H), 4.16(m, 1H), 3.60-3.50 (m, 2H), 
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3.30-3.00 (m, 4H), 2.20-2.00 (m, 4H), 2.00-1.80 (m, 2H), 1.80-1.40 (m, 8 H), 

1.40- 1.10 (m, 5H), 1.00-0.90 (m, 2H), 0.97(t, J = 7.0 Hz, 3H ) 0 

!|5 (2 0) : N — 2 — N— {1- [ (3, 

5 5 l i )]/- 4 -^ni) 

U^'>- 4--r;i/} T-fe FT3. F • 

T L C : R f 0.47 (Mlt* ^ U > : & J — )]/ = 10:1) ; 

NMR (CD 3 OD) : 6 7.58-7.45(m, 5H), 4.24(s, 2H), 4.15(m, 1H), 3.60-3.50 (m, 
2H), 3.30-3.00 (m, 4H), 2.37(s, 3H), 2.36(s, 3H), 2.40-2.10 (m, 4H), 2.00-1.80 (m, 
10 2H), 1.80-1.40 (m, 8H), 1.40-1.10 (m, 5H), 1.00-0.90 (m, 2H), 0.98(t, J = 7.4 Hz, 3H) 0 

^S$!l5 (2 1) : N-^;P- 2 -'>^Da^>>;i-N- ( 1 - { [ 1 - 
(4-fc. ]'D^r'>7x-/l/) - 3, 5 1 H — )V - 4 - 

-r;v] f;v) 7^17^ F • 2i«±i 

15 TLC : Rf 0.37 (®b77V> : 777-^= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 7.26(d, J = 9.0 Hz, 2H), 6.92(d, J = 9.0 Hz, 2H), 4.24(s, 2H), 
4.15(m, 1H), 3.70-3.60 (m, 2H), 3.30-3.00 (m, 4H), 2.37(s, 3H), 2.32(s, 3H), 

2.40- 2.20 (m, 4H), 2.00-1.80 (m, 2H), 1.80-1.40 (m, 8H), 1.40-1.10 (m, 5H), 
1.00-0.90 (m, 2H), 0.98(t, J = 7.4 Hz, 3H) 0 

20 

MMM 5 (22) :N— {4 — [4— ({4— [4 — (t/ty 
;f) — r;i/] h°^y 1 -d'M 

'>] 7 32.-JI} f • 2 iMMM 

TLC : R f 0.59 (Mb* ^ U > : ^ y — )U= 5:1); 

25 NMR (CD3OD) : <5 1.21-1.49 (m, 6H), 1.70-1.98 (m, 10H), 2.20-2.35 (m, 2H), 
2.60-2.70 (m, 2H), 2.95 (s, 3H), 2.95-3.23 (m, 4H), 3.55-3.80 (m, 4H), 4.28 (s, 2H), 
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7.03 (d, J = 8.5 Hz, 2H), 7.06 (d, J = 8.5 Hz, 2H), 7.29 (d, J = 8.5 Hz, 2H), 7.49 (d, J 
= 8.5 Hz, 2H)o 



S*I»J5 (2 3) : N- {4- [4- ( {4- [5 - )\s 

5 sft=.;i/) -2, [2.2.1] ^7b-2-4;i/] 

>- l y azn;i/} f • 2 

T L C : R f 0.46 (Wt* <?-]/> : ^ $ J — J]/= 5:1) ; 

NMR (CD 3 OD) : (S' 1.15-1.49 (m, 6H), 1.60-1.98 (m, 10H), 2.35-2.88 (m, 6H), 
10 2.95 (s, 3H), 3.08-3.72 (m, 4H), 3.89 (d, J = 9.5 Hz, 1H), 4.04 (s, 2H), 4.62 (d, J = 

22.5 Hz, 1H), 7.01 (d, J = 8.7 Hz, 2H), 7.02 (d, J = 8.7 Hz, 2H), 7.28 (d, J = 8.7 Hz, 
2H), 7.42 (d, J = 8.7 Hz, 2H) 0 



(2 4) : 2 -57^0 IF- N- [1- (4 - {4- [ (*?- 

15 II/XIVaF— ; i/) 7^7] ^>S7;V) 7* 

-fe b 7 * ^ F e 

T L C : Rf 0.46 (Mih* ^ V > : * $ J — ;F= 10:1) ; 

NMR (CD 3 OD) : 6 0.89-1.00 (m, 2H), 1.21-1.29 (m, 3H), 1.68-1.71 (m, 8H), 2.03 
(d, J = 6.9 Hz, 2H), 2.11-2.16 (m, 2H), 2.95 (s, 3H), 3.06-3.14 (m, 2H), 3.49-3.53 (m, 
20 2H), 3.90 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 

7.29 (d, J = 8.7 Hz, 2H), 7.47 (d, J = 8.7 Hz, 2H) C 

mMM5 (2 5) : [1- 

ssjl) 57>-4 — flF] 175 F • MBM 

25 TLC:Rf 0.62 \ J — )V= 10:1) ; 

NMR (CD 3 OD) : <5 0.90-1.00 (m, 2H), 1.13-1.29 (m, 3H), 1.67-1.78 (m, 8H), 2.03 
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(d, J = 6.9 Hz, 2H), 2.12-2.15 (m, 2H), 3.05-3.13 (m, 2H), 3.49-3.53 (m, 2H), 3.90 (m, 
1H), 4.27 (s, 2H), 7.02-7.08 (m, 4H), 7.18 (m, 1H), 7.37-7.42 (m, 2H), 7.46-7.50 (m, 
2H)o 

5 mmms (2 6) : 2-^D'\^r'>;i/-N- {1- [ (3, 

- 1 -7 1 ;i/- 4 — r;v) 

7* )V} 7^-te h 7 5 K • 2 fflm 

TLC : Rf 0.40 J—)\y= 10:1) ; 

NMR (CD3OD) : 6 0.91-1.02 (m, 2H), 1.14-1.34 (m, 3H), 1.69-1.85 (m, 8H), 2.05 
10 (d, J = 6.9 Hz, 2H), 2.13-2.19 (m, 2H), 2.36 (s, 3H), 2.38 (s, 3H), 3.14-3.24 (m, 2H), 

3.61-3.66 (m, 2H), 3.93 (m, 1H), 4.25 (s, 2H), 7.45-7.60 (m, 5H) 0 

mmms (27) : n- {4 - [ 4 - ( {4- [ (5 s) - 5- 

- 1 —'i V7°U LVF- 3 , 6-WVb^7^> - 2--f 

15 ;i/] tr^v — 1 ^^;v) 7 7 ^— ;i/} 

>T 5 : F * 

TLC : Rf 0.69 J — )V— 5:1) ; 

NMR (CD 3 OD) : 6 0.80-2.36 (m, 24H), 2.95 (s, 3H), 3.04 (m, 1H), 3.46-3.69 (m, 
3H), 3.78-4.12 (m, 3H), 4.26 (brs, 2H), 7.00-7.18 (m, 4H), 7.26-7.34 (m, 2H), 
20 7.40-7.48 (m, 2H)o 



mums (28) : N— {4 - [4- ( {4- [ ( 5 S) - 5- ('>^Da 

^'>;i/^^;i/) -1- (2 h^'>^^;i/) - 3, 6 -^^vt?^^ 

>-2--f;v] *?>- 1 ^;f) 

25 F • 

TLC : Rf 0.67 (7D D aF;1/A : ;F=5 : 1) ; 



79 





WO 2004/080966 



PCT/JP2004/003333 



N M R (CD 3 OD) : 6 0.80-2.32 (m, 21H), 2.95 (s, 3H), 2.84-3.02 (m, 3H), 3.40-3.60 

(m, 4H), 3.80-4.14 (m, 3H), 4.26 (brs, 2H), 7.00-7.14 (m, 4H), 7.21-7.32 (m, 2H), 
7.41-7.52 (m, 2H)o 

5 mmm5 (2 9) in- {4- [4- ({4- [ (5S) -5- P-v 

- 2 — f 71^3 b 

^•U 1 — -4 ^ y ^ ^ 

TL C : Rf 0.64 (7n DtM/A : y y y—;b = 5:1) ; 

10 NMR (CD 3 OD) : d 0.96 (m, 1H), 1.12-1.36 (m, 3H), 1.44-2.38 (m, 14H), 2.95 (s, 
3H), 2.98 (m, 2H), 3.36 (brs , 3H), 3.42-3.60 (m, 2H), 3.86-4.34 (m, 2H), 4.25 (brs., 
2H), 6.98-7.08 (m, 4H), 7.24-7.30 (m, 2H), 7.40-7. 52 (m, 2H)o 

5 (3 0) : N — {4— [4— ( {4— [ ( 5 S) — 1 — — 
15 5- justin') - 3 , 6 b^;7'>- 2 -4)1] 

b^i) — 1 --f )]/} ^ 7 - ju ) 7x7^iy] y $ 

^ H • iyaitiii 

TL C : Rf 0.78 (y DDtfc;i/A : y y y— ;i/ = 5 : 1) ; 

NMR (CD3OD) : (5 0.80-2.40 (m, 18H), 2.95 (s, 3H), 3.44-3.56 (m, 3H), 3.79 (m, 

20 1H), 4.02-4.30 (m, 4H), 5.22 (m, 2H), 7.00-7.08 (m, 4H), 7.24-7.40 (m, 6H), 

7.40-7.50 (m, 3H) C 

t 

Mffliffl 5 (31) : (3 S) - 3— (*y& 5=-;i/) - 1 -4 V7° 

DRV1/-6- [1- (4 -7x7 ^r^^>^;i/) b^ U $y >- 4 --f ;]/] b 
25 ^7^7-2, 5 

TLC : Rf 0.84 (7DD^;iA : yyy— ;i/= 5:1) ; 
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NMR (CD3OD) : 6 0.80-2.38 (m, 24H), 3.03 (m, 2H), 3.46-3.70 (m, 3H), 
3.76-4.10 (m, 2H), 4.26 (brs, 2H), 7.00-7.06 (m, 4H), 7.19 (m, 1H), 7.36-7.58 (m, 
4H)o 

5 mMmS (32) : ( 3 S ) — 3 — -1- (2- 

y -6- [1- fcWJ 4 

-4) l/] , 5 • WlWM 

TL C : Rf 0.77 — )V= 5:1) ; 

NMR (CD3OD) : 6 0.80-1.10 (m, 2H), 1.12-2.10 (m, 16H), 2.16-2.62 (m, 2H), 
10 2.98-4.14 (m, 11H), 4.26 (brs, 2H), 7.00-7.10 (m, 4H), 7.18 (m, 1H), 7.30-7.54 (in, 

4H)o 

mMM 5 (3 3) : (3 S) - 1 3 - 

-6 - [ 1 - ( 4 4 
15 >— 2, 5 

TL C : Rf 0.86 (^na^JPA : J— )]/= 5:1) ; 

NMR (CD3OD) : 6 0.84-2.40 (m, 18H), 2.76-3.04 (m, 2H), 3.42-3.60 (m, 2H), 
3.78 (m, 1H), 4.10 (m, 1H), 4.16 -4.34 (m, 3H), 5.20 (m, 1H), 6.98 -7.14 (m, 4H), 7.19 
(m, 1H), 7.20-7.52 (m, 9H)o 

20 

mMm 5 (34) : ( 3 S ) — 3 — ('> ? -6- { 1 - 

. [ ( 3 , 5 1 -y *.=.)]/- 1 )l- 4 — fJU) 

;i/] t°^U 4 — >f;u} - 1 —'i V7"d 2 , 5 — *JJt 

> • iMMM 

25 TL C : Rf 0.74 (^DD^IA : 5 : 1) ; 

NMR (CD3OD) : 6 0.84-2.36 (m, 24H), 2.36 (brs, 3H), 2.38 (brs, 3H), 3.04-3.24 
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(m, 2H), 3.60-4.10 (m, 5H), 4.25 (brs, 2H), 7.40-7.60 (m, 5H) 0 

(35) : (3 S) -3 - (5/Z? ^-)]/) —6 — {1 — 

[ (3, 5 1 -7oc-;i/- 1 H — IV- 4 — f IV) ^5=- 

5 iv] ^>- 4 --Tiv} - l -^^-ivtf^-^v- 2 , 

TLC : Rf 0.74 (^no^M : — 1V = 5 : 1) ; 

NMR (CD3OD) : 6 0.84-2.40 (m, 18H), 2.35 (m, 6H), 3.00 (brs, 3H), 3.09 (m, 
2H), 3.56-3.70 (m, 2H), 3.82-4.12 (m, 2H), 4.24 (brs, 2H), 7.40-7.60 (m, 5H) 0 

10 

5 (36) : (3 S) — 3 — (S^^ 7 D/\Jp$/lV.?S tf'lV) — 6 — {1 — 
[ (3, 5 — ^IV — 1 — ~7 1 H — If ^ V — 11/— 4 — 7" 11 /) 

11 /] h’/^U 4 --T 11 /} - 1 - (2 h oi^-ll/) 2 , 

5 — • JMUfciM 

15 TLC : Rf 0.74 (^DPsRlVA : 1 V= 5 : 1 ) ; 

NMR (CD 3 OD) : 6 0.80-2.40 (m, 18H), 2.35 (brs, 3H), 2.38 (brs, 3H), 3.00-3.20 
(m, 3H), 3.33 (s, 3H), 3.49-3.72 (m, 4H), 3.88-4.16 (m, 3H), 4.25 (brs, 2H), 7.40-7.62 
(m, 5H ) 0 

20 5 (3 7) : N-^ll/- 1 - ( 4 JrS>^>^ll/) t^US^ 

>- 4 ^ h • mmtk 

• TLC : R f 0.58 (7DD zflV A : J —-11/ =10 : 1 ) ; 

NMR (CD3OD) : 6 0.92 (t, J = 7.2 Hz, 3H), 1.28-1.52 (m, 4H), 1.82-2.05 (m, 4H), 
2.49 (m, 1H), 2.98-3.07 (m, 2H), 3.16 (t, J = 7.0 Hz, 2H), 3.52-3.56 (m, 2H), 4.28 (s, 
25 2H), 7.02-7.06 (m, 4H), 7.18 (t, J = 7.5 Hz, 1H), 7,37-7.42 (m, 2H), 7.48 (d, J = 8.7 

Hz, 2H)o 
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mMm5 (3 8) : N- -1- 

TLC : Rf 0.64 (^D D:fc;i/A : J—)V= 10:1) ; 

5 NMR (CD 3 OD) : 6 0.86-0.97 (m, 2H), 1.15-1.28 (m, 4H), 1.46 (m, 1H), 1.60-1.78 
(m, 4H), 1.89-2.05 (m, 4H), 2.52 (m, 1H), 3.00 (d, J = 7.2 Hz, 2H), 3.00 -3.07 (m, 2H), 
3.51-3.56 (m, 2H), 4.29 (s, 2H), 7.01-7.06 (m, 4H), 7.18 (m, 1H), 7.37-7.42 (m, 2H), 
7.49 (d, J = 8.7 Hz, 2H) 0 

10 5 (39) : N-r^;F--N- ('>7 d^'>;^^1) - 1 - ( 4 

tr^O *»- 4 -jtj F • 

TLC : Rf 0.71 (7nD^M : J — ;i/ = 10:1) ; 

NMR (CD 3 OD) : 6 0.89-1.00 (m, 5H), 1.18-1.71 (m, 13H), 1.92-2.00 (m, 5H), 
2.92-3.55 (m, 6 H), 3.51-3.55 (m, 2H), 4.28 (s, 2H), 7.02-7.07 (m, 4H), 7.18 (t, J = 

15 7.2 Hz, 1H), 7.37-7.42 (m, 2H), 7.47 (d, J = 8.4 Hz, 2H)o 

5 (4 0) : 1 — 4 - { [ 1 - (4 

t°^U^>-4 — r;i/] • 2WS&& 

T L C : Rf 0.59 (7DD^M : J —)]/= 10:1) ; 

20 NMR (CD 3 OD) : 6 1.90-2.10 (m, 4H), 3.00-3.60 (m, 12H), 4.30 (s, 2 H), 4.39 (s, 
2H), 4.63 (m, 1H), 7.02-7.06 (m, 4H), 7.18 (t, J = 7.0 Hz, 1H), 7.37-7.42 (m, 2H), 
7.48-7.58 (m, 7H)o 



25 



'M 5 (4 1) : 1- (5/ 9 )]/*$-)]/) — 4- 



{ [ 1 - ( 4-7 
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TL C : Rf 0.62 (^DD^M : 71/ = 10:1) ; 

N M R (CD3OD) : d 1.02-1.43 (m, 5H), 1.70-2.01 (m, 10H), 3.03(d, J = 6.6 Hz, 
2H), 3.03-3.69 (m, 12H), 4.31 (s, 2H), 4.59 (m, 1H), 7.02-7.07 (m, 4H), 7.18 (t, J = 
7.5 Hz, 1H), 7.37-7.42 (m, 2H), 7.50 (d, J = 8.7 Hz, 2H)o 
5 

(4 2) :N-7’^;i/-l- (4- {4- [ (^f;i/^;i/*^;i/) 
7^7] 4 -#71/4^17^ K • 

TLC : Rf 0.26 (^?nn4Vl/A : J —71/ = 10:1) ; 

N M R (CD3OD) : d 0.92 (t, J = 7.2 Hz, 3H), 1.30-1.52 (m, 4H), 1.84-2.04 (m, 4H), 
10 2.48 (m, 1H), 2.95 (s, 3H), 2.95-3.07 (m, 2H), 3.16 (t, J = 7.2 Hz, 2H), 3.51-3.56 (m, 

2H), 4.28 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 9.0 Hz, 2H), 7.47 (d, J = 8.7 Hz, 
2H) 0 

(4 3) : N- -1- (4- {4- [ (^ 

15 ;p) 7^7] ^>57;i/) 4 

Jpif ^ |s . 

TLC : R f 0.28 (7DD 4V1/A :7^7 —71/ = 10:1) ; 

NMR (CD3OD) : d 0.85-1.00 (m, 2H), 1.15-1.46 (m, 5H), 1.65-2.13 (m, 8H), 2.49 
(m, 1H), 2.95 (s, 3H), 3.00 (d, J = 7.0 Hz, 2H), 3.00 -3.06 (m, 2H), 3.52-3.56 (m, 2H), 
20 4.28 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.7 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H)o 

. (4 4) : N — 7^71/-N — ( D/\^$/71/^ ^71/) —1— (4 

- {4- [ (^5^71/ 77 71/ 4^—71/) 7^7] 77 ^7 =5r5>} /^>S77l/) 

>— 4 — 71/4^17 5. F • MWM. 

25 TL C : Rf 0.45 (^DDtF71/A : 71/= 1 0 : 1) ; 

NMR (CD3OD) : d 0.89-1.00 (m, 5H), 1.21-2.00 (m, 18H), 2.95 (s, 3H), 3.00-3.36 
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(m, 6H), 3.51-3.54 (m, 2H), 4.27 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 9.0 Hz, 2H), 
7.47 (d, J = 8.1 Hz, 2H) 0 



5 ( 45 ) :N— { 4 — [ 4 — ( {4 — [ (4 — 

5 -1--T;i/) 1 — -Of} y^y^-S/] y 

TLC : Rf 0.28 (7DD^M : J—) l/ = 10:1) ; 

NMR (CD 3 OD) : £ 1.90-2.10 (m, 4H), 2.95 (s, 3H), 3.05-3.56 (m, 12H), 4.30 (s, 

2H), 4.39 (s, 2H), 4.63 (m, 1H), 7.02-7.08 (m, 4H), 7.29 (d, J = 9.0 Hz, 2H), 
10 7.47-7.55 (m, 7H) C 

MMM5 (46) :N— (4 — { 4 — [ (4 — { [4 — 

^-;i/) 1 — ;i/} 1 --TlF) 

77^7=^} 7xr/l/) F • 2^^^ 

15 TLC : Rf 0.30 (7 D n7f;]/A : J— J]/= 10:1) ; 

NMR (CD 3 OD) : <5* 1.05-1.43 (m, 5H), 1.70-2.01 (m, 10H), 2.95 (s, 3H), 3.03 (d, J 
= 6.9 Hz, 2H), 3.03-3.63 (m, 12H), 4.31 (s, 2H), 4.59 (m, 1H), 7.02-7.08 (m, 4H), 
7.29 (d, J = 9.0 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H)o 



20 



$15 (4 7) : 1- (^n^r'>;i^^;F) -4- [1- (4-y^ 



b^y 4 —'i ;v] b'^^A- 2 




T L C : R f 0.07 (^DD 4v»l/A : y&J —71/ : gt®= 10:1:1) ; 
NMR (CD 3 OD) : 6 1.01-1.11 (m, 2H), 1.19-1.41 (m, 4H), 1.66-2.02 (m, 8H), 
25 2.19-2.31 (m, 2H), 2.97-3.37 (m, 8H), 3.45-3.64 (m, 3H), 3.80 (m, 1H), 4.29 (s, 2H), 

4.35 (s, 1H), 7.01-7.06 (m, 4H), 7.18 (t, J=8.0 Hz, 1H), 7.39 (t, J=8.0 Hz, 2H), 7.52 (d, 
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J=9.0 Hz, 2H) 0 



(4 8) : 1— 4— [1— (4 — 7 ^cy^yyfy) 

t°^U^>-4 — -OV] V^yyy-2-jjJl'^ym ■ 3%gg 
5 T L C : R f 0.05 (^DD^PA : ^ ^ y —)l : gfi£= 10:1:1) ; 
NMR (CD 3 OD) : 6 1.86-2.03 (m, 2H), 2.15-2.27 (m, 2H), 2.86-3.62 (m, 11H), 
4.13-4.35 (m, 4H), 4.57 (d, J=12.5 Hz, 1H), 7.01 -7.06 (m, 4H), 7.18 (t, J=7.5 Hz, 1H), 
7.39 (t, J=8.0 Hz, 2H), 7.45-7.56 (m, 7H)o 



10 



(4 9) : 1- (yyu^yjytjfrtf-jl) -4 - [1- (4 

y^y^y^yyji) h°^u y >- 4 ~^)V\ M^yyy - 2 -jj^ym 




TL C : Rf 0.14 (^DD*M : J-) V : g£gg= 10:1:1) ; 

NMR (CD 3 OD) : 6 1.22-1.57 (m, 5H), 1.67-1.85 (m, 5H), 2.06-2.78 (m, 5H), 
15 2.96-3.23 (m, 4H), 3.46-3.70 (m, 5H), 4.08 (m, 1H), 4.31 (m, 1H), 4.33 (s, 2H), 5.53 

(s, 1H), 7.02-7.07 (m, 4H), 7.18 (t, J=7.5 Hz, 1H), 7.36-7.42 (m, 2H), 7.54 (d, J=8.5 
Hz, 2H ) 0 



(5 0) : 1 — V*-f )V-4- [1— (4 —~7 ^ry^yyjl/) 

20 b°^u yy— 4 —4 jp] v^yyy- 2 -zuistfym • 2wm§>. 

TLC : Rf 0.09 (7DD^A : J~) 1 / : 10:1:1) ; 

* NMR (CD3OD) : 6 1.92-2.41 (m, 4H), 2.87-3.95 (m, 11H), 4.31 (s, 2H), 5.53 (s, 
1H), 7.02-7.07 (m, 4H), 7.18 (t, J=7.5 Hz, 1H), 7.36 -7.42 (m, 2H), 7.45-7.54 (m, 7H) 0 

25 MMM5 (5 1) : 4 — (y & U^^yjl ?•;]/) - 2 1 - [1 

- (4 -y^y^y^.yy;i) ¥^vyy- 4-^;i/] v^yyy ■ 3 mm 
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TL C : Rf 0.18 (^nn:fy]/A : y y y — ;i/ = 10:1) ; 

NMR (CD 3 OD) : 6 0.97-1.13 (m, 2H), 1.20-1.44 (m, 3H), 1.55 (d, J=6.5 Hz, 3H), 

1.65-1.95 (m, 6H), 2.08-2.47 (m, 4H), 3.10-3.28 (m, 4H), 3.40-4.21 (m, 10H), 4.33 (s, 

2H), 7.02-7.07 (m, 4H), 7.18 (t, J=7.5 Hz, 1H), 7.37 -7.42 (m, 2H), 7.53 (d, J=8.5 Hz, 
5 2H) 0 



10 



O' * 



M5 (5 2) : 4 2 1- [1- 
>^;i/) b°^0 5/ > — 4 — f;i/] 3 



T L C : R f 0.20 (7DD^M : y y y — ;]/ = 10:1) ; 

NMR (CD3OD) : <5 1.48 (d, J=6.5 Hz, 3H), 2.01-2.38 (m, 4H), 3.12-3.25 (m, 2H), 
3.38-3.72 (m, 8H), 3.92 (br s, 2H), 4.31 (s, 2H), 4.41 (d, J=13.0 Hz, 1H), 4.47 (d, 
1=13-0 Hz, 1H), 7.01-7.06 (m, 4H), 7.18 (t, 3 = 7.5 Hz, 1H), 7.36-7.42 (m, 2H), 
7.49-7.53 (m, 5H), 7.58-7.62 (m, 2H) C 



15 



20 



M 5 (5 3) : 4 — ('>? u^=$r'>)l±i ;is) - 2 — y ^-)V— 1 - 



[ 1 — (4 — / x7^f- 






TL C : Rf 0.38 (y np;fyi/A : yy y — ;i/= 10:1) ; 

NMR (CD3OD) : <S 1.16-1.57 (m, 8H), 1.66-1.84 (m, 5H), 2.05-2.75 (m, 5H), 

3.00-4.73 (m, 12H), 4.33 (s, 2H), 7.01-7.07 (m, 4H), 7.18 (t, 3 = 7.5 Hz, 1H), 7.36-7.42 
(m, 2H), 7.53 (d, J=8.5 Hz, 2H) 0 



'M 5 (5 4) : 4 — ;i/— 2 1 — [ 1 — (4 — 7 xy 

l/) b^i;^>-4 — f;i/] 2 



25 TLC : Rf 0.40 (yDD/b;i/A : y^y— ;i/= 1 0 : 1) ; 

NMR (CD3OD) : 6 1.29-1.5 5 (br, 3 H, -Me), 2.07-2.54 (m, 4H), 3.09-4.17 (m, 
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12H), 4.33 (s, 2H), 7.01-7.07 (m, 4H), 7.18 (t, J=7.5 Hz, 1H), 7.36-7.42 (m, 2H), 
7.46-7.55 (m, 7H)o 



##$!j 4 

5 N- (4- (4-tfx (2-7nnx^;i/) T ^ J ^ 

— ;i/) F 

4— (4— F ( 1.27 
g) F (5mL) (0.5mL) mmz, N, N- 

(2-7DDx7;V) (8 5 6 mg) 1 0 

10 #bfe 0 b V T-k h^iyyk^h'^^M'k h V O A (31.39 g) 

%ftaz.TmuT*— mmwvfzo Kutm^m^k^mK., sum 

tBbfeo (3 OmL) U M7kWM± F V ^AT’ 

^iU Mltbfeo A 7 DYh 777 ^- (^. 

^>:ftix^=5 : 1) 7r ft M b T bTF © t/ttfiS £ ^rT 3 
15 ( 7 9 Omg) o 

T L C : R f 0.60 (^UUyk)UA : /- & J — ;p= 9:1) ; 

NMR (CDCI 3 ) . <5 7.32 (brd, J = 8.4 Hz, 2H), 7.22 (brd, J = 8.7 Hz, 2H), 7.01 (brd, 

J = 8.7 Hz, 2H), 6.96 (brd, J = 8.4 Hz, 2H), 3.72 (s, 2H), 3.51 (t, J = 7.2 Hz, 4H), 3.00 
(s, 3H), 2.93 (t, J = 7.2 Hz, 4H)o 

20 

^MM6 : 1- (4- 

■ 4 (1 — F 'i/ = 5~)\ > ') tf ^ ^ ^7 V 

##$‘J 2 T'ffi^g b7clb^f3 (2 6 6 mg) F (3 m 

L) DL-y;i/D^'»^f-;bx7T;b • ( l l 7 mg) 

25 ^.feo If F > (0.267mL) i:MII©3^bth 

6 o°C“e— «#bfe 0 iix^;v 
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tr3Hiambfeo (30mL) h 

iiit, ( 210 m 

gO ‘&f#fco 

TL C : Rf 0.67 (7nn^l/A : J~ ;]/ = 9:1) ; 

5 N M R (CDCls) : 6 7.32-7.24 (m, 2H), 7.20 (brd, J = 9.0 Hz, 2H), 6.98 (brd, J = 9.0 
Hz, 2H), 6.94 (brd, J = 9.0 Hz, 2H), 3.72 (s, 2H), 3.69 (s, 3H), 3.15 (dd, J = 4.8, 3.6 
Hz, 1H), 3.00 (s, 3H), 2.70-2.36 (m, 8H), 1.80-1.18 (m, 6H), 0.89 (t, J = 5.4 Hz, 3H) 0 



: 2 - [4- (4 - {4- [ (y^-;i/X;i T 5. J ] 

io JrSy} 1 )V\ • 2MMM 




MMM 6 T!f# 6 (2 1 0 mg) J — )U ( 5 m L ) 

2 N7k^-fb± h U (0.215m L) 4 0 °CT*— B&t!#b;fco M 

bs U h A 7 y — (jf£ 

15 : yyy — ;i/= 8 : 1) £TF 

(141.6m g) £f#fc 0 

, TLC : Rf 0.55 (ypn*;fA : yyy-;i/=5 : 1) ; 

N M R (CD 3 OD) : <5 7.53 (brd, J = 8.7 Hz, 2H), 7.29 (brd, J = 9.0 Hz, 2H), 7.06 
(brd, J = 8.7 Hz, 2H), 7.03 (brd, J = 9.0 Hz, 2H), 4.37 (s, 2H), 3.75 (brt, J = 6.3 Hz, 
20 1H), 3.56-3.34 (m, 8H), 2.95 (s, 3H), 1.92-1.80 (m, 2H), 1.48-1.32 (m, 4H), 1.00-0.86 

(m, 3H) 0 
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^]j&#!]8 : N — 2 — [4— (4— {4— [ (y^/Fx/F/F 

— ;f) 7$y] 7 *c*y} f) — f/F] 

5: F • 2JS&M 

5 7 T'Hbia b fclb£4^ (46.7m g) F (2m L) 

S/7 U^^S7Jl7t> (16.8// L ) s 1 -^7-/F- 3 - [3- (S77 
771 /7^7) 7d tvi/] ^/FtFSM ^ F (28.2m g) :fc<fclFl-b F 

n^>V'h'j7 '/—IF (19.87m g) ^Dits (MFFbfco 

bs U rfr 771 ti 7A^D7 F 7 'f — (7DD /FIFA : 

10 7 7 7—)U= 9 : 1) t'llbv b-r^ 

(22.7m g) 

T L C : R f 0.75 (y DD:F/FA : 777—7= 5:1); 

N M R (CD3OD) : <5 7.49 (brd, J = 8.7 Hz, 2H), 7.29 (brd, J = 9.0 Hz, 2H), 7.05 
(brd, J = 9.0 Hz, 2H), 7.02 (brd, J = 8.7 Hz, 2H), 4.30 (s, 2H), 3.68 (m, 1H), 3.50-3.00 
15 (m, 8H), 2.95 (s, 3H), 1.90-1.58 (m, 8H), 1.44 -1.12 (m, 9H), 0.92 (brt, J = 7.5 Hz, 

3H)o 



mmm 9 ( 1 ) ~mmm 9(3) 

4- ( 4 — 7 7777^^-77 7 7x7^r'>) ^>X7;Frt F\ 

20 It 4- (4-^F;F7;i^-;i/7^y 7^7%-S7) ^>X7;Frh h’O^t 
D ^T/F^t: FSNWfcs D L — b/FD^ S/> 7 77=^77 7^ §;fc 

It'D L — 7 7U 7 S/7 7 773^777CDiXt) 0 T 5; 7 

s/7u^^-s/7 7t>s Sfe(iF7n^'>;i/7^ D 

^ Aff^fF^Fg^T. ##$| 4 6 7 8 £ [sJli©S 

25 0 
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9 (1) : N- -2- [4— (4- {4 — 

-f 7F] > 7 $ F • 

TL C : Rf 0.82 (^DD^l/A : — ;i/= 5 : 1) ; 

5 N M R (CD 3 OD) : 6 7.53 (brd, J = 8.7 Hz, 2H), 7.29 (brd, J = 9.0 Hz, 2H), 7.06 

(brd, J = 9.0 Hz, 2H), 7.03 (brd, J = 8.7 Hz, 2H), 4.37 (s, 2H), 3.61 (m, 1H), 3.60-3.28 
(m, 8H), 3.15 (dd, J = 7.5, 15.0 Hz, 1H), 2.99 (dd, J = 7.5, 15.0 Hz, 1H), 2.95 (s, 3H), 
1.90-1.62 (m, 6H), 1.5 8-1.16 (m, 9H), 1.04-0.88 (m, 2H), 0.93 (t, J = 7.2 Hz, 3H) 0 

10 mMm9 (2) : N-i/^D^'>;i/-2- [4- (4- {4- [ )\> 

X;i/PF— ;i/) 7^7] 1 

# >75 F • 2iMSti§i 

TL C : Rf 0.78 (^?pp7f;i/A : J— )V= 5 : 1) ; 

, N M R (CD 3 OD) : 6 7.52 (brd, J = 6.6 Hz, 2H), 7.29 (brd, J = 8.4 Hz, 2H), 

15 7.10-7.01 (m, 4H), 4.36 (brs, J = 2H), 3.69 (m, 1H), 3.60 -3.20 (m, 9H), 2.95 (s, 3H), 

1.92-1.70 (m, 6H), 1.65 (m, 1H), 1.46-1.14 (m, 7H), 0. 97 (t, J = 7.5 Hz, 3H) 0 



^MM9 (3) : 2— (4— {4— [4— (T 3; J TUF/F— 71/ ) 

1 — ;> ) — N — >7* ^ F • 

20 2 

TL C : Rf 0.84 (7DD^A : 777-;7= 5:1) ; 

NMR (CD3OD) : 6 7.90 (brd, J = 9.3 Hz, 2H), 7.63 (brd, J = 11.4 Hz, 2H), 7.18 
(brd, J = 11.4 Hz, 2H), 7.13 (brd, J = 9.3 Hz, 2H), 4.45 (s, 2H), 3.80-3.42 (m, 9H), 
1.96-1.56 (m, 7H), 1.46-1.18 (m, 10H), 0.93 (t, J = 7.2 Hz, 3H) C 
25 
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$ j V *? > - 4 - -f ;i/*— r — h 

1 — ;v— 4 — ( t — y" y > 

4 (2 9 7 mg) F (2.5m 

L) 1 -rc^;i/- 3 - [3- 7 d b;i/] 

5 2M $. H (2 2 6 mg) s 4 — N, N-^^7^75, 7 b^U 2>> 

( 1 4 4 mg) > (0.15m L) §JPx.Ts — 

&ISfa^&7jcicT$$fc#U WKMM'j- h U iilibfco f#b 

>; am7A^dy w^y 4 — (W^Wk^^-ns : y~ ;i 

10 =40:1-10:1) 7IS U 

TLC : Rf 0.18 (^UD^^> : y# y — ;i/= 5 : 1 ) 0 



###) 6 : t-^;i/ 4— '>^D^'>;M5";i/7^y >t/;i/5j?“;i/t;^.i; 

'j>- 4 - - r ;p#—; s b<— h 



15 




TrMjit bfelb'o-^j©^ ^7 7 — ;i/ 






(15 mg) SUOX-feo 




bfco 














20 1 0 : 1- (4- (4-^7;i/X;^-;V7^ 7 7^7^57) 

;v) - 4 d^s^57;1/^^-;i/T 5: y 47 ;^— ;i/- 4 - (t -y'Y^c^t) 

;i y'T 5. y ) b^U 2 ^> • 2 tS&% 

##^U6T*M5tbfeYb^©^^^;i/^;i/AT^ h* (5mL) N WM (0.2 
mL) ?§$&izb 4— (4 ;kp* 7 y^y ^20 
25 rtF (2 7 4 mg) 43 «tV h 0 7-fe h ^'>7lC^lb^^r?- h V X A (2 4 
9 mg) £in4U »7#bfco 57 U pWI/Tj 
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7A^DTh^77-f- ( : y y y — ;V = 5 0 : 1~4 0 : 1) 

tllU (1 

9 0 mg) 

TLC : Rf 0.49 : y y y — ;b = 10:1) ; 

5 N M R (CD 3 OD) : 6 7.35 (d, J = 9.0 Hz, 2H), 7.25 (d. J = 9.0 Hz, 2H), 6.98 (d, J = 
9.0 Hz, 2H), 6.96 (d, J = 9.0 Hz, 2H), 3.69 (s, 2H), 3.01-2.99 (m, 2H), 2.93 (s, 3H), 
2.88-2.85 (m, 2H), 2.53-2.44 (m, 2H), 2.16-2.02 (m, 4H), 1.75-1.64 (m, 6H), 1.43 (s, 
9H), 1.28-1.18 (m, 3H), 0.96-0.89 (m, 2H)o 

10 1 1 : 1— (4— ( 4 /7^7xy^'» 

iv) -4 - y 4 y 

> • 2 MMiM. 

mmm I o Tf'S^ta L fcfbl=rt^ J ( 1 9 0 mg) (3m 

L) s 'yy-^ri7> (3mL) 4 N^b7l<^M^^;V7j<^M (9 m 

TLC : Rf 0.35 (J&ffcy 7V>:^^y — 1V= 10 : 1) 0 



12 ( 1 ) 12 ( 2 ) 

20 mMffl l l -essst b y*y ^;v^;v a t ^ b ( 3 mL)/ii (o.i 
mL) $S$ftfc: N rf—;v (0.03mL) N h 0 7*fe b 0 

#A ( 1 0 3 mg) &JP;?.. ^7r— l!fejJI#Lfco SjsS®^fefczk*Jn^ N 
Wftxf ;veiaj bfco ^ T U M7kWMi~ b V r> 

^i&bfeo I# ^ V 'J 7 A ^ D 7 h 7 

25 — : y y y — ;v : 5 0 : 1 ) N 'M'&H&WM'P D V h yy y-f — 

(yy nny y > : y y y— ;v= l o : l) T?*l®gu fiHSteJ; 
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1 2 (1) : 4 - (7”f;i/7^y) -N- (57 7 ^71/) 

-l - (4 - {4 - [ (^3^;vx;i/7fr— ;v) 75y] y^y^-b'} 

5 F • 2ffimm 




b 2HCI 



T L C : R f 0.48 (Wb* b > : 7 & J —) l/= 10:1) ; 

N M R (CD 3 OD) : d 7.52 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.06 (d, J = 
9.0 Hz, 2H), 7.03 (d, J = 9.0 Hz, 2H), 4.34 (s, 2H), 3.70 -3.56 (m, 3H), 3.20-2.79 (m, 
10 7H), 2.95 (s, 3H), 2.46-2.30 (m, 2H), 1.73-1.58 (m, 8H), 1.46-1.38 (m, 2H), 1.28-1.15 

(m, 3H), 1.05-0.95 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H)o 

1 2 (2) : N- -4- y) 

-l- (4- { 4 - [ (yj-jvxjvfc—jv) 7 ^ 7 ] y^y^-b} i) 

15 <Jiy>- 4 ^ F • 2 

TLC : Rf 0.46 : 7 7 7—71/ = 10:1) ; 

N M R (CD3OD) : 6 7.54 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.05 (d, J = 
8.7 Hz, 2H), 7.03 (d, J = 8.7 Hz, 2H), 4.33 (s, 2H), 3.67-3.63 (m, 2H), 3.37-3.00 (m, 
8H), 2.95 (s, 3H), 2.84-2.80 (m, 2H), 2.64-2.51 (m, 2H), 1.84-1.57 (m, 10H), 
20 1146-1.17 (m, 7H), 1.05-0.92 (m, 2H), 0.98 (t, J = 7.2 Hz, 6H)o 
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mmmi 3 : (2S) - 2- { [4 - [ ?b;i/^n;i/] 

- 1 - (4 - {4- [ ;v) 7 ^] 

fcWJ i?>- 4 --r;i/] b} - 3 h • 




2 (2 0 Omg) (Dj* $ J —)\> (5.3 mL) 

L-'>^nA^'>;V77-> (91.4m g) ^ n-7f-MV^7-F (50.8 ,a 
LK h ij x^/P7 ^ > (74.5/zL) 6 5°C^T 1 2^pP^#bfeo 

10 0°Cfc:M!U 4NMW/WM^^)\s'MWL (0.3m L) £#nx.Tji#U '-§M 

bfeo f iifcliM '> 'J *7';^ 7 A ^ n y b^f^yn— : 

*$j—)V= 8 : 1) -atsu 

(102.2m g) ^f#fe 0 

TL C : Rf 0.55 (9 Dn^PA : 9 : 1) ; 

15 N M R (CD3OD) : 6 7.60-7.44 (m, 2H), 7.29 (brd, J = 9.0 Hz, 2H), 7.09-6.96 (m, 
4H), 4.31 (brs, 2H), 3.80-3.62 (m, 5H), 3.52-3.02 (m, 5H), 2.95 (s, 3H), 2.30-1.82 (m, 

* 

2H), 1.80-1.40 (m, 11H), 1.40-1.10 (m, 6H), 1.04 -0.80 (m, 5H)o 



20 



MMM14: 1- (4- (4 'Ois 
;i/) b^u^>-4-'f;i/^^y — )]/ 

4-b^U$^;i^#b — J]y (l.O g) 33<bT54- (4 
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^ 7 xy^r'» <>X7;i/rt F (2.53 g) F (1 0 

mL) mm aomD mu*., isit5«jftfe 0 

F V T-fe F^bTKfltlb^fji:?- h'J^A (2.75 g) &tn%. 1 2Hm«#bfco 
7k (2 0 mL ) s Wftgtx.f'J)/ (3 0mL) £lJQ;iTjl#b N m 
5 3 [MlJffi H j bfeo (1 5mL) 'b^^bx fttzk 

Mtb'J^AtglU ilgbfeo ^'J*WD7h^77^- (^^f- 
•y-> : 1 : i) tisb> 

(2.40 g ) 

T L C : Rf 0.16 (7DD*M : J — ;i/= 5:1) ; 

10 NMR (CDCI 3 ) : 6 7.31-7.26 (m, 2H), 7.23 -7.00 (m, 2H), 7.02-6.92 (m, 4H), 3.50 
(d, J = 6.3 Hz, 2H), 3.47 (s, 2H), 3.00 (s, 3H), 2.98-2.86 (m, 2H), 1.97 (td, J = 11.7, 
2.7 Hz, 2H), 1.79-1.64 (m, 2H), 1.50 (m, 1H), 1.36-1.20 (m, 2H)o 



15 



20 



25 



15:1— ( 4 - ( 4 5. J 7x7^7) ^>$7 

Jl') — 4 — b^O $7— J\/^] F 



1 4 7!§g)g b felb^-% (2.40 g ) <DW\h^ ^ b >( 2 0 m L ) 

F b (3.43m L) , F (l.99mL) $Sax/£o 

f- b U b big#: ( 1.96 g ) &MZ.X Sfit 5 B# mMW b it „ 
7 k £ ftl . ^-fb^^bb-r'3 HFftttJbfeo #^jg£l£fq:^g7k 
(2 0mL) 7!^#bs F V b' Alr^ii^s ^ISbfeo fUbtAfe 

*^vi/*7a^dy f 74 — : mm = c -^) l '= 1 : 

1) t«u OT©t>fM^^rr^> 7 F^ 0 m^tj (3.04 g) &mfzo 

TL C : Rf 0.32 (77 DDaF;FA : ;F= 5 : 1) ; 

NMR (CDC1 3 ) : 6 9.65 (d, J = 1.2 Hz, 1H), 7.32-7.24 (m, 2H), 7.24-7.18 (m, 2H), 
7.02-6.90 (m, 4H), 3.47 (s, 2H), 3.00 (s, 3H), 2.82 (m, 2H), 2.26 (m, 2H), 2.11 (m, 
2H), 1.90 (m, 2H), 1.71 (m, 2H)o 
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mMMl 6 : N- {4- [4- ( {4- [ (5 S) - 1-^JP- 5 - ('> 

-3, 6 - ^v 2 --f ; f] tw; ^ 
>- 1 — OP } *^) P ) y 7x“/v} ^ F • ^ 




■HCI 



10 



15 



20 



M5$!] 1 5 (5 0 0mg) s N— ( t — F ?P) — L — %/i? 

— > (3 9 6 mg) ^ n-7f;V75> (0.140m L) 

2 U J ^)\/^ V F (0.179m L) <D*$J—)P ( 1 3 mL) 

mmo 6 5 °CiZ~C 1 2B$f!§m#bfco (0.5mL) ^^Px. 2 

iP*U #JSb?Co (15 mL) s h U 



(1 5 mL) &2rax.Tli#U 2 ®MlBbfeo WWS& 



fUlfeJiiTk (1 5 mL) TT^c^bs 



ID I 



± F U ^AT'Ws MlSb/fe 



o 



f# b ntz 



1.25 M 



(2 OmL) ^iJPx.T 7 0°Ci; 



ti2ir»bfco hj£«;:sf^£'5 : -;f£;(jpx.s u 

FU^A ( 1 5 mL) £i0X.Tll#U 2 ®}tt/±} bfeo 

(1 5mL) t"^fe#b^ F V b A'cf&J; ! ft : SL 1,1b 

feo # & '> ') * ^1* 7 A 7 D Y h 7 4 - (@FS£j^;b : 7< 

A 7 y — ;b = 8 : 1) X D bb 

(470.4m g) 



TL C : Rf 0.58 (^DD^;i/A : A $ J—)P = 5:1) ; 
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NMR (CD 3 OD) : 6 7.48 (brd, J = 8.7 Hz, 2H), 7.29 (brd, J = 8.7 Hz, 2H), 

7.08- 7.00 (m, 4H), 4.26 (s, 2H), 4.12 (m, 1 : 2H), 4.04-3.92 (m, 1H), 3.88 (d, J = 5.2 
Hz, 1 : 2H), 3.82 (d, J = 6.0 Hz, 1 : 2Hz), 3.80 (m, 1 : 2H ), 3.60-3.48 (m, 2H), 

3.08- 2.78 (m, 3H), 2.95 (s, 3H), 2.34-2.10 (m, 1H), 2.10-1.44 (m, 13H), 1.40-1.12 (m, 

5 6H), 1.10-0.84 (m, 2H), 0.94 (t, J = 7.2 Hz, 3 : 2H), 0.93 (t, J = 7.2 Hz, 3 : 2H)o 

mmm 1 6 ( 1 ) ~ ( 3 ) 

10 3c'» ^>X7;i/r fc. FOf^fo t) V^fc. F^JB^Tn ^Iifi0!l 1 

4 1 1 6 ^ 

# St# o 



16 (1) : N— (4 - {4- [ (4 - { (5R) -1 5 

15 - [ (R) (RFD^rS7) p?g=-;i/] - 3 , 6— F 

2 --f ;i/} tr^u - l — f ;f) ^^;f] 

;f) F • 

TLC : Rf 0.51 (ynp*;FA : — 7F = 5 : 1) ; 

NMR (CD3OD) : 6 7.47 (brd, J = 9.0 Hz, 2H), 7.29 (brd, J = 9.0 Hz, 2H), 
20 7.07-7.00 (m, 4H), 4.25 (s, 2H), 4.18(m, 1H), 3.98-3.72 (m, 2H), 3.57-3.45 (m, 2H), 

3.26 (m, 1H), 3.06-2.78 (m, 3H), 2.95 (s, 3H), 2.46-2.18 (m, 1H), 2.14-1.86 (m, 4H), 
1.86-1.48 (m, 7H), 1.44-0.82 (m, 8H), 0.94 (t. J = 7.2 Hz, 3H)o 



25 



mmmi 6(2) :4-[4-({4-[(5S) - l-^;F-5- ('> 

- 3, 6— - 2 — r;F] 

>- 1 — (M 7i7 dp'>] 
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TLC : Rf 0.53 (^DD^VA : J-) l/= 5:1) ; 

NMR (CD 3 OD) : 6 8.04 (brd, J = 8.7 Hz, 2H), 7.54 (brd, J = 8.7 Hz, 2H), 7.16 
(brd, J = 8.7 Hz, 2H), 7.06 (brd, J = 8.7 Hz, 2H), 4.30 (s, 2H), 4.12 (m, 1/2H), 
4.05-3.92 (m, 1H), 3.92-3.76 (m, 3/2H), 3.61-3.46 (m, 2H), 3.10-2.78 (m, 3H), 
5 2.36-1.92 (m, 5H), 1.90-1.44 (m, 10H), 1.40-1.14 (m, 5H), 1.04-0.82 (m, 5H)o 



mmmi 6 (3) :4-{4-[(4-{(5R) - 1-y^JV- 5 - [ (R) 

(tFD^r'» - 3, — 

2--fM - 1 -'fJl') 7x7^'» 

10 TLC : Rf 0.39 (7nn*M : J — )l=5 : 1) ; 

NMR (CD3OD) : 6 8.07-8.00 (m, 2H), 7.60-7.46 (m, 2H), 7.17 (brd, J = 8.7 Hz, 
2H), 7.10-7.00 (m, 2H), 4.30 (s, 2H), 4.21-4.14 (m, 1H), 4.00-3.74 (m, 2H), 3.72-3.46 
(m, 2H), 3.26 (m, 1H), 3.09-2.84 (m, 3H), 2.50-2. 20 (m, 2H), 2.16-1.88 (m, 5H), 
1.88-1.48 (m, 6H), 1.44-0.84 (m, 10H) o 
15 






7 



20 



25 



1 4 - [n- ( 2 — y ] V'yy 

4-T^y - 1 ( 5 g) ATS. F ( 1 

OOmL) (5.5m L) s h V T4z 

(8.36 g ) ^ mm (l.5mL) — HMt#bfco 

My\mm± h'J^A iz x fg'Mib Mil b fee 1# 6 V ±1 V'Jis* ^ 

A7D7 h 7 J — ;i/= 4 0 : 1 ~ 1 : 1) -£$# 

MU (2.74 g) 

TLC : Rf 0.27 : ^^7-jl/=5 : 1) 

NMR (CDCI3) : 6 7.31-7.20 (m, 5H), 4.46 (t, J = 5.5 Hz, 1H), 3.50 (s, 2H), 3.38 (s, 
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6H), 2.87-2.83 (m, 2H), 2.74 (d, J = 5.5 Hz, 2H), 2.45 (m, 1H), 2.07-1.98 (m, 2H), 
1.86-1.82 (m, 2H), 1.46-1.34 (m, 2H)o 

###| 8 

5 (N- (2 b^r'>^Jb) -N- 

###d7T'I^b;Hb-«#J (2.74 g) ©S^y F (3 0mL) 

1 -rc^/p- 3 - [3- 7°DbVl/] 73 71^^ 

^ F • iMMiM. (2.82 g ) s 4-N, 7 fcf V (2.4 g) & 

10 ytS)V^~)V^/\)i/ly (2.0g) 

L'fto R}ib^te7k&tiux.s #Si^7^7VT'ffli-B bfco 

i-T^?tbs Mykmmj- b v v &izxmskWL, mmLtzo n b % 

SyVjj'fJlsjjy’A&nx h 7 -i — (ItSt^T^V : — 71/= 1 0 : 1 ) 

ttiiu ( 1.45 g-) &mtco 

15 T L C : R f 0.36 (ItSt^^l' : y & J — )b= 10: 1 ) D 

##$|9 : 4- (N- (2-^yi b * ^ Jb) -N- ( 2 -'>y n^'> 

bT-fe^;v) y ) tf^u 

7 T'fm bfclbilrtJ (9 0 0 mg) 07 7 7-/V (8mL) 

20 (2 0 Omg) grinds 5 0 o CT*3B$ 

P^#bfe 0 h (fSS.^) £MbT5?MU 

25 ^5i^iJi7: l- (4- (4-y^;i/^;v^— ;i/T5:yyaiy^-27) ^>$7 

71/ ) —4— (N— ( 2 — $7y h^r5/a^^7V) — N— (2—^770^^^71/73 
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T^y) If ^ V i ? > 

###J9-TSHBbfcfb^ (3 0 OmL) F (5m 

L) /@£gt ( 0 . 2 m L) 4- ( 4 - ^ ^ y 7 x y ^ 

'» ^>X7;i/rt F ( 2 7 0 mg) . hVT^h b*&m± F V 

5 >^A (2 6 8 mg) ZtiUZ, Bfttl#bfco 

F ^ — (gftg;n^;i, : y% J — ;V= 3 0 : 1 ~ 1 
0:1) ttliu (2 2 3 mg) £f# 

fto 

T L C : R f 0.41 (|®xf;i/ : — ;i/= 10:1) ; 

10 NMR (CDC1 3 ) : 6 7.29-7.21 (m, 4H), 6.99 (d, J = 9.0 Hz, 2H), 6.94 (d, J = 9.0 Hz, 
2H), 4.60 (t, J = 5.5 Hz, 1H), 4.20 (m, 1H), 4.13 (dd, J = 16.5, 4.0 Hz, 2H), 3.56 -3.33 
(m, 6H), 3.40 (s, 6H), 3.05-2.96 (m, 2H), 2.19-1.22 (m, 15H)o 



15 



1 8 : N— {4 — [4 — ( {4— [4— ( 11/) 
-2— t^V-3, 4-ytHDli7'V>-l ( 2 H) -4)V\ tf^>;i>> 

- 1 — f ;i/} y^-jv) y^yir'>] 7 zz-jp} y#yy; ^>75. F * &i 




1 7T'M3tbfelb-^il© F;F^> (9mL) ISStp-h;i/x> 
20 (2 0 mg) 1 0 0°Ci3T 3BtF^n^^#bfeo 

F 0 ^ bfco 

F V r> A^T|g!l#b-, ittgbfco 
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— ;i/=3 0 : 1) N b^yy^f — : y^ 

y — ;v= 1 5 : 1) ttliu J^T©tJ'l4{ii£ 

(2 0 mg) £f#fco 

5 TL C : Rf 0.78 : yy y— ;v= 1 0 : 1) ; 

NMR (CD 3 OD) : (S' 7.50 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.06 (d, J = 
9.0 Hz, 2H), 7.03 (d, J = 9.0 Hz, 2H), 6.60 (d, J = 6.0 Hz, 1H), 5.86 (d, J = 6.0 Hz, 
1H), 4.58 (m, 1H), 4.30 (s, 2H), 4.27 (s, 2H), 3.61-3.57 (m, 2H), 3.20-3.12 (m, 2H), 
2.95 (s, 3H), 2.26-1.21 (m, 15H)o 

10 

mMPJ 1 8 (1) : 1- ( 1 yy- 4 ~^)V) - 4- (y 

— 3 , 4 — ytFmf7y>-2 ( 1 h) -ar> • 

##$) 1 7 t) 8 1' L 4b^r#j £ .ffi © 

15 -Cn ^M0ll 1 8 

TL C : Rf 0.53 : y ^y— JP = 1 0 : 1) ; 

NMR (CD 3 OD) : 6 7.52 (s, 5H), 6.60 (d, J = 6.0 Hz, 1H), 5.84 (d, J = 6.0 Hz, 1H), 
4.58 (m, 1H), 4.33 (s, 2H), 4.27 (s, 2H), 3.6-3.56 (m, 2H), 3.22-3.14 (m, 2H), 2.69 (m, 
20 1H), 2.19-1.29 (m, 14H)o 

mmm 1 9 : 

E#:: 4- [4- ( {4- [ (E) - ( 4 -7d^7 xc -;V) (cnh^y-f 

^y) y^yio y y- 1 — f;v} y^;i/) y^y^y] 

25 &j££ 

Zf£: 4- [4- ( {4- [ (Z) - (4-7*n ; E7x^) 
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5;y) ^^)V\ tr^y *?>- 1 --TM ^3SM/) y^y^rSy] SMK • ^ 
StiM 

5 (15) 'TrMja bfe^fb'n^J (9 1 2 m g ) J — ;i/ (10m 

L) mmz, W*?> ( 5 mL) 43«tr50-^;i/t 
5 (3 4 0 mg) ^|JDi3mD«Lfeo U 

7jcfc <tV2 g^a^HcTJdlfcHbfco 

"C'^#bs ^ilSbfeo 

(Mih^J-vy : ;V2 5 : 1) Ctifbm 4 NMbTkJftf^ 

^ jvmm^itsn y-, SHU MX TO tlttfi $ 1 1 S Atl (E#:: 4 
10 0 9 m.g N Z# : 5 0 0 mg) %f#fc 0 

E#: : 

T L C : Rf 0.37 (7?n p^PA : — ;i/= 10:1) ; 

NMR (CD 3 OD) : 6 1.29 (t, J=7.0 Hz, 3H), 1.90-2.00 (m, 2H), 2.14-2.28 (m, 2H), 
2.86-2.96 (m, 2H), 3.38-3.48 (m, 3H), 4.16 (s, 2H), 4.18 (q, J=7.0 Hz, 2H), 7.02 (d, 
15 J=9.0 Hz, 2H), 7.11 (d, J=9.0 Hz, 2H), 7.36 (d, J=9.0 Hz, 2H), 7.50 (d, J=9.0 Hz, 2H), 

7.52 (d, J=9.0 Hz, 2H), 8.00 (d, J=9.0 Hz, 2H) 0 



T L C : Rf 0.35 (^nn^;i/A : X $> y~)\,= 10:1) ; 

NMR (CD3OD) : 6 1.16 (t, J=7.0 Hz, 3H), 1.76-1.91 (m, 2H), 2.03-2.14 (m, 2H), 
20 2.89 (m, 1H), 3.02-3.11 (m, 2H), 3.50-3.58 (m, 2H), 4.03 (q, J=7.0 Hz, 2H), 4.31 (s, 

2H), 7.06 (d, J=9.0 Hz, 2H), 7.16 (d, J=9.0 Hz, 2H), 7.25 (d, J=9.0 Hz, 2H), 7.55 (d, 
J=9.0 Hz, 2H), 7.57 (d, J=9.0 Hz, 2H), 8.03 (d, J=9.0 Hz, 2H)o 

mmm 20 d) ~mmm 20 (79) 

25 4 — t 0 i^S^ir^TS. 43 

XZF4 - (4 JUTS. J 7x7 3^) ^>X7;i/rh Fife 
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^»J2 0 (l) :N-^>^;i/-i- (4- {4- [ (^;vx;i/*— ;v) 
5 7^7] 7^7^} - 4 -t o ^u^>^;v^-y-^ p • MBM 




6 • HCI 



TLC : Rf 0.67 (ffifb*?-U> : Jl= 5 : 1) ; 

NMR (CD3OD) : 6 1.92-2.03 (m, 4H), 2.51 (m, 1H), 2.82-2.92 (m, 2H), 2.95 (s, 
3H), 3.40-3.44 (m, 2H), 4.15 (s, 2H), 4.35 (s, 2H), 7.02 (d, J = 8.7 Hz, 2H), 7.04 (d, J 
10 = 8.7 Hz, 2H), 7.23-7.33 (m, 7H), 7.45 (d, J = 8.7 Hz, 2H) 0 



MMffilZQ (2) : 4- [4- ( {4- [ (i/^DA^>;v7t7^) 7^ 

7] - M 7^7^27] $ltl - 

TLC : Rf 0.37 : ^7 7-^= 5 : 1) ; 

15 NMR (CD 3 OD) : 6 0.94-1.00 (m, 2H), 1.14-1.30 (m, 4H), 1.60-1.80 (m, 6H), 
1.99-2.17 (m, 5H), 3.08-3.16 (m, 2H), 3.52-3.56 (m, 2H), 3.92 (m, 1H), 4.31 (s, 2H), 
7.07 (d, J = 8.7 Hz, 2H), 7.18 (d, J = 8.7 Hz, 2H), 7.56 (d, J = 8.7 Hz, 2H), 8.04 (d, J 
= 8.7 Hz, 2H)o 



20 MMM2 0 (3) : 4 — [4 — ( {4 — [ (-^>57;i /7^7) %))/&— ;i/] 
- 1 - V ;i/} 7 7^7^'>] 

TLC : R f 0.26 : 7^7-71/= 5 : 1) ; 
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NMR (CD 3 OD) : 6 1.90-2.08 (m, 4H), 2.56 (m, 1H), 2.99-3.07 (m, 2H), 3.48-3.53 
(m, 2H), 4.28 (s, 2H), 4.36 (s, 2H), 7.06 (d, J = 8.7 Hz, 2H), 7.16 (d, J = 8.4 Hz, 2H), 
7.21-7.34 (m, 5H), 7.54 (d, J = 8.4 Hz, 2H), 8.03 (d, J = 8.7 Hz, 2H)o 

5 MMM2 0 (4) : 4 — [4— ( {4— [ (7^;i /T^S) h ;v] - 
1 - u - ;v} y y rc y ^ 

TLC:Rf 0.20 : y y y— ;V= 5:1) ; 

NMR (CD3OD) : 6 0.93 (t, J = 7.2 Hz, 3H), 1.28-1.53 (m, 4H), 1.95-2.00 (m, 4H), 
2.51 (m, 1H), 3.06-3.20 (m, 4H), 3.51 -3.53 (m, 2H), 4.32 (s, 2H), 7.07 (d, J = 9.0 Hz, 
10 2H), 7.17 (d, J = 8.5 Hz, 2H), 7.55 (d, J = 8.5 Hz, 2H), 8.04 (d, J = 9.0 Hz, 2H) C 



mMm 2 0 (5) : 4- {4- c (4- { c ('>y n^yyvy^;]/) T 5; 

y ] - 1 s?— ;v) y^yv] y^y^A} 

15 TL C : Rf 0.21 : y yy~;i/= 5 : 1) ; 

NMR (CD 3 OD) : 6 0.87 (m, 2H), 1.19 -1.31 (m, 3H), 1.46 (m, 1H), 1.64-1.73 (m, 
5H), 1.90-2.06 (m, 4H), 2.52 (m, 1H), 3.00-3.09 (m, 4H), 3.53-3.58 (m, 2H), 4.33 (s, 
2H), 7.07 (d, J = 9.0 Hz, 2H), 7.18 (d, J = 8.7 Hz, 2H), 7.56 (d, J = 8.7 Hz, 2H), 8.04 
(d, J = 9.0 Hz, 2H)o 

20 

MMM 2 0 (6) : N— (y'y n^r Ayvy 5^;i/) -4-t Fn^y-i- 
. (4- {4- [ ;i/) y^y] y^y^} -4 

TL C : Rf 0.36 (ynn^l/A : y y y—;i/= 5:1) ; 

25 NMR (CD 3 OD) : <5 0.82-1.02 (m, 2H), 1.12-1.36 (m, 4H), 1.49 (m, 1H), 1.60-1.88 
(m, 6H), 2.31 (m, 2H), 2.95 (s, 3H), 3.04 (brt, J = 6.6 Hz, 2H), 3.22 -3.45 (m, 4H), 
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4.32 (s, 2H), 6.98-7.01 (m, 4H), 7.29 (brd, J = 9. 0 Hz, 2H), 7.50 (brd, J = 9.0 Hz, 2H), 
8.09 (m, 1H) 0 

mmm 2 0 (7) :N- (s^n^es^iywi/) 1 - (4 

5 - {4- [ ;v) y^y^} -4-t: 

5; f 

TL C : Rf 0.50 (^DD^l/A : yy y— ;i/ = 5:1) ; 

NMR (CD3OD) : d 0.80-1.04 (m, 2H), 1.18-1.40 (m, 4H), 1.50 (m, 1H), 1.60-1.90 
(m, 6H), 2.30 (m, 2H), 2.91 (s, 3H), 3.04 (m, 2H), 3.20 -3.52 (m, 7H), 4.33 (s, 2H), 
10 7.02-7.18 (m, 4H), 7.45 (brt, J = 9.0 Hz, 2H), 7.5 3 (brt, J = 8.7 Hz, 2H), 8.08 (m, 

1H) 0 

mmm 2 0 (8) : N- [4- (4- { [4- 

- 1 - ;i/] y^;v} y m -;i/] y y 5. 

15 F • 

TLC : Rf 0.89 : ^^7-/I/=5 : 1) ; 

NMR (CD 3 OD) : d 1.18-1.56 (m, 5H), 1.64-1.85 (m, 5H), 2.65 (m, 1H), 2.95 (m, 
3H), 2.90-3.20 (m, 3H), 3.32-3.58 (m, 3H), 4.28 (m, 1H), 4.35 (s, 2H), 4.67 (m, 1H), 
7.00-7.12 (m, 4H), 7.29 (brd, J = 9.0 Hz, 2H), 7.5 2 (brd, J = 8.7 Hz 2H)o 

20 

mMm2 0(9) :N— [4— (4 — { [4— /T-fe^l/) 

- 1 ;i/] yy-;v} y^y^iy) ym-;i/] 

F * 

TLC : Rf 0.85 (^DD^M : y y y — ;i/ = 5:1); 

25 NMR (CD3OD) : d 0.90-1.06 (m, 2H), 1.08-1.40 (m, 3H), 1.60-1.80 (m, 6H), 2.31 
(brd, J = 6.0 Hz, 2H), 2.95 (s, 3H), 2.86-3.18 (m, 3H), 3.36-3.60 (m, 3H), 4.21 (m, 
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1H), 4.35 (s, 2H), 4.69 (m, 1H), 7.00-7.12 (in, 4H), 7.29 (brd, J = 9.0 Hz, 2H), 7.51 
(brd, J = 8.7 Hz, 2H)o 

mMM2 0 (10) : N— -4-X^-JV- 1- (4 

5 - {4- [ 7^7] 7 ^-7 - 4 - h° 

TL C : Rf 0.67 (7DD^1/A : 7X7 — JV= 5:1) ; 

NMR (CD3OD) : 6 0.80-1.00 (m, 2H), 1.12-1.32 (m, 4H), 1.49 (m, 1H), 1.62-1.80 
(m, 6H), 2.22-2.34 (m, 2H), 2.95 (s, 6H), 2.96-3.08 (m, 2H), 3.24-3.38 (m, 4H), 4.22 
10 (s, 2H), 6.98-7.10 (m, 4H), 7.29 (brd, J = 9.3 Hz , 2H), 7.46 (brd, J = 8.7 Hz, 2H), 

7.81 (m, 1H) 0 

mmm 2 0 (id : 4 - 7 >^a-n- (^p^r^ii^^v) - 1 - 

(4- {4- [ 7^7] 7 ^7%-'>} -4 

15 — U 5: F • 

T L C : R f 0.87 (7D P^Fll/A : X X J — ) ]/= 5:1) ; 

NMR (CD3OD) : d - 0.95 (t, J = 7.2 Hz, 3H), 0.82-1.04 (m, 2H), 1.10-1.58 (m, 7H), 
1.58-1.78 (m, 6H), 2.06-2.24 (m, 4H), 2.95 (s, 3H), 3.05 (t, J = 3.0 Hz, 2H), 3.08-3.44 
(m, 6H), 4.32 (s, 2H), 7.00-7.12 (m, 4H), 7. 29 (brd, J = 8. 7 Hz, 2H), 7.50(brd, J = 8.7 
20 Hz, 2H), 8.00 (m, 1H) 0 

2 0 (12) : N- 77 nA^S//i/- 4 - (4- {4- [ (7X-JU7 

;i/^-;]/) 7^7] 7^7^r'>} 'O'XJU) - 1 - 5. 

F • iUMiM. 

25 T L C : R f 0.77 (7DD /FIFA : XX 7 ~Jl= 5:1) ; 

NMR (CD3OD) : <5 1.08-1.44 (m, 5H), 1.58-1.92 (m, 5H), 2.95 (s, 3H), 2.95-3.60 
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(m, 9H), 4.31 (s, 2H), 7.00-7.12 (m, 4H), 7.29 (brd, J = 9.3 Hz, 2H), 7.49 (brd, J = 8.4 
Hz, 2H)o 



5 



mm 2 o 




(13) :N-^>S77F-4- (4- {4- [ 

7x7 3^} - 1 - F • 



mm 

T L C : Rf 0.73 J — 7b = 5:1); 

N M R (CD3OD) : <5 2.95 (s, 3H), 3.22 (m, 4H), 3.70 (m, 4H), 4.28 (s, 2H), 4.35 (s, 
2H), 7.00-7.08 (m, 4H), 7.18-7.36 (m, 7H), 7.44-7.56 (m, 2H)o 



10 

MMm2 0 ( 14 ) : 4 — (4 — {4 — [ sXJVfo—)]/) 7 ^ 7 ] ~7 

-N-7 xi “71/- 1 F • iU. 

TLC : Rf 0.73 (7nn^M : ^ $ J —)\s= 5 : 1) ; 

15 NMR (CD3OD) : 6 2.95 (s, 3H), 3.10-3.42 (m, 8H), 4.29 (s, 2H), 7.00-7.10 (m, 
5H), 7.21-7.40 (m, 6H), 7.49 (brd, J = 8.4 Hz, 2H) C 



mmm2 0 ( 1 5 ) :N- [4- (4 - {[4- (^7nA^'>;v7t7;7) 

- 1 — tr^y S7-;i/] ^. 57 ) 

20 F • 

T L C : R f 0.59 (7nn^;i/A : S—)\'= 5:1) ; 

NMR (CD3OD) : 6 0.80-1.02 (m, 2H), 1.08-1.40 (m, 3H), 1.60-1.90 (m, 8H), 
2.04-2.20 (m, 2H), 2.41 (d, J = 6.9 Hz, 2H), 2.72 (m, 1H), 2.95 (s, 3H), 3.05 (m, 2H), 
3.48 (m, 2H), 4.27 (s, 2H), 7.00 -7.10 (m, 4H), 7.29 (brd, J = 9.0 Hz, 2H), 7.48 (brd, J 
25 = 9.0 Hz, 2H)o 
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mnm 20 ( 1 6 ) : n - ( 4 - {4 - [ ( 4 - 1 f d ^- 1 - ^ 

— . ;v) 7x^;i/) F • 

T L C : R f 0.38 (i§Ak* ti U > : A- # A — ;V= 5:1) ; 

NMR (CD 3 OD) : 6 1.71-2.16 (m, 4H), 2.95 (s, 3H), 3.06-3.53 (m, 4H), 4.08 (m, 
5 1H), 4.27 (s, 2H), 7.03 (d, J = 9,0 Hz, 2H), 7.06 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 

Hz, 2H), 7.48 (d, J = 9.0 Hz, 2H)o 



0 ( 17 ) : 1 — (4 — {4 — [ 7 ^ 7 ] 7 

^ ^>$7;v) - 4 F 

10 TLC : Rf 0.36 (JMik*tiU> : — 71/ = 5 : 1) ; 

NMR (CD 3 OD) : 6 1.83-2.21 (m, 4H), 2.54 (m, 1H), 2.95 (s, 3H), 2.98-3.06 (m, 
2H), 3.52-3.56 (m, 2H), 4.28 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 
2H), 7.29 (d, J = 8.7 Hz, 2H), 7.48 (d, J = 8.7 Hz, 2H)o 



15 



20 



m2 0 (18) 



7] 7x7^r$ 






1- (4 - {4 - [ ; v) 

- 4 - t? ^ U 1/ > -tills A^C'> ]y— h • 



Wl 

TLC : Rf 0.36 (MkA- tiV'y : ^^7 — )V= 10:1) ; 

NMR (CD 3 OD) : <5 1.85-1.94 (m, 2H), 2.06-2.12 (m, 2H), 2.60-2.78 (m, 3H), 2.94 
(s, 3H), 3.20-3.25 (m, 2H), 3.99 (s, 2H), 5.14 (s, 2H), 6.99-7.02 (m, 4H), 7.27 (d, J = 
8.7 Hz, 2H), 7.32-7.36 (m, 5H), 7.40 (d, J = 8.7 Hz, 2H)o 



mnm2o a 9) : 1- (4- {4- c 

73.-7] y^y^-t/} -4-t!^US7— F 

25 TLC : Rf 0.35 : 7^7-;v= 1 0 : 1) ; 

NMR (CD 3 OD) : 6 1.42 (s, 9H), 1.42-1.53 (m, 2H), 1.81-1.85 (m, 2H), 2.07-2.14 
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(m, 2H), 2.83-2.87 (m, 2H), 2.93 (s, 3H), 3.30-3.36 (m, 1H), 3.49 (s, 2H), 6.93 (d, J = 
8.7 Hz, 2H), 6.97 (d, J = 8.7 Hz, 2H), 7.24 (d, J = 8.7 Hz, 2H), 7.30 (d, J = 8.7 Hz, 
2H) 0 

5 mMM2 0 (20) : N— {4 — [4 — ( 1 ;VTT;>) 

7i^} yyyyjl F • 

T L C : R f 0.34 ( mt y T U > : ^ 7 — ;i/ = 10:1) ; 

NMR (CD 3 OD) : d 1.48-1.97 (m, 6H), 2.90-2.99 (m, 2H), 2.95 (s, 3H), 3.42-3.46 
(m, 2H), 4.25 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 
10 8.7 Hz, 2H), 7.47 (d, J = 8.7 Hz, 2H)o 

mMm2 0 (2 1) :N— [1— (4 — {4— [ U ;v) T 5. 

y] y^y^-y} ^>s?;i/) - 4 - - 2 -T t Fn- 2 

4— -f ;FT-fe FT 5. F • 

15 T L C : R f 0.17 : T T y —;V= 5:1); 

NMR (CD3OD) : 6 1.20-1.40 (m, 2H), 1.54-1.64 (m, 2H), 1.67-1.84 (m, 2H), 
1.88-2.21 (m, 5H), 2.95 (s, 3H), 3.06-3.18 (m, 2H), 3.30-3.46 (m, 2H), 3.46-3.56 (m, 
2H), 3.85-3.97 (m, 3H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

20 

2 o (22) : i — (4 — {4— [ (y ;v) T^y] y 
i; -N- (T FTt FD-2 H-b°T>-4-4 , ;VTT 

JV) - F • 

T L C : R f 0.18 : y $ y — )]/= 5:1) ; 

25 NMR (CD 3 OD) : 6 1.18-1.32 (m, 2H), 1.56-1.64 (m, 2H), 1.73 (m, 1H), 1.84-2.10 
(m, 4H), 2.53 (m, 1H), 2.95 (s, 3H), 2.96-3.11 (m, 4H), 3.28-3.42 (m, 2H), 3.49-3.58 
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(m, 2H), 3.87-3.96 (m, 2H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 
2H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H)o 

mnm2 O (2 3) : 4-7^;i/-N- [ 1 - (4- {4- [ 

5 )V) 757] - 4 - t°^7j 

T L C : R f 0.65 (7DD^;i/A : 7 $ J — ;p = 5:1) ; 

NMR (CD3OD) : 6 1.56-1.76 (m, 2H), 1.84-2.04 (m, 2H), 2.41 (s, 3H), 2.95 (s, 
3H), 3.00 (m, 1H), 3.14-3.45 (m, 4H), 4.20 (s, 2H), 6.98-7.10 (m, 4H), 7.22-7.34 (m, 
10 2H), 7.38-7.52 (m, 4H), 7.72-7.80 (m, 2H) 0 

mmm2 0 (2 4) :N- { [ 1 — (4 - {4- [ y 

^7] 7ac7^'>} -4-b^U^— ;v] ;i/} 

XM775 F • 

15 T L C : R f 0.44 (^DD^ll/A : 7 7 7— 71/= 5:1) ; 

NMR (CD 3 OD) : 6 1.68-1.86 (m, 2H), 1.92-2.10 (m, 2H), 2.53 (m, 1H), 2.95 (s, 
3H), 2.90-3.04 (m, 2H), 3.42-3.54 (m, 2H), 4.26 (s, 2H), 6.98-7.06 (m, 4H), 7.22-7.36 
(m, 2H), 7.40-7.50 (m, 2H), 7.52-7.62 (m, 2H), 7.6 8 (m, 1H), 8.00 (brd, J = 7.5 Hz, 
2H) 0 

20 

2 0 (25) : N— [1- (4 - {4— [ (7 77V ^—71/) 75 

7] ^>577F) — 4 — U ^^>7M>75 F • 

>lrm R4Z>nn 

T L C : Rf 0.78 (7nnpF77A : 7 7 7—71/= 5:1) ; 

25 NMR (CD3OD) : 6 1.70-1.92 (m, 2H), 2.08-2.26 (m, 2H), 2.95 (s, 3H), 2.98 (s, 
3H), 3.00-3.18 (m, 2H), 3.28 -3.46 (m, 2H), 3.54 (m, 1H), 4.22 (s, 2H), 6.98 -7.10 (ra, 
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4H), 7.26-7.34 (m, 2H), 7.42-7.56 (m, 2H)o 



H5fS$J2 0 (2 6) : 4 - [ (*✓ 9 ;i/) 757] - 1 - 

(4- {4- [ ;i/) :r5;y] ^>j7;>) -4 

5 — tr^u 

TL C : Rf 0.20 (7DD^;VA : ^$7 — 71/ : gfr§t = 2 0:4:1) ; 

N M R (CD 3 OD) : 6 1.18-1.48 (m, 6H), 1.63-1.86 (m, 4H), 2.16-2.42 (m, 5H), 2.95 
(s, 3H), 3.00-3.14 (m, 2H), 3.26-3.41 (m, 2H), 4.23 (s, 2H), 7.00-7.10 (m, 4H), 7.28 
(brd, J = 9.0 Hz, 2H), 7.47 (brd, J = 8.7 Hz, 2H) 0 



10 

mMM2 0 (2 7) : 4-S/^D^'>;i/-N- [1 - (4- {4- [ (^ 

757 ] ? ^>S7;v) - 4 -tr^U *?=. ;>] ^ 

# >75 F • j££g$Jtg 

TLC : Rf 0.58 )U : Sft7f-»= 1 : 8) ; 

15 NMR (CD 3 OD) : <5 0.80-0.96 (m, 2H), 1.12-1.30 (m, 6H), 1.54-1.84 (m, 9H), 
2.00-2.18 (m, 4H), 2.95 (s, 3H), 3.03-3.14 (m, 2H), 3. 46-3.56 (m, 2H), 3.89 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H ), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H) 0 



20 mMM 2 0 (2 8) : [l- (4- {4- [ (;* 

757] 7x7^>} ^>$>;v) - 4 — ;>] 7” 

TLC :Rf 0.52 (777-/l:i(b7^I/>=l : 8) ; 

NMR (CD 3 OD) : 6 0.83-0.98 (m, 2H), 1.12-1.53 (m, 4H), 1.48 (dd, J = 6.6, 15.0 
25 Hz, 2H), 1.60-1.78 (m, 7H), 2.04-2.24 (m, 4H), 2.95 (s, 3H), 3.02-3.24 (m, 2H), 
3.35-3.58 (m, 2H), 3.90 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
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8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.48 (d, J = 8.7Hz, 2H)o 

mmm 2 0(29) : n- ci - ( {1- [ 4- (:r^yx;i/^;i.) 7x 
— ;v] - 3 , 5 1 ;i/- 4 y^-;i/) -4- 

5 fc:^US7n;i/] -2 — hTS; F • 2 WBM . 

TL C : Rf 0.30 : 3 $ 3 — )]/=■ 10:1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.90 (m, 8H), 2.05 
(d, J = 6.6 Hz, 2H) 2.10-2.20 (m, 2H), 2.39 (s, 3H), 2.44 (s, 3H), 3.10-3.30 (m, 2H), 
3.60-3.70 (m, 2H), 3.90 (m, 1H), 4.26 (s, 2H), 7.70 (d, J = 7.7 Hz, 2H), 8.07 (d, J = 
10 7.7 Hz, 2H)o 



mmm 2 O (3 0) : 2 {1- [ (1- {4 - [ ('> 

3 ) y - 3 , 5-^f;i/-lH- 

\3y'3— )]/— 4 -3)1) 33 ~)\ /] — 4 — )]/} 7-te H • 2iM. 

T L C : Rf 0.46 (i§H b3 3~l y'y : 3 3 J — )ls= 10:1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 8H), 1.60-1.90 (m, 13H), 
2.05 (d, J = 7.2 Hz, 2H) 2.10-2.30 (m, 2H), 2.39 (s, 3H), 2.44 (s, 3H), 3.00-3.20 (m, 
3H), 3.60-3.70 (m, 2H), 3.93 (m, 1H), 4.26 (s, 2H), 7.71 (d, J = 8.7 Hz, 2H), 8.03 (d, J 
20 = 8.7 Hz, 2H) 0 



mmm 2 o o n : 2 -^^d^'>;i/-n- ci— (-ci— [4— ({[2 

- y ) ^3- ;v] T^3} y^-;i /] - 3 , 5 - 

1 jv-4 — ni} y^-;v) -4-tf^.u^— ; p] t 

25 *fc b T ^ H * 3 

TLC : Rf 0.08 {U\b33-\s3 : 3 $ 3—)V= 10:1) ; 
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NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.90 (m, 8H), 2.05 
(d, J = 6.9 Hz, 2H) 2.10-2.30 (m, 2H), 2.39 (s, 3H), 2.47 (s, 3H), 2.95 (s, 6H), 
3.10-3.20 (m, 6H), 3.60-3.70 (m, 2H), 3.90 (m, 1H), 4.26 (s, 2H), 7.78 (d, J = 8.9 Hz, 
2H), 8.07 (d, J = 8.9 Hz, 2H)o 
5 

mMM2 0 (3 2) : 2-'>^da^>;v-N- [1- ( {3, 5-^^ 

;i/- 1 — [4 — ({[2 — (4 >; — ;v) u] j} 

;p) /] — nv} - 4 - t°^u 

T-fe h 7 ^ F • 3 

10 TL C : Rf 0.39 : *#;—)),= 10:1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.90 (m, 8H), 2.05 
(d, J = 7.2 Hz, 2H) 2.10-2.30 (m, 2H), 2.39 (s, 3H), 2.46 (s, 3H), 3.10-3.40 (m, 8H), 
3.50-3.70 (m, 4H), 3.80-3.90 (m, 3H), 4.10-4.20 (ra, 2H), 4.26 (s, 2H), 7.77 (d, J = 

8.7 Hz, 2H), 8.07 (d, J = 8.7 Hz, 2H) 0 
15 

2 0 (3 3 ) : 2 - 1/9 D^'>;p-N- {l-[(l-{4-[(57 
^7;F7^7 ) ;p] - 3 , 5 1 H - 'J 

— ;i/- 4 — f ;v) -4-t^^u^— M F • 2 J^^ 

TL C : Rf 0.53 : ^7— 71/ = 10:1) ; 

20 NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.90 (m, 8H), 2.05 
(d, J = 6.9 Hz, 2H) 2.10-2.30 (m, 2H), 2.39 (s, 3H), 2.46 (s, 3H), 2.74 (s, 6H), 
3.10-3.20 (m, 2H), 3.60-3.70 (m, 2H), 3.90 (m, 1H), 4.26 (s, 2H), 7.76-7.80 (m, 2H), 
7.94-7.97 (m, 2H)o 

25 mMM2 0 (3 4) : 2 (1- {[1- (4 - { [ (2 

-tFn (^^;v) 7 ^ 7 ] y ^=.)v) - 3 , 5 
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— f;v] -4-tr^us>— ;v) 

T-fe h7^ F • 2UWM. 

T L C : R f 0.43 (Mfc* ^ 1 / > : p< ^ 7 — )V= 10:1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.90 (m, 8H), 2.05 
5 (d, J = 6.9 Hz, 2H) 2.10-2.30 (m, 2H), 2.39 (s, 3H), 2.45 (s, 3H), 2.87 (s, 3H), 

3.10-3.20 (m, 2H), 3.19 (t, J = 5.9 Hz, 2H), 3.60-3.80 (m, 2H), 3.69 (t, J = 5.9 Hz, 
2H), 3.93 (m, 1H), 4.26 (s, 2H), 7.75 (d, J = 8.7 Hz, 2H), 7.99 (d, J = 8.7 Hz, 2H)o 



mnm2 0(35) : 2 {1- [ a - u- c ($> 

10 tjVaF— ;f] 7 31 -;v} - 3, 5-^7;v-lH-b‘7 N ; 

— a - 4 — r;v) -4-^^.us^— M r-fe ft f • 2 ^^^ 

T L C : R f 0.53 (Mih* J —)V- 10:1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.15 (t, J = 7.1 Hz, 6H), 1.10-1.40 (m, 3H), 



1.60-1.75 (m, 6H), 1.75-1.90 (m, 2H), 2.05 (d, J = 7.2 Hz, 2H), 2.10-2.30 (m, 2H), 
15 2.40 (s, 3H), 2.45 (s, 3H), 3.10-3.20 (m, 2H), 3.20-3.40 (m, 4H), 3.60-3.80 (m, 2H), 



3.94 (m, 1H), 4.26 (s, 2H), 7.73 (d, J = 8.6 Hz, 2H), 7.99 (d, J = 8.6 Hz, 2H) 0 



mmm2 0 (3 6) : 2-'>^n^'>;i/-N- [1- ( {3, 

;v— l - [4- (4 ;v) ? - l h- 

20 — 4-^)1} 7<^;v) - 4 rP-teFT5; F • 2Ss^g 

T L C : R f 0.50 ^ U > : ^^7 — )V= 10:1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.75 (m, 6H), 
1.75-1.90 (m, 2H), 2.06 (d, J = 7.2 Hz, 2H), 2.10-2.30 (m, 2H), 2.40 (s, 3H), 2.48 (s, 
3H), 3.02 (t, J = 4.7 Hz, 4H), 3.10-3.20 (m, 2H), 3.60-3.80 (m, 2H), 3.71 (t, J = 4.7 
25 Hz, 4H), 3.94 (m, 1H), 4.27 (s, 2H), 7.80 (d, J = 8.6 Hz, 2H), 7.95 (d, J = 8.6 Hz, 2H) o 



115 




WO 2004/080966 



PCT/JP2004/003333 



mmm2 0 (3 7) : 2-^n^$/;i/-N- {1- [ (3, 5-V*?- 
JU-1- {4- [ (4-^^Jly- 1 y 

— l H-tf^ v*—;]/— 4 — f;v) 7-fehr^ 

F • 2 iMMM. 

5 TLC:Rf 0.48 1 0 : 1) ; . 

NMR (CD 3 OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 6H), 
1.80-2.00 (m, 2H), 2.06 (d, J = 6.9 Hz, 2H), 2.10-2.30 (m, 2H), 2.40 (s, 3H), 2.48 (s, 
3H), 2.80-3.00 (m, 2H), 2.90 (s, 3H), 3.10-3.40 (m, 4H), 3.50-3.80 (m, 4H), 3.90-4.10 
(m, 3H), 4.27 (s, 2H), 7.84 (d, J = 8.6 Hz, 2H), 8.01 (d, J = 8.6 Hz, 2H) 0 

10 

mmm2 o (3 8) : [4- ( { 4 - [ 4 - ( { 4 - c 

^r^)VT4z^)V) ;i/} *3-)V) - 3, 5 

)V- 1 H — )V- 1 — f; 1/] 7x“ 11/} x;i^-;v) - 1 - 

— ;i/] T±y^~ h • 

15 TLC:Rf 0.43 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.30 (t, J = 7.1 Hz, 3H), 
1.60-1.90 (m, 8H), 2.05 (d, J = 6.9 Hz, 2H), 2.10-2.30 (m, 2H), 2.40 (s, 3H), 2.49 (s, 
3H), 3.10-3.20 (m, 2H), 3.40-4.00 (m, 11H), 4.22 (s, 2H), 4.27 (s, 2H), 4.29 (q, J = 
7.2 Hz, 2H), 7.84 (d, J = 8.6 Hz, 2H), 8.02 (d, J = 8.6 Hz, 2H) 0 

20 

MMm2 0 (3 9) : 2 -l/t? D-^SWlz-N- { 1 - [ (3, 5-^5=- 
)\y~ 1 - {4- [ ;i/) 7 -lH-t:^V* 

— ;v-4--i';i/) - 4 *?=. )v} T-fehr^ K • 2MM)M. 

T L C : R f 0.45 ^ Is > : ^ $ J — J]/= 10:1) ; 

25 NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.90 (m, 8H), 2.05 
(d, J = 7.2 Hz, 2H), 2.10-2.30 (m, 2H), 2.36 (s, 3H), 2.37 (s, 3H), 3.03 (s, 3H), 
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3.10-3.20 (m, 2H), 3.60-3.70 (m, 2H), 3.90 (m, 1H), 4.24 (s, 2H), 7.39-7.46 (m, 4H) 0 

MMM 2 0 (4 0) : 2 [1- (4- {2, 6-i > 
7^-)V-4- [ i/jf;— ;i/) ts.7] ? *.;%-'>} -4 

5 ;v] 7-bh75 F • iMMtM. 

T L C : R f 0.46 (Mik7 77:7^7 — ;]/= 10:1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.03 
(d, J = 6.9 Hz, 2H), 2.07 (s, 6H), 2.10-2.20 (m, 2H), 2.97 (s, 3H), 3.00-3.10 (m, 2H), 
3.40-3.60 (m, 2H), 3.90 (m, 1H), 4.24 (s, 2H), 6.84 (d, J = 3.9 Hz, 2H), 7.04 (s, 2H), 
10 7.45 (d, J = 8.7 Hz, 2H) 0 



MMM 2 0(41) : N — (1— {4 — [4— (7^7M-;V) 7^7 
^r'>] ^77)7} - 4-1 S7-;i/) - 2~77U^^r7)77^: 17^ F • 

mmm. 

15 TL C : Rf 0.33 (i&fc7^7 7 : 7X7— )7 = 1 0 : 1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3 H), 1.60-1.80 (m, 8H), 2.04 
(d, J = 7.2 Hz, 2H), 2.10-2.20 (m, 2H), 3.00-3.10 (m, 2H), 3.50-3.60 (m, 2H), 3.92 (m, 
1H), 4.32 (s, 2H), 7.11-7.19 (m, 4H), 7.58-7.62 (m, 2H), 7.88-7.93 (m, 2H)o 



20 MMM 2 0 (4 2) : 2-^Da^>;V-N- (1- {4- [4- (7* 

;v) 7^7^r7] — 4 — ;F) T4z FT 5: F • 

TL C : Rf 0.43 : 7X 7—)7= 10:1) ; 

NMR (CD3OD) : (5 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.05 
25 (d, J = 6.9 Hz, 2H), 2.10 -2.20 (m, 2H), 3.00 -3.10 (m, 2H), 3.12 (s, 3H), 3.50 -3.60 (m, 

2H), 3.91 (m, 1H), 4.33 (s, 2H), 7.19-7.23 (m, 4H), 7.59 (d, J = 8.6 Hz, 2H), 7.95 (d, J 
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= 8.6 Hz, 2H) 0 

msm J2 0 (4 3) : 2 [1- ( {4 3 

;p) - 1, l 5 - tf 7i-;v- 3 --of} -4 

5 - u ;iz] T'fe F • 

TL C : Rf 0.38 (MAh* ^XX : *$ X — )l= 10:1) ; 

NMR (CD3OD) : <5 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.02 
(d, J = 6.9 Hz, 2H), 2.10-2.20 (m, 2H), 2.99 (s, 3H), 3.00-3.10 (m, 2H), 3.50-3.60 (m, 
2H), 3.90 (m, 1H), 4.37 (s, 2H), 7.35 (d, J = 8.7 Hz, 2H), 7.45-7.60 (m, 2H), 7.67 (d, J 
10 = 8.7 Hz, 2H), 7.70-7.80 (m, 2H) 0 

mMM2 0 (4 4 ) : 2 ( 1 - {4 - [4 - (*^ 

;i/x;i/7 7-;v) ^ xxjp } - 4 - ;v) T-te h7^ 

15 TLC : Rf 0.60 : ^^7-;i/=l 0 : 1) ; 

NMR (CD3OD) : 3 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.03 
(d, J = 7.2 Hz, 2H), 2.10 -2.20 (m, 2H), 2.47 (s, 3H), 3.00 -3.10 (m, 2H), 3.50-3.60 (m, 
2H), 3.90 (m, 1H), 4.27 (s, 2H), 6.99 (d, J = 8.5 Hz, 2H), 7.04 (d, J = 8.5 Hz, 2H) 
7.32 (d, J = 8.5 Hz, 2H), 7.48 (d, J = 8.5 Hz, 2H)o 

20 

mmm2 0 (4 5) :n-^;i/-n- [ 1 - ( 4 - { 4 - [ 

, ^-;v) T*y] y^y^-x} ^XX)1) - 4 - yv^XT 

F • IW&M. 

TLC : Rf 0.34 (Mh*^XX : XX y—JV = 10:1) ; 

25 NMR (CD3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.10 (t, J = 7.4 Hz, 3H), 1.20-1.70 (m, 
4H), 1.80-2.10 (m, 2H), 2.20-2.50 (m, 2H), 2.35 (q, J = 7.6 Hz, 2H), 2.95 (s, 3H), 
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3.00-3.40 (m, 4H), 3.40-3.60 (m, 2H), 4.11 (m, 1H), 4.26 (s, 2H), 7.03 (d, J = 8.9 Hz, 
2H), 7.06 (d, J = 8.9 Hz, 2H) 7.29 (d, J = 8.9 Hz, 2H), 7.48 (d, J = 8.9 Hz, 2H)o 

0 (4 6) : [ 1 - (4 - {4 - [ (7 5f;V7. 

5 757] — 4 - fcT^U $7“ ;v] 7°n^> 

75 F • 

T L C : R f 0.44 (Mb7 *$- V > : 7 $ 7 —71/ = 10:1) ; 

N M R (CD 3 OD) : 6 1.08 (t, J = 7.5 Hz, 3H), 1.80-2.00 (m, 2H), 2.00-2.20 (m, 2H), 
2.37 (q, J = 7.5 Hz, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.40-3.60 (m, 2H), 4.22 (s, 
10 2H), 4.40 (m, 1H), 4.61 (s, 2H), 7.00-7.05 (m, 4H), 7.22-7.46 (m, 7H), 7.45 (d, J = 

8.4 Hz, 2H)o 

mMM 20 (47) : N - ( 2 -7 F *r*y^) V) -N- [1- (4 - {4 

- [ (^^17;^-; F) 757] 7 m7 =^57} ^>$7;i/) -4-t.°^.'J^ 

15 r=.7l/] 7°D7'^>7 > 5. F • 

TL C : Rf 0.43 : 7 7 7— 71/ = 10:1) ; 

N M R (CD3OD) : 6 1.07 (t, J = 7.4 Hz, 3H), 1.90-2.00 (m, 2H), 2.42 (q, J = 7.4 Hz, 
2H), 2.40-2.60 (m, 2H), 2.96 (s, 3H), 3.00-3.20 (m, 2H), 3.34 (s, 3H), 3.40-3.60 (m, 
4H), 4.05 (m, 1H), 4.28 (s, 2H), 7.01 -7.06 (m, 4H), 7.28-7.31 (m, 2H), 7.51-7.56 (m, 
20 2H)o 

2 0 (4 8) : N- (3 -t. -N- C 1 - (4- {4 

- [ (7 3\>1/77FtF— 7F) t^7] y^j^y} ^>'77F) -4-tw;$* 
.=.71/] 7°D7^>T5. F • :^g££g 

25 TL C : Rf 0.43 0^fb77-l/> : 77 7— 7F= 1 0 : 1) ; 

N M R (CD3OD) : 6 1.10 (t, J = 7.2 Hz, 3H), 1.19 (t, J = 6.0 Hz, 2H), 1.60-1.80 (m, 
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2H), 1.80-2.40 (m, 6H), 2.41 (q, J = 7.4 Hz, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.40-3.60 (m, 4H), 3.80 (m, 1H), 4.05 (m, 1H), 4.28 (s, 2H), 7.03 (t, J = 8.7 Hz, 2H), 
7.05 (t, J = 7.4 Hz, 2H), 7.29 (t, J = 7.4 Hz, 2H), 7.50 (t, J = 8.7 Hz, 2H) 0 

5 miMm 2 0 (4 9) : N- -N- [ 1 — (4- {4 

— [ ;v) 7 ^/] y^y^-y} ^yy;i) - 4 — y 

-;p] f • mm m, 

TLC : Rf 0.54 J—)V= 10:1) ; 

N M R (CD3OD) : <5 0.87-0.91 (m, 2H), 1.07 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
10 1.60-1.80 (m, 4H), 1.80-2.00 (m, 2H), 2.36 (q, J = 7.2 Hz, 2H), 2.40-2.60 (m, 2H), 

2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.16 (d, J = 7.5 Hz, 2H), 3.40 -3.60 (m, 2H), 3.80 (m, 
1H), 4.26 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 
Hz, 2H), 7.48 (d, J = 8.7 Hz, 2H) C 

15 2 0 (5 0) : 4- J) -N- 

;i/) - 1 - (4 - {4- [ )\y) y^y^-y} 

y;v) - 4 - if ^ 0 yyjvi^-y- $ f • mmm 

TLC : Rf 0.39 : y^y — 11=9 : 1) ; 

NMR (CD3OD) : <5 0.80-1.00 (m, 2H), 1.08-1.32 (m, 4H), 1.48 (m, 1H), 1.60-1.78 
20 (m, 4H), 2.05 (brs, 3H), 2.10-2.50 (m, 4H), 2.95 (s, 3H), 3.00 (t, J = 6.3 Hz, 2H), 

3.04-3.50 (m, 4H), 4.30 (s, 2H), 6.98-7.08 (m, 4H), 7.28 (brd, J = 9.0 Hz, 2H), 7.49 
(brd, J = 8.7 Hz, 2H)o 

0 (51) : 4— [4— ( {4 — [ (^^D^'>jl/7tf;i/) 7 
25 ^y] -1 ;f} y^;v) y^y^sy] y 

F • 
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TL C : Rf 0.50 J—)\/= 10:1) ; 

NMR (CD 3 OD) : 6 0.90-1.10 (m, 2H), 1.20-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.04 
(d, J = 7.2 Hz, 2H), 2.10-2.20 (m, 2H), 3.10-3.20 (m, 2H), 3.23 (s, 3H), 3.40-3.60 (m, 
2H), 3.91 (m, 1H), 4.29 (s, 2H), 7.08-7.14 (m, 4H), 7.34 (d, J = 8.6 Hz, 2H), 7.54 (d, J 
5 = 8.6 Hz, 2H)o 

mM$J2 0 (5 2) : N- ('>7o7nW^) -N- [1 - (4- {4 

- [ 7xy^} -4-tf^.U^ 

10 TLC : Rf 0.43 (Mb^^l/>:^^7-;V=10 : 1) ; 

NMR (CD3OD) : 6 0.30-0.40 (m, 2H), 0.60-0.70 (m, 2H), 0.95 (m, 1H), 1.10 (t, J 
= 7.4 Hz, 3H), 1.90-2.10 (m, 2H), 2.40-2.60 (m, 2H), 2.43 (q, J = 7.2 Hz, 2H), 2.95 (s, 
3H), 3.00-3.20 (m, 2H), 3.22 (d, J = 6.3 Hz, 2H), 3.45-3.60 (m, 2H), 4.00 (m, 1H), 

4.28 (s, 2H), 7.02-7.08 (m, 4H), 7.27-7.32 (m, 2H), 7.50 (t, J = 8.1 Hz, 2H)o 
15 

M 2 0 (5 3) : N- ( 2 -1- (4- {4 

- [ 7^7] ^>^;i/) - 4 57 

TLC : R f 0.64 (Mih^- U > : ^ & J — ;i/= 10:1) ; 

20 NMR (CD3OD) : 6 0.89-0.97 (m, 2H), 1.18-1.41 (ra, 7H), 1.60-1.74 (m, 4H), 
1.87-2.04 (m, 4H), 2.47 (m, 1H), 2.95 (s, 3H), 2.95-3.04 (m, 2H), 3.16-3.21 (m, 2H), 
3.52-3.56 (m, 2H), 4.27 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 

7.29 (d, J = 8.7 Hz, 2H), 7.47 (d, J = 8.7 Hz, 2H)o 

25 mMM 2 0 (5 4) :2-'>^D^'>;i/-N-(l-{4-[4-(p<^ 
juyjiy y —JU) -4 - ;v) 7 th 7 ^ 
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F • i&WM. 

T L C : R f 0.21 (^DO^M : ^ % J — 71/ = 10:1) ; 

NMR (CD3OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.04 
(d, J = 6.9 Hz, 2H), 2.10-2.20 (m, 2H), 2.80 (s, 3H), 3.10-3.20 (m, 2H), 3.50-3.60 (m, 
5 2H), 3.90 (m, 1H), 4.31 (s, 2H), 7.16 (d, J = 8.7 Hz, 2H), 7.22 (d, J = 9.0 Hz, 2H), 

7.58 (d, J = 9.0 Hz, 2H), 7.74 (d, J = 8.7 Hz, 2H)o 



MMm 20 (55) : N — [ 2 — (xf;^Jl/7 7^) ^)V~\ - 1 - ( 4 
- {4- [ ;i/) 7 x 7^'>} -4-t: 

10 ^ 0 f-y- s f • 

T L C : R f 0.30 T'l' > : ^^7 — 71/ =10:1) ; 

NMR (CD3OD) : d 1.23 (t, J = 7.5 Hz, 3H), 1.88-2.08 (m, 4H), 2.46-2.67 (m, 5H), 
2.94-3.07 (m, 2H), 2.95 (s, 3H), 3.37 (t, J = 7.0 Hz, 2H), 3.52-3.56 (m, 2H), 4.28 (s, 
2H), 7.03 (d, J = 9.0 Hz, 2H), 7.06 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.48 
15 (d, J = 9.0 Hz, 2H) 0 



mMm2 0 (5 6) : 2 [ 1 - (4 - {2 F^r 

- 4 - [ ;v) 7 ^ 7 ] ^>iF;i/) - 4 - ti° 

^-;b] T-fe FT’S: F • 

20 TL C : Rf 0.30 (77 D D tF7F A : ^ $ J —71/= 10:1) ; 

NMR (CD 3 OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8H), 2.03 
. (d, J = 6.9 Hz, 2H), 2.10 -2.20 (m, 2H), 2.99 (s, 3H), 3.00 -3.20 (m, 2H), 3.40-3.60 (m, 

2H), 3.72 (s, 3H), 3.89 (m, 1H), 4.31 (s, 2H), 6.83-6.94 (m, 3H), 6.99-7.05 (m, 2H), 
7.39-7.45 (m, 2H)o 
25 

mmm 2 0 (57) : 2 -$^d^s/;v-n- ci - (4 - {3 - [ u 
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77777 — 7) 7^ y ] Z7zn.y^rSy} •^■>i?7) — 4 S^—7] 7 
•feh 

TL C : Rf 0.30 (7UU77& : 7 7 7— )\ / = 10:1) ; 

NMR (CD 3 OD) : 6 0.90-1.10 (m, 2H), 1.10-1.40 (m, 3H), 1.60-1.80 (m, 8 H), 2.04 
5 (d, J = 6.9 Hz, 2H), 2.10 -2.20 (m, 2H), 2.96 (s, 3H), 3.00 -3.20 (m, 2H), 3,40-3.60 (m, 

2H), 3.90 (m, 1H), 4.29 (s, 2H), 6.79 (dd, J = 7.5, 2.4 Hz, 1H), 6.95-7.01 (m, 2H), 
7.08-7.11 (m, 2H), 7.31-7.34 (m, 1H), 7.51-7.54 (m, 2H)o 

MMM 20 (58) : N— [4— (4 — {[4— (77 U^^-777777) 
10 - 3 -777 — 1 ~\7^y7—7] 7 77} 7^7^r'» 7^—7] 777 

777775 f • mm m, 

TL C : Rf 0.72 (7UU77A : 77 J— 7= 5 : 1) ; 

NMR (CD3OD) : 6 0.82-1.44 (m, 8 H), 1.60-1.85 (m, 6 H), 2.30-2.42 (m, 2H), 2.95 

(s, 3H), 2.95-3.65 (m, 5H), 4.10-5.15 (m, 4H), 7.00-7.12 (ra, 4H), 7.24-7.38 (m, 2H), 
15 7.52 (brd, J = 8.7 Hz, 2H ) 0 



MMM 2 0 ( 59 ) : 1 — (4 — {4 — [ (7 77777—7) 7 ^ 7 ] 7 
n7%-7} ^777) — 4 — S7~;i/ 77X1^^-777777— h • 

iliiStiM 

20 T L C : R f 0.69 (WW.^-77 : 77 7 — 7= 10:1) ; 

NMR (CD 3 OD) : 6 1.06-1.42 (m, 6 H), 1.54-1.92 (m, 6 H), 1.95-2.17 (m, 2H), 2.26 
. (m, 1H), 2.95 (s, 3H), 3.05-3.58 (m, 5H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 

(d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (dd, J = 4.2, 8.7Hz, 2H) C 

25 MMM 2 0 (6 0) : (2R, 3 R) - 3 -'>7 U^'77 - 3 - 1 Fn^ 
7 - 2 - ( { [1- (4 - {4- [ (7 77777—7) 7 5:7] 7 n 7 ^r 
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'>} ^>yjv) — 4 — fc^L) :7— ;v] T^y) y°tvi> 



T L C : E f 0.23 (Jgfls* 1/ > : * J — )1/= 8:2); 

NMR (CD 3 OD) : 6 1.00-1.34 (m, 5H), 1.48 (m, 1H), 1.58-1.80 (m, 4H), 1.83-2.11 
(m, 5H), 2.58 (m, 1H), 2.95 (s, 3H), 2.87-3.00 (m, 2H), 3.40-3.49 (m, 2H), 3.51 (t, J = 
6.0Hz, 1H), 4.18 (s, 2H), 4.39 (d, J = 6.0Hz, 1H), 7.02 (d, J = 8.7Hz, 2H), 7.03 (d, J 

= 8.7Hz, 2H), 7.28 (d, J = 8.7Hz, 2H), 7.46 (d, J = 8.7Hz, 2H)o 



mMM2 0 (6 1) : N-^;V-2-'>^7D^'>;V-N- [1- (4- 
10 {3- [ ;v) 7 ^ 7 ] y^y^-y} ^yy)v) -4 — 

V y-jU] 7^17^ F • 

TL C : Rf 0.32 (7 dd*M : ^^7— JP= 10:1) ; 

NMR (CD 3 OD) : <5 0.80-1.10 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.20-1.40 (m, 5H), 
1.40-1.60 (m, 2H), 1.60-2.00 (m, 8H), 2.30-2.40 (ra, 2H), 2.32 (d, J = 7.2 Hz, 2H), 
15 2.96 (s, 3H), 3.10-3.30 (m, 4H), 3.50-3.60 (ra, 2H), 4.20 (m, 1H), 4.30 (s, 2H), 6.80 

(m,, 1H), 6.95 (m, 1H), 7.00 (m, 1H), 7.08 (d, J = 8.7 Hz, 2H), 7.33 (t, J = 8.1 Hz, 1H), 
7.55-7.61 (m, 2H) 0 



mM0 0 2 0 (6 2 ) : 4 - [ 4 - ( { 4 - [y^Jl (^ 1 fJ-4)V) 7 ^ 7 ] 
20 - 1 - V 57 - ;v} y 5 =- ; v) y^y^-y] 

TL C : Rf 0.34 (7DD*M : J— ;F = 10:1) ; 

NMR (CD3OD) : <5 0.90-1.00 (m, 3H), 0.97 (t, J = 7.4 Hz, 3H), 1.20-1.40 (m, 6H), 

1.50- 1.70 (m, 4H), 1.80-2.00 (m, 2H), 2.20-2.40 (m, 4H), 3.00-3.20 (m, 4H), 

3.50- 3.70 (m, 2H), 4.10 (m, 1H), 4.31 (s, 2H), 7.07 (d, J = 9.0 Hz, 2H), 7.17 (d, J = 

25 9.0 Hz, 2H), 7.56 (d, J = 9.0 Hz, 2H), 8.04 (d, J = 9.0 Hz, 2H)o 
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mMM2 0 (63) : 4 — [4— ( {4 — ('MMJV 4 Jl) T $, 

TLC : Rf 0.40 (^DD^l/A : J-) ]/= 10:1) ; 

N M R (CD 3 OD) : 6 0.86 (t, J = 7.2 Hz, 3H), 1.20-1.50 (m, 4H), 1.50-1.70 (m, 2H), 
5 1.88-1.95 (m, 2H), 2.00-2.20 (m, 2H), 2.30-2.40 (m, 2H), 3.00-3.20 (m, 2H), 

3.50-3.60 (m, 2H), 4.27 (s, 2H), 4.45 (m, 1H), 4.62 (s, 2H), 7.03-7.07 (m, 2H), 
7.13-7.37 (m, 7H), 7.52 (d, J = 8.4 Hz, 2H), 8.01-8.04 (m, 2H) 0 

mMM2 0 (6 4) : N-y'^;V- 2 [1- (4- 

io (2- [ (^^-;i/^;p^n;i/) ] 7x7^^} ^>s7;i/) - 4 - 

i; T-fe b T X b • 

TLC : Rf 0.50 (^ DD^M : J~-)V= 10:1) ; 

NMR (CD 3 OD) : 6 0.90-1.00 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.20-1.40 (m, 5H), 
1.40-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.21 (d, J = 6.9 Hz, 2H), 2.30-2.40 (m, 2H), 
15 2.98 (s, 3H), 3.00-3.30 (m, 4H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.28 (s, 2H), 6.98 

(m, 1H), 7.12 (d, J = 8.7 Hz, 2H), 7.18-7.21 (m, 2H), 7.52-7.54 (m, 3H)o 

2 0 (6 5) : [ 1 - ( 4 - {4 - [ (yi ^;bX71/ 

*-;i/) 7^7] ^>S7;i/) - 4 -L°^U P=-)V] 7?;w\”;7 — 

TLC : R f 0.77 J —JP= 10:1) ; 

NMR (CD3OD) : <5“ 0.90 (t, J = 7.2Hz, 3H), 1.21-1.36 (m, 2H), 1.42-1.58 (m, 2H), 
1.88-2.00 (m, 2H), 2.09-2.34 (m, 2H), 2.95 (s, 3H), 3.00-3.14 (m, 2H), 3.17-3.28 (m, 
2H), 3.43-3.58 (m, 2H), 3.93 (m , 1H), 4.25 (s, 2H) , 5.12 (s, 2H), 7.03 (d, J = 8.7Hz, 
25 2H), 7.05 (d, J = 8.7Hz, 2H), 7.24-7.38 (m, 7H), 7.47 (d, J = 8.7Hz, 2H)o 
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M.MM 2 0 (6 6) : TV) 1/ [1- (4 - {4 - [ 

4s -;i/) 7^ y ] - 4 -b°^U ;v] — 

F • 

T L C : R f 0.75 — )l= 10:1) ; 

5 NMR (CD 3 OD) : <5 1.90-2.01 (m, 2H), 2.09-2.19 (m, 2H), 2.95 (s, 3H), 3.01-3.12 
(m, 2H), 3.44-3.55 (m, 2H), 3.89 (d, J = 5.5Hz, 2H), 4.03 (m, 1H), 4.25 (s, 2H), 
5.09-5.21 (m, 2H), 5.13 (s, 2H), 5.83 (ddd, J = 22.5, 10.2, 5.4Hz, 1H), 7.03 (d, J = 
8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.25-7.38 (m, 7H), 7.47(d, J = 8.7Hz, 2H)o 

10 2 0 (6 7) : 2 IF [ 1 - ( 4 - {4 - [ ^ 

;v) 7^y] 7x7^'» ^>^;i/) - 4 - u 5 ^— ;f] 

TL C : Rf 0.76 J — )V= 10:1) ; 

NMR (CD 3 OD) : 6 1.75 (t, J = 2.1Hz, 3H), 1.95-2.08 (m, 2H), 2.18-2.36 (m, 2H), 
15 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.47-3.57 (m, 2H), 4.03 (d, J = 2.1Hz, 2H), 4.07 (m, 

1H), 4.26 (s, 2H), 5.16 (s, 2H) , 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.25-7.41 (m, 7H), 7.47 (d, J = 8.7Hz, 2H)o 

mMM 2 0 (6 8) : N-T'f-JV- 2 -^n^^lF-N- ( 1 - {3 - 
20 [ ;i/) -4 — 4 — tr^u 

;f) T-fe h7^ F • 

TL C : Rf 0.48 (^DD^FlFA : J '—)]/ : 20:2:1) ; 

NMR (CD3OD) : 6 0.90-1.00 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
1.50-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.21 (d, J = 6.9 Hz, 2H), 2.30-2.40 (m, 2H), 
25 3.04 (s, 3H), 3.05-3.30 (m, 4H), 3.50-3.70 (m, 2H), 4.14 (m, 1H), 4.28 (s, 2H), 6.89 

(d, J = 8.4 Hz, 1H), 7.10 (d, J = 7.5 Hz, 2H), 7.20-7.29 (m, 2H), 7.40-7.46 (m, 2H), 
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7.68 (d, J = 2.1 Hz, 1H) 0 

mmm2 0 (6 9) : N-:7*5M/-2-57^D^r'>;]/-N- {1- [4- 
(4-— hD7x7^'» - 4 — ;i/} T-fe F • 

5 W&M. 

TL C : Rf 0.54 (^ddpF;1/A : y~ JV : WW.= 2 0:2:1) ; 

N M R (CD 3 OD) : 6 0.90-1.00 (m, 2H), 0.98 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
1.50-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.22 (d, J = 6.6 Hz, 2H), 2.30-2.40 (m, 2H), 
3.10-3.30 (m, 4H), 3.50-3.60 (m, 2H), 4.19 (m, 1H), 4.34 (s, 2H), 7.16 (d, J = 9.1 Hz, 
10 2H), 7.24 (d, J = 8.4 Hz, 2H), 7.63 (d, J = 8.4 Hz, 2H), 8.27 (d, J = 9.1 Hz, 2H)o 

2 0 (7 0) : 4 — [4 — ( {4 — [T’FT'IF (t/i? 

;i/) 7^7] - l — y^y^rS^] y^-ji yyy 

15 T L C : R f 0.79 (7DD xF71/A —Jl= 10:1) ; 

NMR (CD 3 OD) : <$ 0.90-1.00 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
1.40-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.21 (d, J = 6.9 Hz, 2H), 2.30-2.40 (m, 2H), 
3.00-3.20 (m, 4H), 3.23 (s, 3H), 3.50-3.60 (m, 2H), 4.18 (m, 1H), 4.29 (s, 2H), 7.11 
(d, J = 9.0 Hz, 4H), 7.35 (d, J = 9.0 Hz, 2H), 7.54 (d, J = 9.0 Hz, 2H) 0 

20 

mmm 2 0 (7 1) : [1- (4- 

{2 4 - [ j]/) 7 ^ 7 ] y^y^sy} ^>SF;i/) 

- 4 - u 57 - ;v] T-fe h7^ f • mmm 

TL C : Rf 0.44 (^nD/JVl/A : y$ y—)\/ = 10:1) ; 

25 NMR (CD 3 OD) : 6 0.90-1.00 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
1.40-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.16 (s, 3H), 2.21 (d, J = 6.9 Hz, 2H), 



127 




WO 2004/080966 



PCT/JP2004/003333 



2.30-2.40 (m, 2H), 2.96 (s, 3H), 3.00-3.20 (m, 4H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 
4.25 (s, 2H), 6.91-6.98 (m, 3H), 7.13 (dd, J = 8.6, 2.6 Hz, 1H), 7.20 (m, 1H), 
7.44.7.49 (m, 2H)o 

5 mMm2 0 (7 2) : N-y^JV- 2 N— [.1- (4- 
{ 2 , ;i/) 7^5.7] 7^7^57} ^ 

>'2>;F) -4-tf^U^n;i/] 7-feh7^ F 

TLC : Rf 0.33 (7 dd^M : 7 7 7—;i/= 10:1) ; 

NMR (CD3OD) : 6 0.90-1.00 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
10 1.40-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.07 (s, 6H), 2.21 (d, J = 6.6 Hz, 2H), 

2.30-2.40 (m, 2H), 2.97 (s, 3H), 3.00-3.20 (m, 4H), 3.50-3.60 (m, 2H), 4.17 (m, 1H), 

4.24 (s, 2H), 6.86 (d, J = 8.7 Hz, 2H), 7.04 (s, 2H), 7.45 (d, J = 8.7 Hz, 2H)o 

mMm 12 0 (7 3) : N-7>;P-N- [1- (4-{2-7nn-4-[(7 
15 757] 7x 7 3^57} ^>57;F) - 4 - 0 57 — IF] - 

2 — h75 F • 

TLC : Rf 0.60 (7DO^M : 7 7 7 — )\>— 10:1) ; 

NMR (CD3OD) : 6 0.90-1.00 (m, 2H), 0.97 (t, J = 7.4 Hz, 3H), 1.20-1.40 (m, 5H), 
1.40-1.60 (m, 2H), 1.60-2.00 (m, 8H), 2.21 (d, J = 6.6 Hz, 2H), 2.30-2.40 (m, 2H), 
20 3.01 (s, 3H), 3.10-3.30 (m, 4H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.27 (s, 2H), 6.99 

(d, J = 8.4 Hz, 2H), 7.13 (d, J = 9.0 Hz, 1H), 7.24 (dd, J = 9.0, 2.6 Hz, 1H), 7. 43 (d, J 

= 2.6 Hz, 1H), 7.48-7.52 (m, 2H)o 

mMW J 2 0 (7 4) : ( 2 R) - 2 -'>77 2 - 1 Fn^57-N 
25 — [1 — (4 — {4 — [ (^^FTUFtF— ;F) 757] 7x7^r'>} ^>57 

)\ y) - 4 - 0 57— ;i/] r-fe h 7 5 F • MBM 
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T L C : R f 0.48 : y & y — 71/= 10:1) ; 

NMR (CD 3 OD) : 6 1.06-1.38 (m, 5H), 1.45-1.94 (m, 8H), 2.05-2.16 (m, 2H), 2.95 
(s, 3H), 3.03-3.17 (m, 2H), 3.48-3.57 (m, 2H), 3.79 (d, J = 4.0Hz, 1H), 3.96 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7H z, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
5 7.51 (d, J = 8.7Hz, 2H) 0 

mmm 2 0 (75) : (2s) 

- [1- (4- {4- [ y^y] y^y^sy} 

;v) — 4 — t 0 ^ U 5 ^— ;i/] THr F • 

10 T L C : R f 0.48 : y 9 y — 7F= 10:1) ; 

NMR (CD 3 OD) : 6 1.06-1.38 (m, 5H), 1.45-1.94 (m, 8H), 2.05-2.16 (m, 2H), 2.95 
(s, 3H), 3.03-3.17 (m, 2H), 3.48-3.57 (m, 2H), 3.79 (d, J = 4.0Hz, 1H), 3.96 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7H z, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 
7.51 (d, J = 8.7Hz, 2H)o 
15 

2 0 (7 6) : y ^)\> 2 — [ 4 — ( { 4 — [ y’yyF ( y y D %/ 

T^y] - 1 - 0 y y ;f) y^y^y] - 5- [ (y 

;i/) 7^7] 

T L C : R f 0.50 (ffilby y V > : 777 —71/= 10:1) ; 

20 NMR (CD 3 OD) : 6 0.90-1.00 (m, 2H), 0.97 (t, J = 7.2 Hz, 3H), 1.10-1.40 (m, 5H), 
1.50-1.60 (m, 2H), 1.65-1.80 (m, 6H), 1.80-2.00 (m, 2H), 2.21 (d, J = 6.9 Hz, 2H), 
2.30-2.40 (m, 2H), 3.00 (s, 3H), 3.10-3.30 (m, 4H), 3.50-3.60 (m, 2H), 3.74 (s, 3H), 
4.10 (m, 1H), 4.26 (s, 2H), 6.98 (d, J = 8.7 Hz, 2H), 7.10 (d, J = 8.7 Hz, 1H), 
7.45-7.52 (m, 3H), 7.79 (d, J = 3.0 Hz, 1H) 0 
25 

mnm 2 0 (77) ; 2 - [4- ( { 4 - (yyn 
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;i/) - l )]/} 7^;p) 7 ^7^7-] -5 - [ (7^;v 

T L C : R f 0.40 (Mfci7 ^ \y > : 7 7 7 — ;F = 10:1) ; 

NMR (CD3OD) : 6 0.95-1.05 (m, 2H), 0.97 (t, J = 7.3 Hz, 3H), 1.10-1.40 (m, 5H), 
5 1.50-1.80 (m, 8H), 1.80-2.00 (m, 2H), 2.21 (d, J = 6.9 Hz, 2H), 2.30-2.40 (m, 2H), 

3.01 (s, 3H), 3.05-3.25 (m, 4H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.26 (s, 2H), 6.95 
(d, J = 8.7 Hz, 2H), 7.09 (d, J = 8.7 Hz, 1H), 7.46-7.51 (m, 3H), 7.83 (d, J = 2.7 Hz, 
1H) 0 

10 MMm 2 0 (7 8) : (2R) -N-W-2-'>^D^;i/-2-b 
Fd^t'>-n- [l- ( 4 - { 4 - [ ( 7 ^;i/ 7 ;F;F— ;f) 757] 7^7 
=5r'» ^7:771/) - 7— ;p] 7^h7^ F • iMm m 

T L C : R f 0.55 (^{(17 5^ 7 7 : 777 — 7F =9:1) ; 

NMR (CD3OD) : 5 0.90-2.58 (m, 22H), 2.95 (s, 3H), 3.02-3.35 (m, 4H), 3.50-3.60 
15 (m, 2H), 3.94-4.17 (m, 2H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 

2H), 7.29 (d, J = 8.7Hz, 2H), 7.45-7.54 (m, 2H)o 



mMffl 2 0 (7 9) : (2 S) 

Fn^r'7-N- [1- (4 - {4 - [ ;v) 7^7] 7 i7 

20 =^7} ^777F) - 4 -h°^U 7— ;F] 7-te FT 5: F • 

TL C : Rf 0.55 {Mi b7^77 : 7 7 7— ;F = 9 : 1) ; 

NMR (CD3OD) : (S' 0.90-2.58 (m, 22H), 2.95 (s, 3H), 3.02-3.35 (m, 4H), 3.50-3.60 
(m, 2H), 3.94-4.17 (m, 2H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 
2H), 7.29 (d, J = 8.7Hz, 2H), 7.45-7.54 (m, 2H)o 
25 

msm J 2 0 (8 0) : (3, 4-F777) -N- ('>7 D^^;F7^;F) 
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— 3— *?•)]/— l— (4- {4- [ 7x yjp 

TLC : Rf 0.40 (^nn^VA : 7 7 7— ;i/= 9 : 1) ; 

NMR (CD 3 OD) : 6 0.84-1.04 (m, 2H), 0.93 (d, J = 6.0 Hz, 3H), 1.14-1.34 (m, 4H), 
5 1.48 (m, 1H), 1.60-1.80 (m, 4H), 1.88-2.04 (m, 2H), 2.06-2.18 (m, 2H), 2;72 (m, 1H), 

2.88-3.12 (m, 3H), 2.95 (s, 3H), 3.22-3. 60 (m, 2H), 4.28 (brs, 2H), 7.00-7.18 (m, 4H), 
7.29 (brd, J = 9.0 Hz, 2H), 7.48 (brd, J = 8.7 Hz, 2H ) 0 

2 0 (8 1) : ( 3 , 4-57X) -N- ^)V) - 

10 3 -7^;v- 1 - (4- {4- [ ;f) 7 ^ 7 ] 7^7 ^'7} 

^>77F) -4 - U ^ F • MWM. 

TLC : R f 0.25 (7UD^A : 7 7 J —)]/— 9 : 1) ; 

NMR (CD 3 OD) : 6 0.82-1.06 (m, 2H), 1.00 (d, J = 6.9 Hz, 3H), 1.13-1.34 (m, 4H), 
1.46 (m, 1H), 1.62-1.80 (m, 4H), 1.92-2.24 (m, 3H), 2.55 (m, 1H), 2.90-3.12 (m, 2H), 
15 2.95 (s, 3H), 3.13-3.62 (m, 4H), 4.29 (brs, 2H), 6.98-7.10 (m, 4H), 7.29 (brd, J = 9.0 

Hz, 2H), 7.51 (brd, J = 8.7 Hz, 2H)o 



mmm 2 0 (8 2 ) : n - (^n^r^k^^F) - 1 - ( 4 - { 4 - [ (7 

;f) 7 ^ 7 ] 7x 7 ^ 7 } ^>7;f) 

20 7 f • 

TLC : Rf 0.73 (7nn^M : 7 7 7 — )l= 5 : 1) ; 

NMR (CDsOD) : 6 0.80-1.02 (m, 2H), 1.19-1.35 (m, 4H), 1.49 (m, 1H), 1.60-1.80 
(m, 4H), 2.95 (s, 3H), 3.06 (m, 2H), 3.61 (m, 1H), 4.12 -4.32 (m, 4H), 4.39 (s, 2H), 
6.98-7.06 (m, 4H), 7.29 (brd, J = 9.0 Hz, 2H), 7.4 5 (brd, J = 8 . 7 Hz, 2H ) 0 
25 

J%S&$J2 0 (8 3) : ( 1R, 3 s, 5 S) -N- 
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-8 - (4 - {4- [ y^y^-sy} 

-8-Tif'tr^^D [3. 2. i] 3 f • ±g^ 




■ HCI 



TLC : Rf 0.53 (^DD^VA : y -9 J—)l' = 5 : 1) ; 

5 N M R (CD 3 OD) : 6 0.85-1.04 (m, 2H), 1.20-1.36 (m, 4H), 1.46 (m, 1H), 1.60-1.78 
(m, 4H), 1.85-1.90 (in, 2H), 2.08-2.16 (m, 4H), 2.38-2.50 (m, 2H), 2.88 (m, 1H), 2.95 
(s, 3H), 3.00 (d, J = 6.9 Hz, 2H), 3.96 (m, 2H), 4.16 (s, 2H), 7.00-7.10 (m, 4H), 
7.24-7.32 (m, 2H), 7.53 (brd, J = 8.7 Hz, 2H)o 

10 mMm 2 0 (8 4) : (3 aR, 5 s, 6 aS) -N- )V * 

T-Jl) -2- (4- {4- [ y^y^-i/} ^ 

>'^b) [c] b°D— )V- 5 F • 




■ HCI 



15 TLC : Rf 0.55 (^DD^VA : y*? y — J]/= 5 : 1) ; 

NMR (CD3OD) : (5 0.80-1.02 (m, 2H), 1.04-1.36 (m, 3H), 1.46 (m, 1H), 1.60-2.18 
(m, 9H), 2.76-3.04 (m, 7H), 2.95 (s, 3H), 3.60-3.78 (m, 2H), 4.35 (s, 2H), 7.00-7.19 
(m, 4H), 7.24-7.32 (m, 2H), 7.42-7.58 (m, 2H) 0 
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*J 2 0 (8 5) : (3 aR, 5r, 6aS) -N- 

^)]/) - 2- (4 - {4 - [ ;v) 7^y] ^ 

>^;v) [c] tf n— ;v- 5 F • 




TLC : Rf 0.39 (^DD^M : — )V= 5:1) ; 

NMR (CD 3 OD) : 6 0.80-1.00 (m, 2H), 1.10-1.36 (m, 3H), 1.42 (m, 1H), 1.60-1.82 
(m, 6H), 2.18 (m, 1H), 2.24-2.38 (m, 2H), 2.78-3.40 (m, 9H), 2.95 (s, 3H), 4.30 (s, 
2H), 7.00-7.10 (m, 4H), 7.22-7.38 (m, 2H), 7.42-7.5 8 (m, 2H)o 

10 

MS M2 1 ( 1) - ( 1 1) 

4 - ( 4 5 7 7x7^'» 
^>X7;Vrt Fcr>ltt> D iztB^TZTJU^h: bT n-^ 

15 JITS. > & T $. MMffl 1 4 1 5 ^ 



MMWJ2 1 (1) : ( 3 S ) -l-^>^;V-3- ('>7D '~ s -^rSyJl/^ ^~JV) 
20 —6 — {1— [ (3, 5 1 - 7 rc“;i/- 1 ;i/-4 

— f 7i/) pWH -4-t:^u^— ; v} - 2 , 5 
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T L C : R f 0.73 ^ % J —Jl= 5:1) ; 

NMR (CD 3 OD) : 6 0.82-2.42 (m, 24H), 2.80-3.12 (m, 2H), 3.56-3.70 (m, 2H), 
3.79 (m, 1H), 4.02-4.16 (m, 4H), 5.12-5.38 (m, 1H), 7.20-7.62 (m, 10H) o 
5 

^MM2 1 (2) : ( 3 S) — 1 3 — (*/& ^;v) 

-6 - [1- (4 -~7 - 4 — fc^V 71/] - 2, 5- 

TLC : Rf 0.73 (7no*M : J— ;i/= 5 : 1) ; 

10 NMR (CD 3 OD) : d 0.80-1.08 (m, 5H), 1.10-1.42 (m, 6H), 1.42-2.38 (m, 14H), 

2.78-3.08 (m, 3H), 3.44-3.60 (m, 2H), 3.62-4.14 (m, 3H), 4.26 (brs, 2H), 7.00-7.06 
(m, 4H), 7.18 (m, 1H), 7.38-7.52 (m, 4H) 0 

mmm2 1 (3) : (sr> [ (r> 

.15 ^)V\ - 6 - [ 1 - (4-ynzJ -4-tf 

—2, 5 — • iMMM. 

TLC : Rf 0.62 (7nD^M : )]/— 5:1); 

NMR (CD3OD) : d 0.86-2.48 (m, 23H), 2.81-3.08 (m, 3H), 3.27 (m, 1H), 

3.45-3.58 (m, 2H), 3.64-4.00 (m, 2H), 4.18 (m, 1H), 4.25 (brs, 2H), 7.00-7.07 (m, 
20 4H), 7.18 (m, 1H), 7.28-7.52 (m, 4H)o 
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mm2 1 ( 4 ) 




-7 v) 



S) - 3 l 6 - [i- (4 

- 4 - h°^ u )V\ - 2 , 5 • 




TL C : R f 0.65 (^DD^VA : J~) ]/= 5:1) ; 

5 NMR (CD 3 OD) : (5 0.78-2.30 (m, 12H), 2.52-3.96 (m, 9H), 4.14-4.28 (m, 2H), 
4.38 (m, 1H), 6.98-7.52 (m, 14H) 0 



^MM2 1 (5) : (3S) -l-7^;i/-3-'>7D^WV-6- [1 

- (4-^rc - 4 -r^>;^— ;p] -2, 5-b°^^> 

10 

T L C : R f 0.65 (7DD^M \ ^-9 J — )V— 5:1) ; 

NMR (CD3OD) : 6 0.78-1.00 (m, 3H), 1.00-2.38 (m, 20H), 2.78-3.08 (m, 3H), 
3.48-4.04 (m, 5H), 4.26 (m, 2H), 6.98 -7.10 (m, 4H), 7.18 (m, 1H), 7.39-7.54 (m, 4H) 0 

15 mmm2 1 (6) : (3S) -l-7’f;i-3- (th“D^^^) -6 

- [1- ( 4 - y - 4 — fcWj - 2, 5-tf^ 

TL C : Rf 0.46 (7DD^;VA : j—ji= 5:1) ; 

NMR (CD3OD) : 6 0.76-1.01 (m, 3H), 1.22-1.42 (m, 2H), 1.44-1.72 (m, 3H), 
20 1.86-2.38 (m, 4H), 2.80-3.08 (m, 3H), 3.44-3.60 (m, 2H), 3.64-4.12 (m, 5H)» 4.26 

(brs, 2H), 6.96-7.10 (m, 4H), 7.18 (m, 1H), 7.36-7.52 (m, 4H)o 

MMm2 1 (7) : (3 S) — 1 —'7^)\y— 3 — (is 9 

- 6— {1— [ (3, 5 — i? )V — 1 — 7 3^—JV— 1 H - b" 7 — )V — 4 

25 /] -4 5 ^-;]/} - 2, 5 • iMM 

m 
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TLC : Rf 0.68 (^DD^/VA : J — )P — 5:1); 

NMR (CD 3 OD) : 6 0.86-1.08 (m, 5H), 1.16-2.12 (m, 20H), 2.39 (m, 6 H), 
2.78-3.16 (m, 3H), 3.56-3.70 (m, 2H), 3.76-4.14 (m, 3H), 4.24 (brs, 2H), 7.47-7.56 
(m, 5H)o 
5 

mM ® 42 1 (8) : ( 3 R) - 1 -7^)P - 3 - [ (R) 

*9-)P~\ - 6- {1- [ (3, 5 -V*J-)P- 1-y ^~)P 

- 1 E.-¥y'J—)P- 4 JP) jlf-JP] — ;i/} -2, 5- 

10 TLC :Rf 0.67 (7DD*/VA :^^7“/l/=5 : 1) ; 

NMR (CD 3 OD) : 6 0.90-2.14 (m, 23H), 2.32-2.40 (m, 6 H), 2.80-3.14 (m, 3H), 
3.28 (m, 1H), 3.56-3.68 (m, 2H), 3.68-4.00 (m, 2H), 4.19 (m, 1H), 4.24 (brs, 2H), 
7.42-7.60 (m, 5H)o 

15 mMM 21 (9) : (3 S) - 3 -^.y^JP- 1 - - 6— {1— [(3, 

5 — y ^ J~)P — 1 — ~7 xr . JP — 1 H — tf 5? 'J — JP — 4 — -i" JP) yt ^f-JP] — 4 
— S^—JP} —2, 5 — • JSStiS 

TLC : Rf 0.74 (7DD^I/A : J—J P= 5:1); 

NMR (CD 3 OD) : 6 0.78-2.40 (m, 12H), 2.32-2.40 (m, 6 H), 2.32-3.95 (m, 8 H), 
20 4.12-4.44 (m, 4H), 7.10-7.28 (m, 5H), 7.40-7.61 (m, 5H)o 

“MMM2 1 (10) : (3S) -l-7f;i/-3-i/^nA^'>;i/-6- {1 

— [ (3, 5 — i? yk ^-)P— 1 — 7 )P— 1 H — V — JP—4—^JP) ^ 

7 -jp] -4-R^u ^— )pj - 2, 5 *;>*?$■> • mmu. 

25 T L C : R f 0.74 (7DD -fcJPA : * $ J —)P= 5:1) ; 

NMR (CD 3 OD) : 6 0.80-1.00 (m, 3H), 1.02-2.22 (m, 20H), 2.32-2.40 (m, 6 H), 
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2.80-3.18 (m, 3H), 3.58-4.08 (m, 5H), 4.24 (brs, 2H), 7.40-7.60 (m, 5H) 0 

MMW12 1 (11) : ( 3 S ) -l-^^JV-3- 
-6 - [1- ( 4 - 7^7 -4-tf^US^— ;i/] - 2 

5 7 7 • 2 iMMM. 

TL C : Rf 0.82 (^DD^M : 77 J —)l= 5:1) ; 

NMR (CD 3 OD) : 6 0.95 (t, J = 7.5 Hz, 3H), 0.85-1.10 (m, 2H), 1.16-1.42 (m, 6H), 
1.46-2.10 (m, 13H), 2.21 (m, 1H), 2.81 (m, 1H), 3.00-3.20 (m, 2H), 3.34-3.72 (m, 
5H), 3.92-4.08 (m, 2H), 4.30 (s, 2H), 7.00-7.10 (m, 4H), 7.18 (m, 1H), 7.36-7.44 (m, 
10 2H), 7.54 (brd, J = 8.4 Hz, 2H)o 

mmm2 2 n- {4- [4- c {4- [ ( 1 e) - 2 - 77 a^ 7 ju- 

N-x: h^-7^7 W ^ F4VF] — 1 - If ^ V P—Jl} 7 7x7^7] 
77>X)Uft>75. F • {4- [4- ( {4- 

15 [ ( 1 Z) - 2 -1/7 — N-^n h^rT'^7 >4 ^ F-fVF] —1 — 

tr-^. 1J - ;i/} 7x7^7] 7 x~)V} 7 7 F • ^ 

W8&<Dm&&i 



\ 
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H O 

Nv. 

6 ' CH 



3 



o 





H o 

N s° 

6 ' CH 



3 



mmm 5 ( 1 5 > -esetb ^mmm 20 ( 1 5 ) ts® 

bfc'fb'n-^SM©'^ 1 9 ^!^|§©lifFkift-r£ J^T©^ 

^ it 1“ ^ tvfg BJRb'n-#! £t#fco 

5 TL C : Rf 0.67,0.73 (7 dd^M : 7 7 7— ;i/ = 9 : 1) ; 

NMR (CD 3 OD) : <5 0.84-1.06 (m, 2H), 1.08-1.36 (m, 4H), 1.18 (t, J = 7.2 Hz, 3H), 
1.58-2.18 (m, 9H), 2.23 (d, J = 7.2 Hz, 2H), 2.42 (m, 1H), 2.95 (s, 3H), 3.02 (m, 2H), 
3.38-3.56 (m, 2H), 4.00 (q, J = 7.2 Hz, 2H), 4 .26 (s, 2H), 7.00-7.10 (m, 4H), 
7.22-7.36 (m, 2H), 7.47 (brd, J = 8.4 Hz, 2H) 0 

10 

mMm2 3 : N— [4 - (4 - { [4- { [ ( 1 -7 5f7l"'>7 n-s 

^riyjv) 7^7] 7*5. 7 ) - 1 - U S7— IV] 7 771/} 7x 

7 7-7) 7 7 >7/i/;b>:7^ F • t£aiS£ t£a 
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H 3 C 



(1 1 7 mg) ON, 

F (3mL) - h > (O.lmL) 1 - ^-)V %/ 9 D 

'&>% )]/&>& ( 5 0 mg) F (0.077mL) &tlU 

5 ^80 °c’c 2 mmmw l^o v u *? 

h 'J >>A iz.xttM. Ln is 'J 7A7dy h 7 4— (# 

gtrn^;i,) h^77-f- ttilU 

(5 8 mg) §#fc 0 

10 T L C : Rf 0.60 (Hfftiit- ; 

NMR (CD 3 OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.30-1.60 (m, 12H), 1.32 (s, 3H), 
1.87-2.07 (m, 6H), 2.95 (s, 3H), 3.05-3.15 (m, 4H), 3.52-3.56 (m, 2H), 4.19 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 9.0 Hz, 2H), 7.06 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 
2H), 7.49 (d, J = 9.0 Hz, 2H)o 
15 



20 



mmm 23 ( 1 ) ~ ( 1 5 n 

^MM 2 2h MWiOW't i-ft U {3 ck D MykfrM £ It 

um% no ai-fizm -r^m m'c&m & f# & „ 



MM 23 (1) : 3 — [ ({[1- (4— {4— [ (p< 
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7 ^y] y^y^} - 4 ;i/] 7 ^ 7 } 

7* 5: 7 ] • iMStiii 

T L C : R f 0.75 ( n - 7$ 7 —)U : @£gt : tK= 4:2:1) ; 

NMR (CD3OD) : 6 1.70-1.96 (m, 2H), 2.10-2.30 (m, 2H), 2.96 (s, 3H), 3.07-3.20 
5 (m, 2H), 3.46-3.60 (m, 2H), 3.84 (m, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 4H), 7.30 (d, J 

= 8.7 Hz, 2H), 7.35 (t, J = 7.8 Hz, 1H), 7.51 (d, J = 8.7 Hz, 2H), 7.59-7.66 (m, 2H), 
8.04 (s, 1H) 0 

mmm2 3 (2) : n- (4- {4- [ (4- {y^jv c (7^757) 

10 ;i/] T 5 .y} - 1 ;p) 7 7 -;v] y^y^-ts} y^-)v) 

T L C : R f 0.51 \ y.% y — )V— 5:1); 

NMR (CD 3 OD) : 6 0.92 (t, J = 6.9 Hz, 3H), 0.94 (t, J = 6.9 Hz, 3H), 1.40-1.26 (m, 
4H), 1.56-1.42 (m, 4H), 1.95-1.83 (m, 2H), 2.20 -2.02(m, 2H), 2.95 (s, 3H), 3.17-3.05 
15 (m, 6H), 3.60-3.50(m, 2H), 4. 13 (m, 1H), 4.27 (s, 2H), 7.03(d, J = 8.7 Hz, 2H), 7.06 

(d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H ) 0 

mmm 23 (3) : n- (4 - {4 - c (4 - {^;i/ [ ( t -77^7 ^ 
y ) ^ 7 ^ 1 / 7 }'— )\/~\ t 7 7 } — 1 — u ov) y y^y^-s^} y ^ 

T L C : R f 0.65 (Rsgfc;cgVi/ : 7 d? 7 —)V= 5:1); 

NMR (CD 3 OD) : 6 0.95 (t, J = 7.2 Hz, 3H), 1.33 (s, 9H), 1.40-1.25 (m, 2H), 
1.58-1.44 (m, 2H), 1.92-1.83 (m, 2H), 2.10-1.97 (m, 2H), 2.95 (s, 3H), 3.15-3.02 (m, 
4H), 3.58-3.50 (m, 2H), 4.15 (m, 1H) , 4.28 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, 
25 J = 8.7 Hz, 2H), 7.30 (d, J = 9.0 Hz, 2H), 7.50 (d, J = 8.7 Hz, 2H)o 
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2 3 (4) : N (4 — {4 E(4 — \y yf~)l/ [ 

T^y) ;v] 75^} - l — tr^u y^-jv] y^y^-t/} 

7 i -; p ) y y h • MWtfM. 

TLC : Rf 0.62 l : yy y —)]/= 5:1) ; 

5 NMR (CD3OD) : 6 0.94 (t, J = 7.2 Hz, 3H), 1.95-1.10 (m, 18H), 2.20-2.02 (m, 
2H), 2.95 (s, 3H), 3.18-3.02 (m, 4H), 3.60-3.50 (m, 3H), 4.18 (m, 1H), 4.27 (s, 2H), 
7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J 
= 8.7 Hz, 2H)o 



10 MfifJ 23 (5) : N— (4 — {4— [ (4 — [ (y^)lT^ J ) 

*>) -r^y} - 1 )V) y^)V\ y^y^y} y^-jy) 

y y k • 

TLC : R f 0.71 : y y y — )l= 5:1); 

NMR (CD3OD) : 6 0.84-0.95 (m, 3H), 1.14-1.50 (m, 4H), 1.86-2.09 (m, 4H), 2.95 
15 (s, 3H), 3.01-3.12 (m, 2H), 3.13 (t, J = 6.9 Hz, 2H), 3.44-3.52 (m, 2H), 4.24 (s, 2H), 

4.35 (m, 1H), 4.46 (s, 2H), 7.02 (d, J = 9.0 Hz, 2H), 7.04 (d, J = 9.0 Hz, 2H), 
7.20-7.35 (m, 7H), 7.46 (d, J = 9.0Hz, 2H) 0 



mmmz 3 ( 6 ) : n - ( 4 - { 4 - [ ( 4 - [ (yyu^y 

20 Jl'TS.y) 3 V)ytf—) 1/] T$.y} - 1 -fcWJ £?-;!/) y^)V\ 7x7^'» 

y^-)u) yy K • J&fffc rea 

- TLC : R f 0.70 : yy y —)l= 5:1); 

NMR (CD3OD) : 6 1.02-1.40 (m, 6H), 1.52-2.08 (m, 8H), 2.95 (s, 3H), 3.02-3.13 
(m, 2H), 3.44-3.60 (m, 3H), 4.22 (s, 2H), 4.39 (m, 1H), 4.43 (s, 2H), 7.02 (d, J = 9.0 
25 Hz, 2H), 7.04 (d, J = 9.0 Hz, 2H), 7.20-7.36 (m, 7H), 7.46 (d, J = 9.0 Hz, 2H) 0 
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mmm2 3 (7) : N- (4- {4- [ (4- [ (rcy^^y) 

y^y} - 1 -t^>jsy-;i/) yy;F] y^~;i/) 

y ^>y;F4s>y5. F -Mmu 

T L C : R f 0.42 : y y y — ;i/= 5:1) ; 

5 NMR (CD 3 OD) : 6 1.02-1.13(m, 3H), 1.84-2.08 (m, 4H), 2.95 (s, 3H), 3.00-3.12 
(m, 2H), 3.15-3.21(m, 2H), 3.42-3.52 (m, 2H), 4.23 (s, 2H), 4.32 (m, 1H), 4.46 (s, 

2H), 7.01 (d, J = 9.0 Hz, 2H), 7.04 (d, J = 8.7 Hz, 2H), 7.20-7.34 (m, 7H), 7.46 (d, J = 
8.7 Hz, 2H) 0 

10 23 (8) :N— {4 — [4 — ( {4— [ [ 5 j ) 

(2 -y F^sy^y^) 7^7 ] - l ;v} yy;v) 

yrcy^sy] y ^ >y;i/;F>y ^ F • 

T L C : Rf 0.55 (IFSt^yyF : y y y — J]/= 5:1) ; 

NMR (CD 3 OD) : 3 1.12-1.44 (m, 6H), 1.54-2.13 (m, 8H), 2.95 (s, 3H), 3.02-3.14 
15 (m, 2H), 3.28-3.40 (m, 2H), 3.37 (s, 3H), 3.42-3.58 (m, 5H), 4.13 (m, 1H), 4.27 (s, 

2H), 7.03 (d, J = 8.7 Hz, 2H), 7.0 6 (d, J = 8.7 Hz, 2H), 7 .29 (d, J = 8.7 Hz, 2H), 7.49 
(d, J = 8.7 Hz, 2H) 0 



mmm2 3 (9) : 4 — [ ( { [l — (4 — -C4 — [ (yy-;Fy;f*rz;i,) 
20 y^y] y^y^sy} ^>^;i/) - 4 - t.°^u sy— ;v] y ^ y } ^;i/^-;v) 

y^y] • $mm 

tl c : Rf 0.30 (Mbyyi^y : yy y— ; f= 5 : 1) ,* 

NMR (CD3OD) : 6 1.71-1.82 (m, 2H), 2.21-2.26 (m, 2H), 2.96 (s, 3H), 2.99-3.17 
(m, 2H), 3.52-3.57 (m, 2H), 3.84 (m, 1H), 4.30 (s, 2H), 7.03 -7.08 (m, 4H), 7.30 (d, J 
25 = 8.6 Hz, 2H), 7.47 (d, J = 8.6 Hz, 2H), 7.51 (d, J = 8.6 Hz, 2H), 7.91 (d, J = 8.6 Hz, 

2H)o 
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mmm 2 3(10) :N-[4-(4-{[4-(2, 4 -PttV-l, 
4-'^h KD-3 ( 2 H) ') —Jl) - 1 - l?=-)P~\ y^jp} 

7 ^-jp] yyyyui s&yy * p • mmiM 
5 TLC:Rf 0.62 (i®x^l/ : ^^y-;V=5 : 1) ; 

NMR (CD3OD) : 6 1.93-1.97 (m, 2H), 2.95 (s, 3H), 2.96-3.30 (m, 4H), 3.55-3.59 
(m, 2H), 4.31 (s, 2H), 5.19 (m, 1H), 7.04 (d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 
7.13 (m, 1H), 7.22 (m, 1H), 7.29 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 2H), 7.63 (m, 
1H), 8.02 (m, 1H) 0 

10 

mnmz 3 ( 1 d : n - { 4 - [ 4 - ( u- [ (t-v y^^-jp) 

(y'^)l') 7^7] - 1 - h 0 ^ »; ;v} 3-)V) y^y^Ss] y^~;p} 

T L C : R f 0.71 J —)P= 5:1) ; 

15 NMR (CD 3 OD) : S 0.97 (t, J = 7.5Hz, 3H), 1.30-1.45 (m, 2H), 1.54-1.66 (m, 2H), 
1.94-2.04 (m, 2H), 2.14-2.32 (m, 2H), 2.95 (s, 3H), 3.05-3.18 (m, 2H), 3.24-3.34 (ra, 
2H), 3.51-3.63 (m, 2H), 4.19 (m , 1H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
= 8.7Hz, 2H), 7.23-7.34 (m, 7H), 7.51 (d, J = 8.7Hz, 2H) C 



20 mnm 2 3 ( 12 ) : n- [4 - (4 - { [ 4 - (^;v { [ ( 2 - 7 ^— 

Jpcn^Jp) 7*5.7] jj)ptf-)P} 757) — 1 — 57 -;i/] -7 

y^-jp] yyyyjp^>T5 p -iMMM 
T L C : Rf 0.75 : 7 7 7 —71/= 5:1) ; 

NMR (CD3OD) : d 0.90 (t, J = 7.2Hz, 3H), 1.20-1.46 (m, 4H), 1.84-1.93 (m, 2H), 
25 2.00-2.18 (m, 2H), 2.79 (t, J = 7.2Hz, 2H), 2.95 (s, 3H), 2.99-3.12 (m, 4H), 3.39 (t, J 

= 7.2Hz, 2H), 3.48-3.57 (m, 2H), 4.06 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 
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7.06 (d, J = 8.7Hz, 2H), 7.13-7.27 (m, 5H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7 
Hz, 2H)o 

23 (13) : N— [4 — (4 — {[4 — ( 7 { [ (4 — ~7 
5 n7i-;b) 7^7] ;v} 7 5.7) — 1 — 

71/] 7 F • 

T L C : R f 0.78 J — 7F= 5:1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.5Hz, 3H), 1.33-1.44 (m, 2H), 1.55-1.66 (m, 2H), 

1.94- 2.02 (m, 2H), 2.14-2.30 (m, 2H), 2.95 (s, 3H), 3.04-3.14 (m, 2H), 3.22-3.32 (m, 

10 2H), 3.52-3.62 (m, 2H), 4.17 (m , 1H), 4.29 (s, 2H ), 6.97-7.08 (m, 6H), 7.27-7.33 (m, 

4H), 7.50 (d, J = 8.7Hz, 2H)o 

mmm2 3 ( 1 4) : n- [4- (4- { [ 4- (7^ { [ ( 2 , 5-^ 

7 i-jl/) 7^7] ;i/} 7 ^ 7 ) — 1 — >7 $7— ;f] 75 =- 

15 ;p} T7oc-;v] 7 7 77;]/^ > 7 ^ F ■ 

T L C : R f 0.79 # 7 — ;p= 5:1); 

NMR (CD3OD) : (5 0.99 (t, J = 7.2Hz, 3H), 1.34-1.48 (m, 2H), 1.60-1.71 (m, 2H), 

1.95- 2.04 (m, 2H), 2.14-2.30 (m, 2H), 2.16 (s, 3H), 2.27 (s, 3H), 2.95 (s, 3H), 
3.04-3.16 (m, 2H), 3.24-3.34 (m, 2H), 3.52-3.60 (m, 2H), 4.15(m, 1H), 4.28 (s, 2H), 

20 6.91-7.10 (m, 7H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 

mmm2 3(15) :N-[4-(4-{[4- (^>'771/ { [ (4-7;i/ 
tD 7 xx;p) 7 ^y] *;i/ 5 j?-;i/} t $. s ) - l - tw; ;f] 7771,} 

7ac-;i/] f • mmu. 

25 T L C : R f 0.82 : * # J — ;i/= 5:1) ; 

NMR (CD 3 OD) : 6 1.94-2.20 (m, 4H), 2.95 (s, 3H), 3.02-3.14 (m, 2H), 3.44-3.55 
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(m, 2H), 4.25 (s, 2H), 4.36 (m, 1H), 4.64 (s, 2H), 6.97 (d, J = 8.7 Hz, 2H), 7.02 (d, J = 
8.7Hz, 2H), 7.05 (d, J = 8.7 Hz, 2H), 7.24-7.41 (m, 9H), 7.46 (d, J = 8.7Hz, 2H)o 

. mmm2 3 a 6 ) :n— {4— [4— ({4 — c{[ (4 - 7 MP 7 x 

5 —)v) (2 -y y ] - l -tr^u 

7 F} y^y^r-y] 7 xr ;i/} F • 

T L C : Rf 0.50 : y# y —)V= 5:1) ; 

NMR (CD 3 OD) : <5 1.98-2.08 (m, 2H), 2.10-2.26 (m, 2H), 2.95 (s, 3H), 3.02-3.18 
(m, 2H), 3.47 (s, 3H), 3.44-3.64 (m, 6H), 4.14 (m, 1H), 4.29 (s, 2H), 6.9 8-7.06 (m, 
10 2H), 7.03 (d, J = 8.7Hz, 2H), 7.07 (d, J = 8.7Hz, 2H), 7.22-7.28 (m, 2H), 7.29 (d, J 

= 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) 0 



mmm2 3 ( 1 7) : N- {4- [4- ( {4- [^;i/ ( { [3- (y^ 
;w;i /7 7 -;v) 7^7} 7 j;F:f;-;F) 7^7] -l-tr^u^ 

15 — M T^rc-./l/} 7^>7M>75 F • MWU. 

TLC : Rf 0.73 (g r ^^^7F : y ^ y — 7F= 5:1); 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.2Hz, 3H), 1.33-1.46 (m, 2H), 1.54-1.66 (m, 2H), 
1.93-2.04 (m, 2H), 2.14-2.24 (m, 2H), 2.46 (s, 3H), 2.95 (s, 3H), 3.04-3.18 (m, 2H), 
3.24-3.34 (m, 2H), 3.48-3.60 (m , 2H), 4.16 (m, 1H), 4.29 (s, 2H), 6.76 (m, 1H), 
20 7.00-7.22 (m, 7H), 7.30 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

mMM2 3 (18) : N- {4- [4- ( {4- ( { [3- (y 

f;V 7 /V 7 7 -;V) y^-)]s~\ T^y] -l-b^ij 

M y^-jv) y^ y*'>] y^-;v} yyyy^yr^ F -ffl&tM. 

25 T L C : R f 0.76 71/ : y $ y — )\s= 5:1); 

NMR (CD3OD) : 6 1.90-2.02 (m, 2H), 2.04-2.20 (m, 2H), 2.43 (s, 3H), 2.95 (s, 



145 




WO 2004/080966 



PCT/JP2004/003333 



3H), 3.00-3.15 (m, 2H), 3.42-3.54 (m, 2H), 4.23(s, 2H), 4.36 (m, 1H), 4.66 (s, 2H), 
6.92 (m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.15 (d, J = 7.8Hz, 2H), 

7.25- 7.39 (m, 9H), 7.45 (d, J = 8.7Hz, 2H)o 

5 mMM2 3(19) : N- [4- (4- { [4- (^;i/ { [ (2-7DO 

- 6 T^y) - i ;i/] 

T L C : R f 0.77 * j — ;p= 5:1); 

NMR (CD 3 OD) : <5 0.98 (t, J = 7.2Hz, 3H), 1.34-1.48 (m, 2H), 1.65-1.75 (m, 2H), 
10 1.96-2.06 (m, 2H), 2.16-2.32 (m, 2H), 2.26 (s, 3H), 2.95 (s, 3H), 3.04-3.16 (m, 2H), 

3.26- 3.34 (m, 2H), 3.51-3.60 (m , 2H), 4.16 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 
2H), 7.06 (d, J = 8.7Hz, 2H), 7.14-7.21 (m, 2H), 7.28-7.31 (m,3H), 7.50 (d, J = 8.7Hz, 
2H)o 



15 mmm 23 ( 20 ) : n- u- { 4 - c ( 4 - [ (^'>^ 7 ^ 

y ) )\/~\ y ^ j } — 1 — u ii/) yyji/2 y y yyy y ^z 

— ;i/) f • MWM. 

T L C : R f 0.77 : y $ y — ;F= 5:1); 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.2Hz, 3H), 1.34-1.46 (m, 2H), 1.61-1.73 (m, 2H), 
20 1.94-2.04 (m, 2H), 2.13-2.30 (m, 2H), 2.15 (s, 6H), 2.23 (s, 3H), 2.95 (s, 3H), 

3.04-3.16 (m, 2H), 3.24-3.32 (m, 2H), 3.52-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 
6.87 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.49 (d, J = 8.7Hz, 2H) C 

25 mmm2 3(21) :N-{4-[4-({4-[{[ (3-7-fe^l/7x 
— ;f) T^yy (yyjp) 7^7] — 1 -tr^.y^— ; f} 
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;iz) y^y^yy] y^z-ji} F - 

T L C : Rf 0.79 : y *? y — Jl/= 5:1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.2Hz, 3H), 1.33-1.45 (m, 2H), 1.55-1.68 (m, 2H), 
1.96-2.06 (m, 2H), 2.15-2.32 (m, 2H), 2.58 (s, 3H), 2.95 (s, 3H), 3.06-3.19 (m, 2H), 
5 3.25-3.35 (m, 2H), 3.53 -3.62 (m , 2H), 4.19 (m, 1H), 4.30 (s, 2H), 7.04 (d, J = 8.7Hz, 

2H), 7.07 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.41 (t, J = 8.0Hz, 1H), 7.50 (d, 

J = 8.7Hz, 2H), 7.62 (ddd, J = 8.0, 2.1, 1.2Hz, 1H), 7.68 (ddd, J = 8.0, 1.5, 1.2Hz, 1H), 
8.00 (m, 1H) 0 

10 mmm 2 3(22 ) : n- { 4- [4- ( {4- [ [ y) * 

;i/sK— ;i/] (y'^)ls) 7^] ;v} y^y^<y] 

yzz-ju} F ' 

TLC :Rf 0.73 J — JU= 5:1) ; 

NMR (CD 3 OD) : <5 0.94 (t, J = 7.2Hz, 3H), 1.26-1.40 (m, 2H), 1.47-1.60 (m, 2H), 
15 1.87-1.98 (m, 2H), 2.06-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.18 (m, 4H), 3.49-3.59 (m, 

2H), 4.15 (m, 1H),4.27 (s, 2H) 4.36 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (J = 8.7Hz, 
2H), 7.23-7.31 (m, 7H), 7.49 (d, J = 8.7Hz, 2H)o 

mm® IJ2 3 (2 3) : N- {4- [4- ( {4 - [ [ (1-T^yy^JUT 
20 $.y) (3 — ti Fn^syy^ji') 757] — l — tw; 

^^IF) 7x7 ;3 r'>] !7 IF} # >;77 FaF>T 5. F * 

TLC:Rf 0.66 (i®x^;i/:7^7-;i/=5 : 1) ; 

NMR (CD 3 OD) : 6 1.18 (d, J = 6.3 Hz, 3H), 1.38-1.50 (m, 2H), 1.64-1.80 (m, 7H), 
1.80-1.94 (m, 2H), 1.95-2.12 (m, 10H), 2.95 (s, 3H), 3.00-3.54 (m, 4H), 3.48-3.57 (m, 
25 2H), 3.74 (m, 1H), 4.12 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 

8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 
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mMM2 3 (2 4) : N- [4- (4- { [4- C/77F { [ (2— >7n 

- 1 - ;v] 7 7- 
)]/} y^y^y) y^~)V\ H * 

5 TLC : Rf 0.52 (g£H;c^;i/ : 7 7 7 — ;i/= 10:1); 

N M R (CD 3 OD) : (5 0.95 (t, J = 7.2Hz, 3H), 0.85-1.02 (m, 2H), 1.13-1.58 (m, 10H), 
1.61-1.80 (m, 5H), 1.83-1.95 (m, 2H), 2.03-2.19 (m, 2H), 2.95 (s, 3H), 3.02-3.13 (m, 
6H), 3.48-3.58 (m, 2H), 4.14 ( m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
= 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

10 

mmm2 3 ( 25 ) :n— [ 4 — (4 — { [4 — c { [ (2-y^n^y 

;i/3^;i/) 7^7] 7^7) - 1 7V] 7^7F} 7 

^y^-y) y 7 7 >7;^>7^ F • JMStis 

TLC : R f 0.24 (Sf^cT-71/ : 7 7 J —)l= 10:1) ; 

15 NMR (CD 3 OD) : 6 0.85-1.00 (m, 2H), 1.10-1.40 (m, 7H), 1.60-1.78 (m, 6H), 
2.08-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.18 (m, 4H), 3.45-3.55 (m, 2H), 3.72 (m, 1H), 

4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H)o 

20 mMM2 3 (2 6) : N- {4 - [4 - ( {4 - [ { [ (2-^7d^'> 
;i/2n^;i/) 7^7] *;!/>}?— )V} (7 771/) 7*5.7] - 1 — ;F} 

7 7/1) y^y^-y] y^-jy} 7^>7/l^>7^ F • 

TLC :Rf 0.29 : 7 7 7 — ;i/= 10:1) ; 

NMR (CD 3 OD) : 6 0.84-1.00 (m, 2H), 1.15-1.44 (m, 7H), 1.60-1.78 (m, 6H), 
25 1.97-2.13 (m, 2H), 2.74 (s, 3H), 2.95 (s, 3H), 3.03-3.20 (m, 4H), 3.51-3.60 (m, 2H), 

4.28 (s, 2H),4.30(m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J 



148 




WO 2004/080966 



PCT/JP2004/003333 



= 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 



mmm2 3(27) :n— {4 — [4— ( {4 — [{c 

;yrc7;v) 7 5. 7] ;v} (x7;v) 7^7] -l-h°^U^— 7V} 

5 *?-)]/) y^J^rSy] 7i-M ^ ^ K • W$M . 

T L C : R f 0.57 < ffi&x.?-)], \ J —)]/= 10:1) ; 

NMR (CD3OD) : 6 0.84-1.01 (m, 2H), 1.12 (t, J = 6.9Hz, 3H), 1.08-1.45 (m, 6H), 
1.58-1.80 (m, 5H), 1.85-1.94 (m, 2H), 1.97-2.18 (m, 2H), 2.95 (s, 3H), 3.02-3.14 (m, 
6H), 3.48-3.59 (m, 2H), 4.20 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
10 = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 

mmm 2 3 (28) : n- {4- [4- ( {4- c { c (2 

;i/x^;v) 7^7] ;i/} (t°d tr;v) 7^7] - 1 ;v} 

;7 7;V) 7xr/v} 77>x;^>7^ F - MS 

15 T L C : R f 0.69 — ;]/= 10:1) ; 

NMR (CD3OD) : 6 0.91 (t, J = 7.5Hs, 3H), 0.82-1.00 (m, 2H), 1.15-1.40 (m, 6H), 
1.42-1.80 (m, 6H), 1.80-2.20 (m, 5H), 2.95 (s, 3H), 2.98-3.22 (m, 6H), 3.42-3.58 (m, 
2H), 4.12 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.30 
(d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) 0 



mmm 2 3 (29) : n- {4- [4- ( {4- [ { [ ( 2 - 77 n^'> 

;i/x^;v) 7^7] ( 2 h^r7x7;i') 7 5 7] - 1 - tT 

7 7;F) 7x7^r'>] 7x-;V} 7 7 >7;F:4;>7 5 F • jt&Sg 



25 T L C : R f 0.64 (MxfjP : 7 7 7 — ;i= 10:1) ; 

NMR (CD 3 OD) : 6 0.85-1.00 (m, 2H), 1.08-1.40 (m, 6H), 1.60-1.80 (m, 5H), 
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1.87-2.18 (m, 4H), 2.95 (s, 3H), 3.02-3.18 (m, 2H), 3.15 (t, J = 6.2Hz, 2H), 3.29 -3.38 
(m, 2H),3-36 (s, 3H), 3.45-3.57 (m, 4H), 4.08 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.48 (d, J = 8.7Hz, 2H) 0 

5 mmmz 3 (30) :N-[4-(4-{[4 - { C ( 2 

757] ;v} T^y) - 1 - 

^-)P} y^y^is) 7x“;i] 77>7;^>75 F ■ iMM M 
T L C : R f 0.73 : y 9 y — )V= 10:1) ; 

NMR (CD 3 OD) : 6 0.78-0.93 (m, 2H), 1.02-1.33 (m, 6H), 1.56-1.70 (m, 5H), 
10 1.85-2.03 (m, 4H), 2.95 (s, 3H), 2.98-3.20 (m, 4H), 3.42-3.53 (m, 2H), 4.23 (s, 2H), 

4.36 (m, 1H), 4.45 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 
7.15-7.38 (m, 7H), 7.45 (d, J = 8.7Hz, 2H)o 

mum 2 3(31) :n— {4— [4 — ( {4— [ { c (2-^yu^-y 

15 itDP^=. ;p} ^->;py^jp) y^y] - l - 

yyjp) y^y^-sy] y ^-jp} y^yyjpyyy^ F • 

WtM. 

T L C : R f 0.71 {WWi^)P : y & J —)P= 10:1) ; 

NMR (CD 3 OD) : 6 0.83-1.12 (ra, 4H), 1.15-1.41 (m, 10H), 1.52-1.80 (m, 10H), 
20 1.87-1.95 (m, 2H), 2.18-2.30 (m, 2H), 2.95 (s, 3H), 3.02-3.14 (m, 4H), 3.17 (t, J = 

6.2Hz, 2H), 3.48-3.57 (m, 2H), 3.91 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 

, 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 

mmmz 3 ( 32 ) :n-C4 -(4-{[4- (yyjp { [ 

25 yjpyy-jp) 757 ] ftjptf—jp} T^y) - 1 i?—jp] yy;p} 

y^y^-y) 7x-;i/] yyyyjp'foyy* F • iMMM 
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. T L C : R f 0.69 cg=-;v : 7 7 7 — ;V= 10:1) ; 

NMR (CD 3 OD) : 6 0.95 (t, J = 7.2Hz, 3H), 0.82-1.05 (m, 2H), 1.14-1.42 (m, 5H), 
1.43-1.58 (m, 3H), 1.62-1.81 (m, 5H), 1.85-1.98 (m, 2H), 1.99-2.22 (m, 2H), 2.95 (s, 
3H), 2.99 (d, J = 6.9Hz, 2H), 3 .02-3.17 (m, 4H), 3.48-3.60 (m, 2H), 4.15 (m, 1H), 
5 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8 . 7 Hz, 2H), 7.29 (d, J - 8 . 7 Hz, 2H), 

7.49 (d, J = 8.7Hz, 2H)o 

mMM2 3 (33) : N— [4 - (4 - {[4 - ( {[ 

^;i/) 7 * 7 ] ;i/} T^7) - 1 7 3=71/} 7;c7 

10 ^r'>) 7 rn-;i/] H 

T L C : R f 0.48 (@^c3=71/ : 7 7 7 — ;V= 10:1) ; 

NMR (CD 3 OD) : <5 0.83-1.02 (m, 2H), 1.12-1.33 (m, 4H), 1.58-1.80 (m, 6 H), 2.03 
(m, 1H), 2.09-2.11 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.50-3.58 (m, 2H), 3.72 
(m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 
15 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 

mmm 2 3 ( 34 ) : n- { 4 - [ 4 - c u- [ { c (s^n 

3 = 71 /) 7 ^ 7 ] tu\yyn—)i} (73=7i/) 7 ^] - 1 p—jis} 73 =- 

;i/) 7^7 3^] 7rc-;p} K • fflgtfS. 

20 TLC :Rf 0.52 (f^n^i, : 7 7 7 — )V= 10:1) ; 

NMR (CD 3 OD) : 6 0.81-1.00 (m, 2H), 1.13-1.32 (m, 4H), 1.48 (m, 1H), 1.60-1.90 
(m, 6 H), 1.93-2.12 (m, 2H), 2.75 (s, 3H), 2.95 (s, 3H), 2.98 (d, J = 6.9Hz, 2H), 
3.04-3.19 (m, 2H), 3.49-3.60 (m, 2H), 4.28 (s, 2H), 4.33 (m, 1H), 7.03 (d, J = 8.7Hz, 
2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H ) 0 
25 

mMm2 3 (3 5) : N- {4- [4- ( {4 - [ { [ (S77 D^^r^;i/7 
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&))/) #;i/p t?— ;v} - 1 ;i/} 

;i/) 37^73^] ;i/} F • :^g££g 

T L C : R f 0.55 : y$ S —)l= 10:1) ; 

NMR (CD3OD) : 6 0.83-0.99 (m, 2H), 1.14 (t, J = 6.9Hz, 3H), 1.08-1.32 (m, 2H), 
5 1.47 (m, 1H), 1.60-1.79 (m, 6H), 1.86-1.95 (m, 2H), 2.00-2.17 (m, 2H), 2.95 (s, 3H), 

2.98 (dd, J = 7.2, 2.0Hz, 2H), 3.02-3.25 (m, 4H), 3.49-3.58 (m, 2H), 4.22 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H)o 

io mmm 2 3 ( 36 ) : n- {4- [4- ({4- c { c (yyu^y^y 

^;p) 7^7] (7°nif;v) - 1 -tr^U ;i/} y 

^;i/) y^y^-y] y^-jp} yyyyji/^yT^. F • MWM. 

T L C : R f 0.59 : y # J — ;t/= 10:1) ; 

NMR (CD 3 OD) : 6 0.91 (t, J = 7.2Hz, 3H), 0.83-0.99 (m, 2H), 1.10-1.33 (m, 4H), 
15 1.40-1.80 (m, 7H), 1.85-1.96 (m, 2H), 2.02-2.20 (m, 2H), 2.95 (s, 3H), 2.98 (d, J = 

7.2Hz, 2H), 3.00-3.17 (m, 4H), 3 .50-3.58 (m, 2H), 4.14 (m, 1H), 4.27 (s, 2H), 7.03 
(d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 
2H)o 

20 mnm 2 3 (3 7) : N- {4 - [4 - ( {4 - C { [ (yyu^yjvy 

5F;p) r^y] (2 -y b^-y^ji) T^y] -l-tf^o 

;i/} y^ji) y ^yy-y~] y^z-;]/} yy >yjvfc>T^ F • 

T L C : R f 0.57 : yyy — 7F= 10:1) ; 

NMR (CD3OD) : 6 0.85-1.00 (m, 2H), 1.15-1.35 (m, 3H), 1.43 (m, 1H), 1.63-1.80 
25 (m, 5H), 1.88-2.18 (m, 4H), 2.95 (s, 3H), 2.95 (d, J = 6.6Hz, 2H), 3.02-3.15 (m, 2H), 

3.25-3.38 (m, 2H), 3.36 (s, 3H), 3.46-3.58 (m, 4H), 4.10 (m, 1H), 4.27 (s, 2H), 7.03 
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(d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 
2H) 0 

mmmz 3(38) :N-[4-(4-{[4- (^>5771/ { [ ('>7n^ 

5 ^'>71/7^7 P) 7^7] #71/#— 71/} 7^7) - 1 - V 57“ 7.1/ ] 7#71/} 

7rc 7 ^ 57 ) 7i-^] 7 7>77i/#>T5. F ' 

T L C : R f 070 (f^cr.^-71/ : 777 —71/ = 10:1) ; 

NMR (CD 3 OD) : <5 0.72-0.85 (m, 2H), 1.08-1.40 (m, 4H), 1.50-1.79 (m, 5H), 
1.90-2.08 (m, 4H), 2.95 (s, 3H), 2.96 (d, J = 6.9Hz, 2H), 3.02-3.17 (m, 2H), 3.44-3.56 
10 (m, 2H), 4.24 (s, 2H), 4.38 (m, 1H), 4.46 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 

8.7Hz, 2H), 7.20-7.38 (m, 7H), 7.46 (d, J = 8.7Hz, 2H)o 

mMM2 3 (3 9) : N- [4- (4- { [4- ( ('>7 0-^5771/77-71/) 
{ [ ( 5770 ^=75771/7 7-71/) 757 ] # 7 i/#— ;v} 757) -l-tr-^u 
15 57— 71/] 7 771/} 7:c77-57) 7rc“7l/] 7 7 >771 ^>75 F • 

T L C : Rf 0.72 (f®;n^;i/ : 7 7 7 — 7F= 10:1) ; 

NMR (CD3OD) : 6 0.82-1.05 (m, 4H), 1.13-1.35 (m, 6H), 1.46 (m, 1H), 1.60-1.85 
(m, 11H), 1.87-1.98 (m, 2H), 2.15-2.31 (m, 2H), 2.95 (s, 3H), 2.98 (d, J = 6.6Hz, 2H), 
2.94-3.13 (m, 4H), 3.50-3.59 (m , 2H), 3.89 (m, 1H), 4.26 (s, 2H), 7.03 (d, J = 8.7Hz, 
20 2H), 7.06 (d, J = 8.7Hz, 2H), 7.30 (d, J = 8.7Hz, 2H), 7.48 (d, J = 8.7Hz, 2H) 0 

mMm2 3 (40) : N— {4 - [4- ( {4 - [ [ ('>7 n-^771/7 ^ 
7) #71/#— 71/] (:n77l/) 7^7] - 1 -tT^U 57:^71/} 7 777) 7^7 

77] 7^—JP} 7 7 >771/#>7^ F • Mm M 
25 T L C : R f 0.44 (fEBfc^T71/ : 7 7 7 — 7l/= 1 0 : 1 ) ; 

NMR (CD 3 OD) : 6 1.12 (t, J = 7.0 Hz, 3H), 1.07-1.43 (m, 5H), 1.59-1.96 (m, 7H), 
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1.97-2.18 (m, 2H), 2.95 (s, 3H), 3.03-3.2 6 (m, 4H), 3.48-3.61 (m, 3H), 4.21 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.30 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H)o 

5 3 ( 41 ) : n- {4- [4- ( { 4 - [ (rn 17773 . 71 /^ 71 /) 

7 ^ 7 ] - 1 57 “71/} 7 7^71/) 7^7 3p57] y ^-)V} 

7 7 7771 F ■ UWM. 

T L C : R f 0.56 (M^T^l/ : 7 7 J — 71/= 10:1) ; 

NMR (CD3OD) : 8 1.23 (t, J = 7.0 Hz, 3H), 1.94-2.04 (m, 2H), 2.10-2.29 (m, 2H), 
10 2.95 (s, 3H), 3.05-3.19 (m, 2H), 3.38 (q, J = 7.0Hz, 2H), 3.52-3.61 (m, 2H), 4.25 (m, 

1H), 4.30 (s, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.07 (d, J = 8.7Hz, 2H), 7.24-7.38 (m, 
7H), 7.50 (d, J = 8.7Hz, 2H)o 

mnm2 3 (4 2 ) : N- {4- [4- ( { 4 - [ [ (^> 5771 77 ^ 7 ) 73 

15 ;v47-;i/] (^ 5 =-;i/) 7^7] - 1 - 57 - 7 I/} 77^71/) 7^7^57] 

T L C : R f 0.52 (Itgt;n7^71/ : 7 7 J — 7F= 10:1) ; 

NMR (CD3OD) : 8 1.16 (t, J = 7.0 Hz, 3H), 1.89-1.97 (m, 2H), 2.02-2.18 (m, 2H), 
2.95 (s, 3H), 3.02-3.15 (m, 2H), 3.25 (q, J = 7.0Hz, 2H), 3.50-3.58 (m, 2H), 4.21 (m, 
20 1H), 4.28 (s, 2H), 4.36 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 

7.18-7.30 (m, 7H), 7.49 (d, J = 8.7Hz, 2H) 0 

mmm 23 ( 43 ) :n-[ 4-(4-{[4- { c ( 2 - 7 ^ - 

)]/^)V) 7^7] 73 71/^—77} T^7) - 1 -b°^.U 71/] 7 7^71/} 7 
25 7:n“7l/] 7 7 7771/^7:75; F • WB&& 

T L C : R f 0.67 (@^^7^71/ : 7 7 7 — 71/= 10:1) ; 
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NMR (CD3OD) : 6 1.06 (t, J = 7.0 Hz, 3H), 1.84-1.93 (m, 2H), 1.98-2.15 (m, 2H), 
2.79 (t, J = 7.5Hz, 2H), 2.95 (s, 3H), 3.01-3.20 (m, 4H), 3.38 (t, J = 7.5Hz, 2H), 
3.50-3.59 (m, 2H), 4.19 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
8.7Hz, 2H), 7.12-7.33 (m, 7H), 7.49 (d, J = 8.7Hz, 2H)o 
5 

23 (44) : N— (4 - {4 — [ (4 — {x^l/ [ ^ 7 ) 

7j;VzFx;v] 7^7} - 1 S^xip) 7^71/] 7 *. 7 ^~) V ) 

T L C : R f 0.20 (f^x^7F : 777 — ;i/= 10:1) ; 

10 NMR (CD3OD) : 6 1.09 (t, J = 7.2Hz, 3H), 1.13 (t, J = 7.2 Hz, 3H), 1.85-1.95 (m, 

2H), 1.98-2.18 (m, 2H), 2.95 (s, 3H), 3.03-3.24 (m, 6H), 3.50-3.59 (m, 2H), 4.21 (m, 

1H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.30 (d, J = 8.7Hz, 
2H), 7.50 (d, J = 8.7Hz, 2H)o 

15 mmm 2 3 ( 45 ) : n- {4- [ 4 - ( {4- c c (t - 7 ^ 17 ^ 7 ) 

(x^;i/) 7 5:7] - 1 - U V=-)V} 7 77F) 7^7=%-$/] 
7xr ; ]/} 7^>7M>7 5 F • flaUfr Hst 

T L C : R f 0.41 (St^ffix^ : 7 7 7 — 7V= 10:1) ; 

NMR (CD 3 OD) : 6 1.13 (t, J = 7.2 Hz, 3H), 1.33 (s, 9H), 1.82-1.93 (m, 2H), 

20 1.95-2.11 (m, 2H), 2.95 (s, 3H), 3.02 -3.15 (m, 2H), 3.18 (t, J = 7.2Hz, 2H), 3.49-3.59 

(m, 2H), 4.22 (m, 1H), 4.28 (s, 2H ), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) C 

3 (4 6) : N- {4- [4- ( {4 - [ [ (7^7l/T^7) 

25 4^x;v] (x^;i/) T^7] - 1 $7x;p} ^fjl) 7x7^'>] 7 

xx;]/} 7 7>7 ;FtF>:F5; F • i&WM. 
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T L C : R f 0.37 # y — 7V= 10:1) ; 

N M R (CD 3 OD) : 6 0.93 (t, J = 7.2Hz, 3H), 1.13 (t, J = 7.0 Hz, 3H), 1.26-1.40 (m, 
2H), 1.42-1.54 (m, 2H), 1.85-1.96 (m, 2H), 1.98-2.15 (m, 2H), 2.95 (s, 3H), 3.02-3.24 
(m, 6H), 3.49-3.58 (m, 2H), 4 .21 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H ), 7.06 
5 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

mmm 2 3(47) : n- {4- [4- ( {4- c c 

y) Znvft— )V\ (7°Dtf;i/) 757] - 1 — 7 x 

y^rSy] K • 

10 T L C : R f 0.67 (H^c^7l/ : y y y~ )]/= 10:1) ; 

NMR (CD3OD) : 6 0.93 (t, J = 7.2 Hz, 3H), 1.13-1.41 (m, 5H), 1.48-1.67 (m, 3H), 
1.71-1.92 (m, 6H), 2.03-2.20 (m, 2H), 2.95 (s, 3H), 3.03-3.14 (m, 4H), 3.50-3.59 (m, 
3H), 4.10 (m, 1H), 4.27 (s, 2H ), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 
15 

2 3 (4 8) : N — {4 — [4— ({4 — [ (T— U J ;!/) 

( 7 0 Dt.vv) 7^7] - 1 M yz-jy) y^y^y] 7x-;i/} 

yyyyui&yTZ F • Mm m, 

T L C : R f 0.73 (Wm ^) V :*&y —7V= 10:1) ; 

20 NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.59-1.72 (m, 2H), 1.95-2.06 (m, 2H), 
2.15-2.31 (m, 2H), 2.95 (s, 3H), 3.05-3.18 (m, 2H), 3.22-3.32 (m, 2H), 3.52-3.61 (m, 
2H), 4.18 (m, 1H), 4.29 (s, 2H) , 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.23-7.37 (m, 7H), 7.50 (d, J = 8.7Hz, 2H)o 

25 3 (4 9) : N- {4- [4- ({4- [[ (^>^71/ T 5. 7 ) Z) 

(rrntivi/) TZyl - 1 -tr^U )V} yz-Ji) y^y^yy] 
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T L C : R f 0.74 (@^^71/ : y y 7 — 7l/= 10:1) ; 

NMR (CD3OD) : 6 0.91 (t, J = 7.0 Hz, 3H), 1.50-1.66 (m, 2H), 1.87-1.98 (m, 2H), 
2.04-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.49-3.58 (m, 2H), 4.14 (m, 1H), 
5 4.27 (s, 2H), 4.36 (s, 2H), 7.0 3 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.15 -7.32 

(m, 7H), 7.49 (d, J = 8.7Hz, 2H) o 

mMM2 3 (50) : N— {4 - [4- ({4 - [{[ ( 2 -7 

;i/) 7 ^ 7 ] ;v} (7°ntf7]/) 7^7] - 1 - 1°^>7 57-71/} y 

10 71/) 7x7^r'>] 7:x“7 ]/} y 7 >7 71^ >7*^ F • ffiggM 

T L C : R f 0.72 (M^7l/ : y 7 7 — 7l/= 10:1) ; 

NMR (CD3OD) : <5 0.85 (t, J = 7.2 Hz, 3H), 1.38-1.51 (m, 2H), 1.84-1.93 (m, 2H), 
2.00-2.19 (m, 2H), 2.75-2.82 (m, 2H), 2.95 (s, 3H), 2.94-3.15 (m, 4H), 3.33-3.41 (m, 
2H), 3.48-3.58 (m, 2H), 4.11 (m , 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.07 (d, J 
15 = 8.7Hz, 2H), 7.13-7.31 (m, 7H), 7.49 (d, J = 8.7Hz, 2H)o 

mMW 12 3(5 1) : N- {4 - [4 - ( {4 - [ [ 7 ) *71/ 

^-;f] (7°nti o ;v) ts. y] - 1 - tw; 57 — ;f} y*7 v) 7x7^y] 

7 3 i— 7 i/} y y f 

20 T L C : R f 0.56 (fP^^7F :777 —71/= 10:1) ; 

NMR (CD3OD) : 6 0.91 (t, J = 7.0 Hz, 3H), 1.09 (t, J = 7.2 Hz, 3H), 1.46-1.60 (m, 
2H), 1.86-1.95 (m, 2H), 2.03-2.19 (m, 2H), 2.95 (s, 3H), 3.00-3.22 (m, 6H), 3.50-3.59 
(m, 2H), 4. 13 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 
25 

mMM2 3 (5 2) : N- {4- [4 - ( {4 - [ [ (t -^71/7^7) 
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77;^— ;v] (rrntVl/) T^7] - 1 - tw; *?=.)),} *?■)]/) 7 21 7 3=- 

'>] 7i^V} F 

T L C : R f 0.68 (g^:n^;v : 7 7 7 — )]/= 10:1) ; 

NMR (CD 3 OD) : 6 0.91 (t, J = 7.2 Hz, 3H), 1.32 (s, 9H), 1.47-1.61 (m, 2H), 
5 1.84-1.94 (m, 2H), 1.95-2.11 (m, 2H), 2.95 (s, 3H), 3.01-3.15 (m, 4H), 3.50-3.57 (m, 

2H), 4.16 (m, 1H), 4.28 (s, 2H), 7.0 3 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

mmm2 3(53) : n - {4- [4- ( {4- [ [ 

10 ;i/] (rrntvi/) 7^7] - 1 -^^0 M 

T L C : R f 0.74 (S£g : 777 — )U= 10:1) ; 

NMR (CD 3 OD) : 6 0.91 (t, J = 7.5 Hz, 3H), 0.92 (t, J = 7.5Hz, 3H), 1.27-1.39 (m, 
2H), 1.41-1.59 (m, 4H), 1.85-1.96 (m, 2H), 2.03-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.22 
15 (m, 6H), 3.50-3.58 (m, 2H), 4 .13 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 

(d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) 0 



MS$)2 3 (54) :N— (4 — {4 — [ (4 — {7'77P [ 

7 ) 77 71/ ] 7^7} - 1 -b^O 57— ;v) 7 771'] 7 rc7^r$/} 7x 

20 — ;i) 77>7M>7^ F • iSMM. 

T L C : R f 0.69 V : 777 — )V= 10:1) ; 

NMR (CD 3 OD) : 6 0.91 (t, J = 7.2 Hz, 3H), 0.95 (t, J = 7.2Hz, 3H), 1.23-1.41 (m, 
6 H), 1.44-1.58 (m, 4H), 1.86-1.95 (m, 2H), 2.03-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.17 
(m, 6H), 3.48-3.58 (m, 2H), 4.14 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 
25 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 
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mmmz 3(55) : N- (4- {4- [ (4- 

$y) ;i/] T 5 .y} - 1 ;v) 7 

F • 

T L C : R f 0.71 # 7 — ;i/= 10:1) ; 

5 N MR (CD 3 OD) : <5 0.86 (t, J = 7.2 Hz, 3H), 1.10-1.50 (m, 6H), 1.88-2.09 (m, 4H), 

2.95 (s, 3H), 3.01-3.17 (m, 2H), 3.13 (t, J = 7.0Hz, 2H), 3.44-3.52 (m, 2H), 4.24 (s, 

2H), 4.35 (m, 1H), 4.46 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 
7.20-7.36 (m, 7H), 7.45 (d, J = 8.7Hz, 2H) 0 

10 m.M $ U 2 3 (56) : N- (4 - {4 - [ (4 - { (2-^ F ^m^;]/) 

[ 7^7} -l-if^o^— ;v) y^)V] 

yy F • 

T L C : R f 0.29 : y $ J 1= 10:1) ; 

N MR (CD3OD) : 6 0.91 (t, J = 7.0 Hz, 3H), 1.22-1.38 (m, 4H), 1.41-1.54 (m, 2H), 

15 1.87-2.19 (m, 4H), 2.95 (s, 3H), 3.02 -3.16 (m, 2H), 3.11 (t, J = 7.0Hz, 2H), 3.28 -3.38 

(m, 2H), 3.36 (s, 3H), 3.45- 3.58 (m, 4H), 4.10 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) o 



mmm 2 3 (57) : n- (4- {4- c (4- [ (-fvrnhvv 

20 T^y) ;v] - 1 -h°^o yy-) v] y^y^yy} 

y^-;V) 77>7M>7^ F • iMMiM. 

TLC:Rf 0.65 1 0 : 1) ; 

N M R (CD 3 OD) : 6 0.91 (t, J = 7.2 Hz, 3H), 1.13 (d, J = 6.6Hz, 6H), 1.28-1.40 (m, 
2H), 1.43-1.57 (m, 2H), 1.85-1.96 (m, 2H), 2.02-2.19 (m, 2H), 2.95 (s, 3H), 3.03-3.15 
25 (m, 4H), 3.48-3.58 (m, 2H), 3 .91 (m, 1H), 4.13 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 

8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) o 
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mnm 2 3 (58) :N-(4-{4-[(4 - [ (4 V y°X 2 b° 

;i/T^y) ;v] 7^^} - 1 — ;v) tWf] 7xy^'» 

5 T L C : R f 0.70 (H^x^l/ : 7 7 7 — ;]/= 10:1); 

NMR (CD 3 OD) : 6 1.05 (d, J = 6.6Hz, 6H), 1.86-2.10 (m, 4H), 2.95 (s, 3H), 
3.02-3.15 (m, 2H), 3.44-3.53 (m, 2H), 3.91 (m, 1H), 4.24 (s, 2H), 4.35 (m, 1H), 4.47 
(s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.0 4 (d, J = 8.7Hz, 2H), 7.21-7.39 (m, 7H), 7.46 (d, 
J = 8.7Hz, 2H)o 

10 

mmm2 3 ( 59 ) : n - { 4 - [ 4 - ( { 4 - [ [ tui 

;i/] (2-7 h^'>^^;p) 7^7] - 1 - V p-jp} 7 ^;i/) 7 

y rc-;v} 7 7>x;]/4F>T5. F • iMWM. 

T L C : R f 0.33 : 7 7 7— ;i/= 10:1) ; 

15 NMR (CD3OD) : 6 0.93 (t, J = 7.2 Hz, 3H), 1.26-1.51 (m, 4H), 1.87-1.98 (m, 2H), 
2.00-2.18 (m, 2H), 2.95 (s, 3H), 3.01 -3.16 (m, 2H), 3.12 (t, J = 7.0Hz, 2H), 3.28 -3.37 
(m, 2H), 3.36 (s, 3H), 3.45- 3.58 (m, 4H), 4.10 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) o 

20 23 (60) : N — [4- (4 - {[4 - ( {[ ( 2 -7 F ^'>7 x: 

— ;i/) 7^7] 7^7) - l -t’^u ;v] ^^)V} 7^7 

^•'7) 7x“^] 7 7 >7;i'4'>7 5. F • 1&WM. 

T L C : R f 0.39 (Jfifls7 71/7:777 — ;i/= 10:1) ; 

NMR (CD3OD) : 6 1.66-1.73 (m, 2H), 2.22-2.26 (m, 2H), 2.95 (s, 3H), 3.08-3.17 
25 (m, 2H), 3.51-3.55 (m, 2H), 3.80 (m, 1H), 3.86 (s, 3H), 4.29 (s, 2H), 6.86 (m, 1H), 

6.94 (m, 2H), 7.04 (d, J = 9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 
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2H), 7.49 (d, J = 9.0 Hz, 2H), 7.96 (m, lH)o 

3(61) :N-[4-(4-{[4-({[(3-* F^'>7x 
— ;b) t ^ y ] -l-tr^y^— ;H ^ 

5 ^y) F • 

T L C : R f 0.30 (Mity ^ y > : j* $ J —JP= 10:1) ; 

NMR (CD3OD) : 6 1.67-1.79 (m, 2H), 2.20-2.24 (m, 2H), 2.96 (s, 3H), 3.08-3.16 
(m, 2H), 3.51-3.55 (m, 2H), 3.75 (s, 3H), 3.81 (m, 1H), 4.29 (s, 2H), 6.56 (m, 1H), 
6.82 (m, 1H), 7.02-7.16 (m, 6H), 7.30 (d, J = 9.0 Hz, 2H), 7.50 (d, J = 9.0 Hz, 2H) 0 

10 

mMM 23 (62) : N — [4- (4 - { [4- ( { [ ( 4 F ^'>7 x. 
- ;i/) 7^7) - 1 — tr^O S7-;i/] y^-JP} y^y 

^-y) y^-;p] F • 

T L C : R f 0.25 {Mity ^ Is > : ^ * J — )P= 10:1) ; 

15 NMR (de-DMSO) : 6 1.66-1.75 (m, 2H), 1.99-2.23 (m, 2H), 2.97 (s, 3H), 
2.97-3.05 (m, 2H), 3.31 -3.35 (m, 2H), 3.64 (m, 1H), 3.67 (s, 3H), 4.22 (d, J = 4.8 Hz, 
2H), 6.38 (br-d, J = 7.2 Hz, 1H), 6.79 (d, J = 9.0 Hz, 2H), 7.03 (d, J = 9.0 Hz, 2H), 
7.06 (d, J = 9.0 Hz, 2H), 7.25 (d, J = 9.0 Hz, 2H), 7.26 (d, J = 9.0 Hz, 2H), 7.55 (d, J 
= 9.0 Hz, 2H), 8.24 (s, 1H), 9.70 (s, 1H) 0 

20 

mMM2 3 (6 3) : N- (4 - {4- [ (4 - { [ (y ? U^yjPT 
J) tUP^—)Pi T^y} - l-\f^\)y-jp) y^)P] y^y^-y} y m 
— ;v) F • 

T L C : R f 0.25 iW^^)b : ^ * 7 —)P= 10:1) ; 

25 NMR (CD3OD) : 6 1.06-1.41 (m, 5H), 1.53-1.88 (m, 6H), 2.01 (m, 1H), 2.09-2.18 
(ra, 2H), 2.95 (s, 3H), 3.02-3.12 (m, 2H), 3.40-3.55 (m, 3H), 3.72 (m, 1H), 4.27 (s, 
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2H), 7.03 (d, J = 8.7Hz, 2H), 7.0 5 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 

(d, J = 8.7Hz, 2H)o 



3 (6 4) : N- {4- [4- ( {4- [ {T— U J ;V) 

5 7^7] - 1 -fcWJ $7- ;i/} y & >y;u 

^>7*^ F • 

TLC : R f 0.26 (@f*n^;i/ : ^ ^ 7 —)l= 10:1) ; 

NMR (CD 3 OD) : 6 1.64-1.89 (m, 2H), 2.10-2.25 (m, 2H), 2.95 (s, 3H), 3.03-3.25 
(m, 2H), 3.36-3.57 (m, 2H), 3.85 (m, 1 H), 4.29 (s, 2H), 6.97 (t, J = 7.5Hz, 1H), 7.03 
10 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.20-7.38 (m, 6H), 7.50 (d, J = 8.7Hz, 

2H)o 

mMM2 3 (6 5) : N- (4 - {4- [ (4- [ ('>7D7nh’ 

;V7^7) 7^7} - 1 ;p) y^-)V\ 7x7^>} 

is y^-jv) y&yxn F • 

TLC : R f 0.46 (fF^^7F : 9 J — 7 F= 10:1) ; 

NMR (CD 3 OD) : 6 0.42-0.50 (m, 2H), 0.62-0.71 (m, 2H), 0.93 (t, J = 7.2Hz, 3H), 
1.23-1.37 (m, 2H), 1.41-1.53 (m, 2H), 1.84-1.96 (m, 2H), 2.04-2.23 (m, 2H), 2.51 (m, 
1H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.49-3.59 (m, 2H), 4.09 (m, 1H), 4.28 (s, 2H), 
20 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 

8.7Hz ? 2H)o 

i 

mMffl2 3 (6 6) : N- (4 - {4 - [ (4 - {y^JV [ (S7^D^7F 

T^y) 73 ;f] -l-tw;^— ; f) y^-)V\ y^y^y} 

25 y rc -;b) 7 7>7;^>7^ F • 

TLC : R f 0.58 (#^7-71/ : y# y —71/= 10:1) ; 
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NMR (CD 3 OD) : 6 0.95(t, J = 7 . 2 Hz, 3H), 1.26-1.41 (m, 2H), 1.44-1.56 (m, 2H), 
1.60-1.73 (m, 2H), 1.84-2.30 (m, 8 H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.48-3.59 (m, 
2H), 4.10 (m, 1H), 4.20 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H ) 0 
5 

MMW12 3 (67) : N— (4 - {4- [ (4 - 

T^y} - l -b°^u ; v) y^-)V\ y^y^y} 
y^-jy) y y F • 

T L C : R f 0.60 (S 1 *n^-;v — )V= 10:1) ; 

10 NMR (CD 3 OD) : 6 0.94 (t, J = 7.2Hz, 3H), 1.25-1.76 (m, 10H), 1.85-1.98 (m, 4H), 
2.02-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.16 (m, 4H), 3.48-3.59 (m, 2H), 4.03 (m, 1H), 
4.14 (m, 1H), 4.28 (s, 2H), 7.0 3 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J 
= 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 



15 mMM2 3 (6 8 ) : N- (4- {4- [ (4- [ (rh^tFn 

- 4 -'{Jl/TS.y) ybJltf—JU] T$S} -l-fc^DS?— 

;i/) y^)V\ 7x7^'» 7x-/i/) s. f • 

T L C : R f 0.31 (rnm^Tyi' : yyy — JP= 10:1) ; 

NMR (CD 3 OD) : 6 0.95 (t, J = 7.2Hz, 3H), 1.26-1.64 (m, 6 H), 1.72-1.95 (m, 4H), 
20 2.03-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.17 (m, 4H), 3.38-3.59 (m, 4H), 3.78 (m, 1H), 

3.86-3.96 (m, 2H), 4.13 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 



mm 0 2 3 (69) :N— (4 — {4— [ (4 — 

25 ^ 7 ^ 7 ) - 1 — ; f ) y^Ji] y^y^y} 

y^—)V) F • tMMiU 
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10 



15 



T L C : R f 0.67 : 77 7 —)l= 10:1) ; 

NMR (CD 3 OD) : 6 0.94 (t, J = 7.2Hz, 3H), 1.26-1.72 (m, 14H), 1.78-1.94 (m, 4H), 
2.03-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.16 (m, 4H), 3.49-3.59 (m, 2H), 3.74 (m, 1H), 
4.14 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, 

J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) 0 

mMm2 3 (7 0 ) :N— {4 — [4 — ( {4 — [ 

T L C : R f 0.76 : * 7 7 — )V= 10:1) ; 

NMR (CD 3 OD) : 6 0.92 (t, J = 7.2Hz, 3H), 1.28-1.44 (m, 4H), 1.55-1.69 (m, 2H), 
1.93-2.04 (m, 2H), 2.12-2.30 (m, 2H), 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.23-3.32 (m, 
2H), 3.51-3.60 (m, 2H), 4.19 (m , 1H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
= 8.7Hz, 2H), 7.22-7.35 (m, 5H), 7.41 (d, J = 7.5Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 



2 3(7 1) : N- {4- [4- ( {4- [ [ ('>7 U^'>)^7 ^ 
j) ;i/] (^>^;p) T5.y] - 1 79-Jl) 7^ 



7 ^ 7 ] yju-ji} 7^>7M>7S: F • 

T L C : R f 0.78 : 7 7 7 — ;i/= 10:1) ; 



20 NMR (CD 3 OD) : 6 0.91 (t, J = 7.2Hz, 3H), 1.12-1.41 (m, 9H), 1.46-1.93 (ra, 9H), 
2.02-2.19 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.48-3.60 (m, 3H), 4.13 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7H z , 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 
2H), 7.50 (d, J = 8.7Hz, 2H)o 



25 H»J2 3 (7 2) : N- (4- {4- [ (4- {TUIF [ 

)\s7%7) ;i/] 7 ^ 7 } -l-t^u^— ; f) 77 )V\ 7 ^ 7 * 7 } 
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y K • MWM. 

T L C : R f 0.74 : y# y — ;i/= 10:1) ; 

NMR (CD 3 OD) : 6 1.08-1.42 (m, 6 H), 1.55-2.12 (m, 8 H), 2.95 (s, 3H), 3.03-3.16 
(m, 2H), 3.47-3.59 (m, 3H), 3.81 (d, J = 5.0Hz, 2H), 4.27 (s, 2H), 4.32 (m, 1H), 5.18 
5 (dd, J = 10.5, 1.5 Hz, 1H), 5.20 (dd J = 20.2, 1.5 Hz, 1H), 5.83 (ddd, J - 20.2, 10.5, 
5.0 Hz, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H) C 

mum 2 3 (73) : n - (4- {4- [ (4- {2-73-=. 

10 T^y} - 1 -tf^U^— ;v) y^-Jl] 7^ 

y^-y} 7^—jls) y y F • Pallia 

T L C : R f 0.75 ^ y y — ;i/= 10:1) ; 

NMR (CD 3 OD) : <5 1.15-1.43 (m, 5H), 1.77 (t, J = 2.4Hz, 3H), 1.58-2.00 (m, 7H), 
2.05-2.20 (m, 2H), 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.50-3.62 (m, 3H), 3.92 (d, J = 
15 2.4Hz, 2H), 4.23 (m, 1H), 4.28 (s , 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 

2H), 7.29 (d, J = 8.7Hs, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

mMM2 3 (74) : N— (4— {4— [ (4— {y^)V [ 

y) 7^7} - 1 57 -;i/) y^ju] y^y^-sy} y^ 

20 — ;!/) yy>7 )\ F • 

T L C : R f 0.71 : y# y —)V= 10 : 1 ) ; 

NMR (CD 3 OD) : 6 0.89 (t, J = 7.2Hz, 3H), 0.94 (t, J = 7.2Hz, 3H), 1.26-1.41 (m, 
2H), 1.45-1.58 (m, 4H), 1.85-1.95 (m, 2H), 2.04-2.22 (m, 2H), 2.95 (s, 3H), 3.03-3.16 
(m, 6 H), 3.48-3.59 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 
25 (d, J = 8 . 7 Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 
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mMM2 3 (75) :N— (4 — {4 — [ (4 — {^>^)P C (7°n h°JP7 

$ J ) ^7;i//t?n;i/] 7 ^} - 1 - S7— 7F) ^rc.7^-'» 7 

T L C : R f 0.73 (BM^JP : * $ 7 — 7l/= 10:1) ; 

5 N M R (CD 3 OD) : 6 0.89 (t, J = 7.2Hz, 3H), 0.92 (t, J = 7.0Hz, 3H), 1.23 -1.40 (m, 

4H), 1.44-1.59 (m, 4H), 1.85-1.95 (m, 2H), 2.03-2.21 (m, 2H), 2.95 (s, 3H), 3.04-3.15 
(m, 6H), 3.49-3.58 (m, 2H), 4. 15 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 
(d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) Q 

10 2 3 (7 6) : N- {4— [4— ( {4- [ [ (7f;i/7^7 ) jJ)P 

(^>^;i/) T*y] - l-tr^y ^— M ^;v) y^y*S/] 

TLC : Rf 0.75 (BM^-9-JP : J—)P= 10:1) ; 

NMR (CD3OD) : 6 0.91 (d, J = 7.2Hz, 3H), 0.92 (t, J = 7.2Hz, 3H), 1.24-1.41 (m, 
15 6H), 1.43-1.59 (m, 4H), 1.85-1.96 (m, 2H), 2.03-2.21 (m, 2H), 2.95 (s, 3H), 3.03-3.20 

(m, 6H), 3.49-3.58 (m, 2H), 4. 15 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7. 06 
(d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

3 (77) : N- {4- [4- ( {4 - [ [ {y^)PT^J) t>)P 
20 pF— ; v] 7^7] - 1 -t^U i7r:;i/} 

y^y^'y] yjz-ji} 7 7>7M>7^ F • 

T L C : R f 0.74 (BW.^)P : J —)P= 10:1) ; 

NMR (CD3OD) : <5 0.92 (t, J = 7.2Hz, 3H), 0.83-1.00 (m, 2H), 1.15-1.80 (m, 13H), 
1.87-1.98 (m, 2H), 2.13-2.32 (m, 2H), 2.95 (s, 3H), 3.00-3.17 (m, 6H), 3.48-3.57 (m, 
25 2H), 3.89 (m, 1H), 4.27 (s, 2H) , 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 

7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 
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mmm2 3 (7 8) :N- (4- {4- [ (4- {7*^;V [ 

7) ;v] 7*5.7} - 1 -t°^U :7 ~;f) 7^;f] 7 ^7^:7} 7rc 

— ;i/) 7 7>7;i/4^>7 , 5 F • MW£M 

5 T L C : R f 0.72 (ft^n^F : 7 7 7 — ;F= 10:1) ; 

N M R (CD3OD) : (5 0.89 (t, J = 7.2Hz, 3H), 0.94 (t, J = 7.2Hz, 3H), 1.22 -1.39 (m, 
8H), 1.41-1.56 (m, 4H), 1.85-1.94 (m, 2H), 2.03-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.19 
(m, 6H), 3.49-3.58 (m, 2H), 4 .15 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 
(d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) 0 

10 

mnm 2 3 ( 79 ) : n- ( 4 - { 4 - c ( 4 - 

5 7) ^ 757} — 1 — V S 5 — 11/) 7 7ll / ] 7 rc 7 ^7} 7 

^-;i/) 7 7>7;i/^77 5; F • 

T L C : R f 0.71 : 7 7 7 — ;F= 10:1) ; 

15 NMR (CD 3 OD) : 6 0.90 (t, J = 7.2Hz, 3H), 0.92 (t, J = 7.2Hz, 3H), 1.23 -1.40 (m, 
8H), 1.44-1.60 (m, 4H), 1.86-1.95 (m, 2H), 2.03-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.20 
(m, 6H), 3.49-3.58 (m, 2H), 4. 15 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 
(d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

20 mMm 12 3 (8 0) : N- (4 - {4- [ (4- [ (t - 7791/ 

757) 757 } - 1 - V i? n;F) 77^] 7^7^57} 

7i71) 7 7 >7 ;FpF> 7 5 F • SggtJM 
T L C : R f 0.69 : 7 7 7 — ;i/= 10:1) ; 

NMR (CD3OD) : 6 1.18 (s, 9H), 1.90-2.09 (m, 4H), 2.95 (s, 3H), 3.05-3.17 (m, 
25 2H), 3.47-3.56 (m, 2H), 4.26 (s, 2H), 4.42 (s, 2H), 4.45 (m, 1H), 7.02 (d, J = 8.7Hz, 

2H), 7.05 (d, J = 8.7Hz, 2H), 7.2 3-7.39 (m, 7H), 7.49 (d, J = 8.7Hz, 2H)o 
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mmm 23 (8i> :n- [4 - (4 - { [ 4 - ( {[ (2-tFn^>7 

;i/} 7^7) - i - 

7^27) 7^-)V\ F 

5 T L C : R f 0.53 ^ V > : 7 # 7 —)\/= 10:1) ; . 

NMR (CD3OD) : <5 1.65-1.77 (m, 2H), 2.20-2.25 (m, 2H), 2.95 (s, 3H), 3.07-3.15 
(m, 2H), 3.50-3.55 (m, 2H), 3.81 (m, 1H), 4.29 (s, 2H), 6.72-6.85 (m, 3H), 7.03 (d, J 
= 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 
2H), 7.69 (m, lH)o 

10 

mMm 23 (82) : N - [4 - (4 - { [ ( 3 a R , 6aS) - 5- {#" 

[ ( 27 # 3:7) 7U} ^tFD77o 

[c] trn — ; f- 2 (1H) — < 71^] 7 5^71/} 7^7 ^27) y 




TLC : R f 0.50 (#PDtF; 1 /A : 7 #7 — ;F= 5 : 1) ; 

NMR (CD3OD) : 6 0.88-1.00 (m, 3H), 1.14-1.84 (m, 16H), 2.00-2.22 (m, 2H), 
2.70-3.79 (m, 9H), 2.95 (s, 3H), 4.08 (m, 1H), 4.35 (m, 2H), 7.00 -7.10 (m, 4H), 
7.22-7.34 (m, 2H), 7.45-7.58 (m, 2H)o 

mmm 23 (83) :N-[4-(4-{[4- (77S>1/ { [ ( 2 -7 F 

S 7 a 2 ^;i/) 7^7] 7^7) - 1 -tf^u 27 -;f] 7 ^;f} 7 
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^.y^y) 7 7>;77)/aF>T5. F • 

T L C : R f 0.27 (S»n5f-;i/ : 7 7 7 — 7F = 10:1) ; 

NMR (CD 3 OD) : 6 0.95 (t, J = 7.2Hz, 3H), 1.27-1.41 (m, 2H), 1.45-1.59 (m, 2H), 
1.87-1.97 (m, 2H), 2.03-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.33 (s, 3H), 
5 3.32-3.36 (m, 2H), 3.40-3.47 (m , 2H), 3 .51-3.58 (m, 2H), 4.14 (m, 1H), 4,28 (s, 2H), 

7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 
8.7Hz, 2H)o 

mMM 23 (84) : N - [4- (4 - {[4- (y^JV { [ (4-th*D 

10 ^'>7^- ;v) 7^7 ] t^ 7) -l-tr^y ;v] 

y^y^y) y^~m 7 7>x;^>7^ F • t&WM. 

TLC : Rf 0.64 (7DD^M : 7 7 7 — 71/= 5:1) ; 

NMR (CD3OD) : d 0.97 (t, J = 7.5 Hz, 3H), 1.39 (m, 2H), 1.62 (m, 2H), 1.92 (m, 
2H), 2.22 (m, 2H), 2.95 (s, 3H), 3.18 (m, 2H), 3.25 (m, 2H), 3.52 (m, 2H), 4.14 (m, 
15 1H), 4.27 (s, 2H), 6.68-6.78 (m, 2H), 7.00-7.10 ( m, 6H), 7.24-7.34 (m, 2H), 7.49 

(brd, J = 8.4 Hz, 2H) 0 



mnm 23 ( 85 ) : n- [4- (4- { [4- (y^ji { [ ( 3 - 1 f n 

3riyy^-J]/) 7^7] 7^7) — 1— 7F] 

20 7^7^-^) 7^— ;V] 7 7 >7;1/aF>T^. F • 

TLC : Rf 0.64 (^DnxF7FA : 7 7 7 — )P= 5 : 1) ; 

NMR (CD 3 OD) : 6 0.96 (t, J = 7.5 Hz, 3H), 1.39 (m, 2H), 1.60 (m, 2H), 1.98 (m, 
2H), 2.21 (m, 2H), 2.95 (s, 3H), 3.11 (m, 2H), 3.28 (m, 2H), 3.58 (m, 2H), 4.18 (m, 
1H), 4.28 (s, 2H), 6.48 (m, 1H), 6.78 (m, 1H), 6.8 4 (m, 1H), 7.0 0 -7.12 (m, 5H), 
25 7.22-7.40 (m, 2H), 7.50 (brd, J = 8.7 Hz, 2H) C 
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mMM2 3 ( 86 ) : N— [4 - (4 - {[4 - ( { [ (4-fc Fd^>7 

m-;v) 757] 77} 7^7) 77] yy 77 } 

7 7^77^77^ F * 

TLC : Rf 0.44 (7DD^M : yyy — 77=5 : 1) ; 

5 N M R (CD 3 OD) : 6 1.70 (m, 2H), 2.19 (m, 2H), 2.95 (s, 3H), 3.08 (m, 2 H), 3.48 
(m, 2H), 3.78 (m, 1H), 4.25 (s, 2H), 6.62-6.78 (m, 2H), 7.00-7.36 (m, 8 H), 7.47 (brd, 
J = 8.4 Hz, 2H ) 0 



3(87) :N— [4 — (4 — { [4— ( {[ (3 
10 :x“77) y 7 ] #77^77} y^y) -1-fcW;^— 77] y^77} 7x 

y ^y) 7 ^- 37 ] y y >y77;f >y ^ f ■ 



TLC : Rf 0.51 (7D D/F77.A : y y y— 77 = 5 : 



NMR (CD 3 OD) : S 1.52 (m, 2H), 1.95 (m, 2H), 2.24 (m, 2H), 2.89 (m, 2H), 2.93 
(s, 3H), 3.56 (s, 2H), 3.60 (m, 1H), 6.39 (m, 1H), 6.71 (m, 1H), 6.90 -7.08 (m, 5H), 
15 7.18-7.38 (m, 5H ) 0 



2 3 (88) : N— [4 - (4 - {[4- ( y”y 77 { [ (4 -y h^r 
77 xi— 77) T^y] #77#— 77} y^y) -l-tT^U^—77] y 5^77} 

y jiy Jpsy) y 21^77] yy>X 77#>y^. F • 

20 TLC : Rf 0.71 (yDD^F77A : yyy— 77=5 : 1) ; 

NMR (CD 3 OD) : 6 0.96 (t, J = 7 . 2 Hz, 3H), 1.26-1.44 (m, 2H), 1.52-1.80 (m, 6 H), 
2.28 (m, 2H), 2.93 (s, 3H), 3.02 (m, 2H), 3.22 (m, 2H), 3.54 (s, 2H), 3.75 (s, 3H), 
4.04 (m, 1H), 6.80-6.88 (m, 2H), 6.90-7.02 (m, 4H ), 7.18-7.38 (m, 6 H)o 

25 mmm2 3 (8 9) : N- {4- [4- ( {4- [y"^77 ( { [4- ( F V 

y77y-ny^-77) y^- 77 ] ya-y} # 77 #— 77 ) y^y] -l-tr^ys? 
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— M 7 7;f) 7 ^ 7 ^ 77 ] y^=.)\y} F •18B&& 

TLC : Rf 0.78 (^DD^A : 7 7 7 — 11 / = 5 : 1) ; 

NMR (CDgOD) : 6 0.97 (t, J = 7.5 Hz, 3H), 1.32-1.50 (m, 2H), 1.53-1.68 (m, 2H), 
1.94-2.06 (m, 2H), 2.08-2.34 (m, 2H), 2.95 (s, 3H), 3.12 (m, 2H), 3.32 (m, 2H), 3.58 
5 (m, 2H), 4.18 (m, 1H), 4.30 (s, 2H), 7.00 -7.12 ( m, 4H), 7.22-7 .38 (m, 2H), 7.42-7.60 

(m, 6H)o 

mmm 23 ( 9 0 ) : n- u- [ 4 - ( { 4 - [ (7^7*;i/#^;i/) (7 
7;v) ] - 1 7— ;i/} 7 7 ;f) 7 ^ 73 ^ 7 ] 7 rc-;v} 77 

10 F • WWM. 

TLC : R f 0.15 (f^ac^ll/ : 777 — )V= 10:1) ; 

NMR (CD3OD) : 6 0.95 (t, J = 7.2Hz, 3H), 1.27-1.42 (m, 2H), 1.50-1.63 (m, 2H), 
1.81-2.02 (m, 2H), 2.11-2.30 (m, 2H), 2.95 (s, 3H), 3.05-3.21 (m, 4H), 3.51-3.60 (m, 
2H), 4.13 (m, 1H), 4.29 (s, 2H) , 7.03 (d, J = 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 
15 7.29 (d, J = 8.7Hz, 2H), 7.52 (d, J = 8.7Hz, 2H)o 

mmm 23 ( 9 1 ) : n- [ 4 - ( 4 - { [ 4 - ( 7 { [ ( 4 - 1 f □ 

^777 l/) 7 5.7] )V} 75: 7) — 1 — 7—11/] 

7 7M 7 31 7 7) 7:c-;i/] 7 7 7711/^77 5: F • MWM. 

20 T L C : R f 0.19 (M^IF : 777 —11/= 10:1) ; 

NMR (CD3OD) : 6 0.95 (t, J = 7.2Hz, 3H), 1.27-1.41 (m, 2H), 1.45-1.79 (m, 10H), 
1.86-1.95 (m, 2H), 2.03-2.22 (m, 2H), 2.95 (s, 3H), 3.02-3.17 (m, 4H), 3.48-3.65 (m, 
3H), 3.87 (m, 1H), 4.15 (m, 1H) , 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 
25 

mmm 23 (92) :N-[4-(4-{[4- (7711/ { [ ( 2 -711/7" 
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D7i-;i/) 757] #;]//}?- ;i/} 757) - 1 57 -;v] 7^77} 

7rc-;i/] 7 7>77V;F>r3. F ‘tfg&gl 
T L C : R f 0.73 : 7 7 7 — 7F= 10:1) ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.2Hz, 3H), 1.32-1.48 (m, 2H), 1.58-1.72 (m, 2H), 
5 1.95-2.06 (m, 2H), 2.14-2.33 (m, 2H), 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.25-3.35 (m, 

2H), 3.52-3.61 (m, 2H), 4.17 (m , 1H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
= 8.7Hz, 2H), 7.10-7.18 (m, 3H), 7.29 (d, J = 8.7Hz, 2H), 7.45 (dt, J = 2.4, 7.2Hz, 
1H), 7.51 (d, J = 8.7Hz, 2H) 0 

10 23 (93) : N— [ 4 - (4 - {[4- ( y'^jl { [ ( 3 -771 /zt 

D7x^;i/) 757] ;i/} 757) - 1 - tr^U 7^7F} 

y^y^-y) y ^ ~;i/] F • 

T L C : R f 0.73 : 7 % 7 —71/= 10:1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.2Hz, 3H), 1.33-1.46 (m, 2H), 1.54-1.67 (m, 2H), 
15 1.93-2.06 (m, 2H), 2.15-2.32 (m, 2H), 2.95 (s, 3H), 3.05-3.18 (m, 2H), 3.26-3.35 (m, 

2H), 3.52-3.62 (m, 2H), 4.18 (m, 1H), 4.29 (s, 2H), 6.74 (dt, J = 2.4, 8.1Hz, 1H), 7.04 
(d, J = 8.7Hz, 2H), 7.07 (d, J = 8.7Hz, 2H), 7.12 (d, J = 4.0Hz, 1H), 7.20-7.31 (m, 
2H), 7.29 (d, J = 8.7Hz, 2H), 7.51 (d, J = 8.7Hz, 2H)o 

20 mnm 23(94) : n- (4- {4- c (4- {77771/ [ ( 4 - r° >; *;=. 

777 7 7) #7l/tf?— 7F] 757} - 1 - 7— 7V) 7 771/] 7^7= s r7} 

7:n“71/) 7 7 >771/777^ F • 2MWU 

TLC : Rf 0.53 (7 DDsF71/A : 777-7 V = 10:1) ; 

NMR (CD 3 OD) : <5 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
25 2.00-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.30 (m, 2H), 3.40-3.50 (m, 

2H), 3.50-3.60 (m, 2H), 4.30 (ra, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 
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8.6 Hz, 2H), 7.54 (d, J = 8.6 Hz, 2H), 8.09 (d, J = 7.5 Hz, 2H), 8.47 (d, J = 7.5 Hz, 
2H) 0 

mMM 23 (95) : N- (4 - {4 - [ (4 - {^;i/ [ ( 3 - U 

5 ;v] 7 ^ 7 } — l — ;v) y.^y^y} 

H • 2W&M. 

TLC : Rf 0.50 (^DDxfs;VA : y$ y — 7l/= 10:1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.30 (m, 2H), 3.30-3.40 (m, 
10 2H), 3.50-3.70 (m, 2H), 4.30 (m, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 

9.0 Hz, 2H), 7.53 (d, J = 9.0 Hz, 2H), 7.95 (dd, J = 8.5, 2.4 Hz, 1H), 8.43 (d, J = 8.5 
Hz, 1H), 8.61 (d, J = 8.5 Hz, 1H), 9.20 (d, J = 2.4 Hz, 1H) 0 




mm 2 3 (9 6) : 2 — [ ( {7^)1 [1- (4 - {4 - [ (j* f-Jl/X) U 



15 



^-;i/) y^y^ri/} ;v] T^y} ±j 




TLC : R f 0.36 (Mih* 9- L > : ^ 7 —)]/= 9:1); 



NMR (CD 3 OD) : 6 0.97 (t, J = 7.5Hz, 3H), 1.35-1.51 (m, 2H), 1.60-1.72 (m, 2H) : 



1.92-2.04 (m, 2H), 2.16-2.35 (m, 2H), 2.95 (s, 3H), 3.08-3.11 (m, 2H), 3.23-3.35 (m, 
20 2H), 3.52-3.63 (m, 2H), 4.22-4. 36 (m, 3H), 7.02 (t, J = 7.8Hz, 1H), 7.03 (d, J = 

8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (dt, J = 1.8, 7.8Hz, 
1H), 7.54 (d, J = 8.7Hz, 2H), 8.05 (dd, J = 7.8, 1.8Hz, 1H ), 8.42 (d, J = 7.8Hz, lH)o 



25 



MMm2 3 (9 7) : 3 — [ ( [ 1 - (4 - {4 - [ (yyjiyj 1/ 

tfc— 71/) T*y] ]/) - 4 - if - ^ u ;v] 7^7} t) 

;i/^'n;i/) y % J ] 
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T L C : R f 0.30 (tffrfb.* ^ 1/ > : * * 7 — ;i/ = 9:1); 

NMR (CD3OD) : 6 0.95 (t, J = 7.5Hz, 3H), 1.30-1.44 (m, 2H), 1.53-1.64 (m, 2H), 
1.90-2.03 (m, 2H), 2.20-2.38 (m, 2H), 2.95 (s, 3H), 3.05-3.19 (m, 2H), 3.25-3.36 (m, 

2H), 3.49-3.59 (m, 2H), 4.23 (m , 1H), 4.29 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J 

5 = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.36 (t, J = 7.8Hz, 1H), 7.53 (d, J - 8.7Hz, 2H), 

7.60 (ddd, J = 7.8, 2.4, 1.8Hz, 1H), 7.69 (dt, J = 7.8, 2.4Hz, 1H), 8. 04 (t, J = 1.8Hz, 

1H) 0 

2 3 (9 8) : 4 — [ ( {7"^;V [ 1 - (4 - {4 - [ (7 

10 5}k— ; i/) 7^7] -4 — 7^7} * 

;i/) t % J ] ^MmW. • UWM. 

T L C : R f 0.34 Cffitfb* ^ U > : 7 & J —71/= 9:1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.2Hz, 3H), 1.33-1.46 (m, 2H), 1.54-1.66 (m, 2H), 
1.94-2.05 (m, 2H), 2.20-2.38 (m, 2H), 2.95 (s, 3H), 3.06-3.20 (m, 2H), 3.25-3.37 (m, 

15 2H), 3.50-3.60 (m, 2H), 4.20 (m , 1H), 4.29 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 

= 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.5Hz, 2H), 7.52 (d, J = 8.7Hz, 
2H), 7.92 (d, J = 8.5Hz, 2H ) 0 

mMm 2 3 (9 9) : [ ( {7*57 [ 1 - (4- {4- [ (7 “ 

20 ;i/) 75 7] — 4 — S7 — ;p] 7^7} 77 ;i/4? 

— ;v) 7^7] WW. • 

TLC :Rf 0.41 (l(b777>:777-;i/=4 : 1) ; 

NMR (CD3OD) : 6 0.94 (t, J = 7.2Hz, 3H), 1.27-1.41 (m, 2H), 1.48-1.62 (m, 2H), 
1.84-1.95 (m, 2H), 2.08-2.26 (m, 2H), 2.95 (s, 3H), 2.98-3.18 (m, 4H), 3.44-3.53 (m, 
25 2H), 3.80 (s, 2H), 4.15 (m, 1H) , 4.25 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.03 (d, J = 

8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.53 (d, J = 8.7Hz, 2H)o 
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mMM2 3 ( 1 0 0) : N- {4 - [4- ( {4 - [ [ ($7 7 
5 7 ) (3-tFn^7nl^;v) T^7] 

;v} 7 ^;f) 7i^M 7 7>7;i^>:7 5. F -i&WM. 

5 T L C : R f 0.43 T* lx > : 7 7 7 — ■)]/ = 10:1); 

NMR (CD3OD) : 6 1.10-1.50 (m, 6H), 1.60-1.80 (m, 4H), 1.80-2.00 (m, 4H), 
2.00-2.20 (m, 2H), 2.95 (s, 3H), 3.00-3.15 (m, 2H), 3.20-3.30 (m, 2H), 3.40-3.70 (m, 
5H), 4.10 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H ), 
7.29 (d, J = 9.0 Hz, 2H), 7.48 (d, J = 9.0 Hz, 2H) C 

10 

mMm 2 3(101) : N- {4- [4- ( {4- [ [ ('>7n ^'»UT 
5. 7) (4-tFn^'>W) 7^7] - 1 - M 

7^7 F) 7 x. 7 4p $x] 7 x^M F • 

T L C : R f 0.42 (tSfb7 ^lx> : 777 — ;i/= 10:1) ; 

15 NMR (CD3OD) : 6 1.10-1.40 (m, 6H), 1.40-1.70 (ra, 5H), 1.70-2.00 (m, 6H), 
2.00-2.20 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 4H), 3.50-3.60 (m, 2H), 3.59 (t, J = 6.0 
Hs, 2H), 4.10 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.8 Hz, 2H), 7.07 (d, J = 8.8 Hz, 2H), 
7.29 (d, J = 8.8 Hz, 2H), 7.48 (d, J = 8.8 Hz, 2H)o 



20 MMM2 3 (102) : N— {4 - [4- ( {4- [ [ (57 7 P ^3=- 771/ 7 
5.7) (3-tFn ^577771/) 757] — 1 - $>=. M 

- 7 577 V) 7 m 7 ^r 5 x] 7 x~ 71 /} 7 7 >771/aF5x 7 5. F • JMStili 

T L C : R f 0.43 (J|j£lb7 7 lx > : 7 7 7 — 7F= 10:1) ; 

NMR (CD3OD) : 6 1.10-1.50 (m, 6H), 1.17 (d, J = 6.3 Hz, 3H), 1.70-2.00 (m, 9H), 
25 2.00-2.20 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 4H), 3.50-3.60 (m, 2H), 3.70 (m, 1H), 

4.10 (m, 1H), 4.27 (s, 2H), 7.02-7.07 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.50 (d, J = 
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8.9 Hz, 2H) 0 

mmm 2 3 ( 103 ) : n- { 4 - [ 4 - ( { 4 - [ c ('>^n 
5 y F • WWM. . 

T L C : R f 0.44 OMib^ =? U > : * $ J — 7U= 10:1) ; 

NMR (CD3OD) : <5 0.97 (t, J = 7.4 Hz, 3H), 1.10-2.20 (m, 16H), 2.99 (s, 3H), 
3.10-3.20 (m, 4H), 3.40-3.60 (m, 4H), 4.10 (m, 1H), 4.27 (s, 2H), 7.01-7.08 (m, 4H), 
7.28-7.31 (m, 2H), 7.48 (d, J = 8.7 Hz, 2H)o 

10 

mnm 23 ( 1 0 4) : 4 — c < { y^n c 1 - ( 4 - { 4 - [ 

; 1 /) 7^7] y ^>$>71/) - 4 - ;i/] 7^7} 

# - 71 /) 7 ^ 7 ] 7 9 

T L C : R f 0.73 Wb* — 7F= 4:1); 

15 NMR (CD 3 OD) : 6 0.95 (t, J = 7.5Hz, 3H), 1.28-1.41 (m, 2H), 1.44-1.59 (m, 2H), 
1.74-1.85 (m, 2H), 1.87-1.97 (m, 2H), 2.03-2.20 (m, 2H), 2.31 (t, J = 6.9Hz, 2H), 
2.95 (s, 3H), 3.02-3.15 (m, 4H), 3 .20 (t, J = 6.9Hz, 2H), 3.50-3.58 (m, 2H), 4.13 (m, 
1H), 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 
2H), 7.50 (d, J = 8.7Hz, 2H)o 

20 

3 (105) :N— [4 — (4 — { [4— (7^71/ { [ ( 4 -7n 
uy^-)V) 7j 7V^— 71/} -l-tT^D^— 71/] 

y^y^-i/) y^-ju] y#>y >) F • 

TLC : Rf 0.53 (^ 7 D D/F7FA : yyy~)U= 10:1) ; 

25 NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.30-1.40 (m, 2H), 1.55-1.60 (m, 2H), 
1.95-2.00 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.30-3.40 (m. 
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2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.01-7.08 (m, 4H), 7.23-7.40 (m, 
6H), 7.51 (d, J = 8.4 Hz, 2H)o 

mnm 23(106) : n -[ 4 -( 4-{[4 - (y^;i { [ ( 3 -y d 

5 7^7] ;v] y^-M 

y^y^rZy) y ^—)V\ y y yxji/Tptyy s. F • 

TLC : Rf 0.53 (7UD^A : yy y—)V- 10:1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.55-1.65 (m, 2H), 
1.95-2.05 (m, 2H), 2.20-2.30 (m, 2H), 2.96 (s, 3H), 3.10-3.20 (m, 2H), 3.30-3.40 (m, 
10 2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.00-7.09 (m, 5H), 7.23-7.31 (m, 

4H), 7.48-7.51 (m, 3H)o 

mmm2 3(107) : n - [4- (4- { [4- ( t^if { 1 (2-yu 

D7I-/V) 7^7] 7311/^— ;i/} 7^7 ) - 1 -tf^.057— ;v] y^-)V} 

15 y ^yy-y) y 7 7>7M>7^ F • 

TLC : Rf 0.53 (7DD*M : yyy—Jl= 10:1) ; 

NMR (CD3OD) : 6 0.99 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.30-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.10 (m, 4H), 7.14 (dd, J = 
20 7.5, 1.5 Hz, 1H), 7.27-7.31 (m, 3H), 7.42 (dd, J = 7.5, 1.5 Hz, 1H), 7.50 (d, J = 8.4 Hz, 

2H), 7.63 (dd, J = 7.5, 1.5 Hz, 1H) 0 

* 

mmm 23(108) : n - [4 - (4 - {[4 - c/^;f { [ ( 4 -yy- 

Jlsy 32.-JI/) 7^7] 7^7) — 1 — LT^U $7— IV] y^)V} 

25 y ^y y-y) y^-jp] F 

TLC : Rf 0.53 (yna&JUA, : yyy—J 1 = 1 0 : 1) ; 
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NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.55-1.65 (m, 2H), 
1.95-2.05 (m, 2H), 2.20-2.30 (m, 2H), 2.28 (s, 3H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 
3.20-3.30 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.10 (m, 6H), 
7.19 (d, J = 8.4 Hz, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.50 (d, J = 9.0 Hz, 2H) 0 



3(109) :N— [4 — (4 — { [4— (^;V { [ (3-yy 

1 /) 757] ±i )]/-&-; f} y^y) - 1 - h^U ;f] yy-)V} 
y^.y^ry) y j .— 7i/] y y y y)V~yyy y F 
T L C : R f 0.59 (7?DD^;FA : yy y—) l/= 10:1) ; 



10 NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.30 (s, 3H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 
3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.29 (s, 2H), 6.87 (d, J = 6.6 Hz, 
1H), 7.01-7.15 (m, 7H), 7.29 (d, J = 8.9 Hz, 2H), 7.50 (d, J = 8.9 Hz, 2H) 0 



15 



20 



3 (110) : N- [4- (4- { [4- (y^JU { [ (2-^:7 



;f) yyy] tui? 1? 



757 ) 



1 - 



P 11 ■> * 



a 



y^y^y) y^-)i] yyyyjp^yy^ F 



TLC : Rf 0.50 (77DD^7FA : yy y — 7F= 10:1) ; 

NMR (CD3OD) : d 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.22 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.14 (m, 1H), 4.28 (s, 2H), 7.02-7.15 (m, 7H), 
7.19 (m, 1H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H)o 



3(111) :N— [4 — (4 — { [4 — (^7F { [ ( 3 — y F 
25 ^-yy^-jv) y*y] M 757) - 1 - ;i/] yyju} 



y^y^-y) 7 x — ;i/] 



F 
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TL C : Rf 0.53 J— 71/ = 10:1) ; 

N M R (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.70 (m, 2H), 

1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.30-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 3.76 (s, 3H), 4.15 (m, 1H), 4.29 (s, 2H), 6.63 (m, 1H), 6.91 
5 (m, 1H), 7.01-7.08 (m, 5H), 7.16 (m, 1H), 7.29 (d, J = 8.9 Hz, 2H), 7.50 (d, J = 8.9 

Hz, 2H)o 

mnm 2 3 ( 112 ) : n- [ 4 - ( 4 - { [ 4 - { [ ( 2 -^ f 

^-^y 7^7] 7^7) - 1 - fc!^V 7F] 

10 7 x F -iumSi 

TL C : Rf 0.55 (7DD^M : ^^7—71/= 10:1) ; 

N M R (CD3OD) : 6 1.02 (t, J = 7.4 Hz, 3H), 1.40-1.50 (m, 2H), 1.60-1.70 (m, 2H), 

1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.30-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 3.87 (s, 3H), 4.26 (m, 1H), 4.29 (s, 2H), 6.89 (m, 1H), 
15 6.99-7.08 (m, 6H), 7.29 (d, J = 8.7 Hz, 2H), 7.51 (d, J = 8.7 Hz, 2H), 7.76 (dd, J = 7.8, 

mum 2 3 (113) : N- {4- [4- ( {4- [y^Jl ( { [3- ( F 
>j7MD7 7jl/) y^-jl] 757} *;i/7f'-;v) 75 7] -1— bWJ 
20 y^y%-'>] y^~;v} F • 

TL C : Rf 0.55 (^D : ^7—7]/= 10:1) ; 

N M R (CD3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 

1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.30-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 7.27-7.31 (m, 
25 3H), 7.45 (m, 1H), 7.51 (d, J = 8.7 Hz, 2H), 7.60 (d, J = 8.4 Hz, 1H), 7.78 (s, 1H) C 
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23 ( 1 14) : N - [4- (4 - { [4 - ( { [ (4-tFn^> 

- 1 - 57“ ;i/] yj- 

11} y^y^) yjz-ju] y y yyji^yy^^ F * IfflBtM. 

T L C : R f 0.19 (WW.^)^ : y $ J — ;i/= 5:1); 

5 NMR (CD 3 OD) : 6 1.52-1.72 (m, 9H), 2.01 (m, 1H), 2.10-2.21 (m, 2H), 2.95 (s, 

3H), 3.02-3.14 (m, 2H), 3.47-3.62 (m, 3H), 3.72 (m, 1H), 3.78 (m, 1H), 4.27 (s, 2H), 

7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 
8.7Hz, 2H) 0 

10 mmm2 3(115) : 2 — C ( Cl- (4- {4- [ (yyyux 

*^>57 ;f) - 4 - ;i/] 

^?;i/4f“;i/) y] — 4 —yyjl"^yy >$t • iMM iM 
T L C : R f 0.39 (iMity : y 9 y —)]/= 4:1) ; 

NMR (CD3OD) : 6 0.93 (d, J = 6.0Hz, 6H), 0.95 (t, J = 7.5Hz, 3H), 1.28-1.42 (m, 
15 2H), 1.48-1.79 (m, 5H), 1.82-1.95 (m, 2H), 1.97-2.19 (m, 2H), 2.95 (s, 3H), 2.90-3.05 

(m, 2H), 3.08-3.25 (m, 2H), 3 .42-3.52 (m, 2H), 4.13 (m, 1H), 4.19 (s, 2H), 4.32 (dd, 

J = 9.0, 6.0Hz, 1H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.28 (d, J = 
8.7Hz, 2H), 7.47 (d, J = 8.7Hz, 2H)o 

20 mMm 23 (116) : N — { 3 — [ ( {y^)V [ 1 - (4 - {4 - [ (y 
f-ji'Xji/fc—j]/) 7^7] 7 rc y ^cS/} ^>57; i) — 4 — ;f] y 

^y} ;i/) y] 7x-;p} yyyyjv^yy^ f 

TLC : Rf 0.32 (? PD^l/A : yyy—;\ / = 10:1) ; 

NMR (CD3OD) : <5 0.96 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
25 1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 2.96 (s, 3H), 3.05-3.20 (m, 2H), 

3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.23 (m, 1H), 4.29 (s, 2H), 6.90 (m, 1H), 
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6.99-7.08 (m, 4H), 7.11 (m, 1H), 7.22 (t, J = 8.1 Hz, 1H), 7.29 (d, J = 9.0 Hz, 2H), 
7.38 (t, J = 2.1 Hz, 1H), 7.53 (d, J = 9.0 Hz, 2H)o 



mMM2 3(117) : N- {4- [ ( [1- (4- {4- [ U 

5 ;v) 7^7] 7 ^ 7 ^-ty} - 4 ;v] t 

5.7} 757] 7x“ 71/} 77>7/l/t:>75 F • 

TLC : Rf 0.50 : 7 77-7= 10:1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.90 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
10 3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 

7.18 (t, J = 9.0 Hz, 2H), 7.28-7.33 (m, 4H), 7.55 (d, J = 9.0 Hz, 2H)o 

mmm 2 3 ( 1 1 s) : n- [ 4 - ( 4 - { [ 4 - { [ (3-t f 

D^r'>7DF7) 757] 7J7V^— 7F} 757) - 1 - U ^ —)l] 

15 ;i/} 7^7^r'» 7 31 “71/] F ■ 

TLC :Ef 0.70 —JP= 4:1); 

NMR (CD 3 OD) : <5 0.95 (t, J = 7.2Hz, 3H), 1.26-1.41 (m, 2H), 1.45-1.58 (m, 2H), 
1.65-1.77 (m, 2H), 1.86-1.97 (m, 2H), 2.03-2.22 (m, 2H), 2.95 (s, 3H), 3.03-3.15 (m, 
4H), 3.27 (t, J = 6.3Hz, 2H), 3 .59 (t, J = 6.3Hz, 2H), 3.50 -3.65 (m, 2H), 4.14 (m, 1H), 
20 4.25 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 

7.50 (d, J = 8.7Hz, 2H)o 

t 

mMm 23 (119) : N— [4 - (4 - {[4- ( {[ (3-t Fn^r7 
7°Dtf7F) 757] ;V} 757) -l-t.°^U^n;v] 7 

25 7^—jls] ^ # 77JI&77 5. F • 

TLC :Rf 0.32 : 7^7-;i/=4 : 1) ; 
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NMR (CD 3 OD) : 6 1.60-1.84 (m, 3H), 2.02 (m, 1H), 2.09-2.20 (m, 2 H), 2.95 (s, 
3H), 3.02-3.15 (m, 2H), 3.20 (t, J = 6.5Hz, 2H), 3.45 -3.61 (m, 2H), 3.57 (t, J = 6.5Hz, 
2H), 3.72 (m, 1H), 4.27 (s, 2H ), 7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 

7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 
5 

mnm 2 3 ( 120 ) :N-(4-{4-[(4 - {77 )V [ ( 3 -7^- 

J\y7^7) 7 5.7} - 1 - tw; SF— 11/) 77JI] 7 ^7 77} 

7^—Jl) 7 7>X) ^>7^ F • 

T L C : R f 0.31 (M{b7 7 U > : ^ 7 7 — 11/= 10:1) ; 

10 NMR (CD 3 OD) : <5 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.05-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02 -7.11 (m, 5H), 7.18 (t, J = 3.3, 
1.5 Hz, 1H), 7.25-7.31 (m, 3H), 7.51 (d, J = 8.7 Hz, 2H)o 

15 mMffl 23 (121) : N - (4 - {4 - [ (4 - {77)V [ ( 2 -7^~ 

)vr^j) 75 . 7 } - 1 ;f) 77)V\ 

7 ^-;]/) 7777)^775 F 

T L C : Rf 0.31 (WLih7 77 7 : 7 7 7 — 11 /= 10:1) ; 

NMR (CD 3 OD) : 6 0.95 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.60 (m, 2H), 
20 1.60-1.80 (m, 2H), 1.80-1.90 (m, 2H), 2.10-2.20 (m, 2H), 2.91 (s, 3H), 2.95-3.05 (m, 

2H), 3.20-3.30 (m, 2H), 3.51 (s, 2H), 4.00 (m, 1H), 6.65 (m, 1H), 6.77 -6.79 (m, 2H), 
6.92-6.96 (m, 4H), 7.21-7.24 (m, 2H), 7.31 (d, J = 8.7 Hz, 2H ) 0 

mmm 2 3 (122) :N-(4-{4-C(4 - {77)1 [ (2, 3—7 
25 t Fn - l, 4 -^ 77 - 7 ^- 777 - 6 — f;i/T3;y) #;i//F— ;i/] 7^7} 
- 1 J]y) 77)1} 7x7^'» 7x“jl/) 77 77)1^77 5 
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TLC : Rf 0.40 10:1) ; 

NMR (CD 3OD) : 6 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.70 (m, 2H), 

1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
5 2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.20 (s, 4H), 4.28 (s, 2H), 6.72 (s, 2H), 6.85 (t, 

J = 1.4 Hz, 1H), 7.02-7.11 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.48 (d, J = 8.9 Hz, 2H)o 

mmm 2 3 (1 2 3 ) : n- [ 4 - ( 4 - { [ 4 - { c ( 3 , 5 - 

^7Mn7x-jV) T5.y] jjjUTF'-Jl /} 7 ^ 7 ) - 1 ;v] 

10 77 rc 

TLC : Rf 0.40 J — 7f = 10:1) ; 

NMR (CD 3 OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.70 (m, 2H), 

1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.30 (s, 2H), 6.55 (m, 1H), 7.02-7.11 (m, 6H), 
15 7.29 (d, J = 8.4 Hz, 2H), 7.51 (d, J = 8.4 Hz, 2H)o 

mMm 23 (124) :N— [4 — (4 — { [4— (7*^71/ { [ ( 3 , 4- 

^-JU) 7^7] *7V5f— 71/} 757) - 1 - 27— 7V] 

7*^71/} 7x y^rS7) 7:c“7V] ^ H • 

20 TL C : Rf 0.44 = 10:1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.5 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.70 (m, 2H), 

1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.02-7.16 (m, 6H), 7.29 (d, J = 
8.6 Hz, 2H), 7.40 (m, 1H), 7.55 (d, J = 8.6 Hz, 2H)o 
25 

mMm 23 (125) : N— [4 - (4 - {[4 - (7^7V { C ( 1 
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'> f- 3 ;v) y^y] y^y) - l - y - 71/] 

yyii/} y^y^yO yen - 71 /] 

T L C : R f 0.69 (ffifliy y b > : y y y — 7V= 5 : 1 ) ; 

N M R (CD 3 OD) : 6 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
5 1.90-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.30 (m, 2H), 3.30-3.40 (m, 

2H), 3.50-3.60 (m, 2H), 4.31 (s, 2H), 4.35 (m, 1H), 7.02-7.07 (m, 4H), 7.29 (d, J = 
8.6 Hz, 2H), 7.55 (d, J = 8.6 Hz, 2H) 7.88 (dd, J = 8.9, 3.5 Hz, 1H), 8.39 (d, J = 2.7 
Hz, 1H), 8.50 (d, J = 2.7 Hz, 1H), 9.39 (s, 1H) 0 

io mum 23(126) : n- [4- (4- { c 4 — (y*^;v { [ (2, 4 - 

i/7Mn7x~;i/) y^y] # 71 /^— 71/} y ^ y ) - l - tr^u 71/ ] 

y y;i/} y xiy ^:y) y ^-;v] y^>^;i/^>y^ F - Ml 
TLC : Rf 0.58 (7DD^VA : y y y — ;v= 10:1) ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
15 1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 

2H), 3.50-3.60 (m, 2H), 4.17 (m, 1H), 4.29 (s, 2H), 6.92-7.00 (m, 2H), 7.02-7.08 (m, 
4H), 7.26-7.41 (m, 3H), 7.49-7.52 (m, 2H) ; 

dbfcfcB • 
yrTOHH 3 

: m 9 6 - 1 9 8 °Co 

20 

MMM2 3 (127) : N— {4 - [4 - ({4 - [{[ (4-yn^yx 

— 7 i/) y^y] # 71 ^— 71 /} (yyyi/) y^y] - 1 - 7i/} yy 

7i/) yxy^y] y ^- 71 /} y y >x7i/y>y^ F -%gHB 
TLC :Rf 0.57 (y D D/F71/A : y y y— 71/= 10:1) ; 

25 NMR (CD3OD) : (5 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.60 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.05-3.20 (m, 2H), 3.20-3.30 (m. 
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2H), 3.50-3.60 (m, 2H), 4.19 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 7.27-7.31 (m, 
4H), 7.39 (d, J = 8.7 Hz, 2H), 7.51 (d, J = 8.7 Hz, 2H)o 



5 



10 



mmm2 3 ( 1 2 8) : N- (4- {4- [ (4- [ (-f 

- 1 - If ^ )J 57 - )]y) yy )V ] 

y^—jv) yy>y;i^>y^ F -i&mM. 

TL C : Rf 0.51 (^DD*M : yy y—jv= 10:1) ; 

N M R (CD 3 OD) : <5 0.87 (d, J = 6.6 Hz, 6H), 0.95 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 
2H), 1.50-1.60 (m, 2H), 1.76 (m, 1H), 1.80-2.00 (m, 2H), 2.00-2.20 (m, 2H), 2.96 (s, 
3H), 2.96 (d, J = 7.5 Hz, 2H), 3.00-3.40 (m, 4H), 3.50-3.60 (m, 2H), 4.16 (m, 1H), 
4.28 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.50 (d, J = 8.9 Hz, 2H) C 



mmm 2 3(129) : n- {4 - [4 - ( {4 - [ { c ( 4 - 7 MD 7 

7F) y^y~\ ( 3 -yyjl - 2 -y'y-)i) -1 

15 Jl} y^Jl) 7x7^ p^] 7xrjl/} F • 

T L C : R f 0.62 : y y y — 7F = 9:1); 

NMR (CD 3 OD) : <5 1.75 (s, 6H), 1.92-2.03 (m, 2H), 2.07-2.23 (m, 2H), 2.95 (s, 
3H), 3.05-3.19 (m, 2H), 3.50-3.60 (m, 2H), 3.94-4.02 (m, 2H), 4.20-4.35 (m, 3H), 
20 5.18 (m, 1H), 6.98-7.10 (m, 6H), 7.26 -7.34 (m, 4H), 7.50 (d, J = 8.7Hz, 2H) o 

mmm 23 (130) : n - [4 - (4 - {[4 - (3 - { [ ( 4 

-yjiy-jny y$.y] y^y) - l - 57 -;v] 

y^)V\ y^y^-y) y^-;u] y y yyjv-fcyy^ F • 

25 T L C : R f 0.61 (M'ity^ly > : y & y —) l/= 9:1) ; 

NMR (CD3OD) : 6 1.97-2.10 (m, 2H), 2.19-2.20 (m, 2H), 2.43 (m, 1H), 2.49-2.58 
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(m, 2H), 2.95 (s, 3H), 3.02-3.19 (m, 2H), 3.46-3.61 (m, 4H), 4.08 (m, 1H), 4.29 (s, 
2H), 6.98-7.10 (m, 6H), 7.26-7.34 (m, 4H), 7.50 (d, J = 8.7Hz, 2H) 0 

mmm 2 3(131) :n-C 4 -( 4 -{[ 4 - { [ (4 

5 -7MD7x^) ;i/} 7^7) - 1 - ;i/] 

T L C : R f 0.61 (Mib* ^ U > : ;>< ^ 7 —71/= 9:1); 

NMR (CD3OD) : 6 1.95-2.06 (m, 2H), 2.15-2.44 (m, 4H), 2.95 (s, 3H), 3.03-3.18 
(ra, 2H), 3.28-3.41 (m, 2H), 3.50-3.61 (m, 2H), 4.13 (m, 1H), 4.29 (s, 2H), 5.08 (d, J 
10 = 10.2Hz, 1H), 5.14 (d, J = 17. 1Hz, 1H), 5.86 (m, 1H), 6.98 -7.10 (m, 6H), 7.26-7.35 

(m, 4H), 7.50 (d, J = 8.7Hz, 2H) C 



mi 2 3 (132) : N— {4 - [4- ({4- [{[ (4-7MD7 
:n— ;t/) 7^7] 7J71/^— ;v} (2-hFD^r'>77^) 7^7] - 1 - 1? 

15 7F} P<^7V) 7x7^r'>] 7i-M 77>X;i^>7^ F ■ 



T L C : Rf 0 . 



9 : 1) ; 



NMR (CD 3 OD) : (S' 1.02 (t, J = 7.5Hz, 3H), 1.44-1.60 (m, 2H), 1.95-2.28 (m, 4H), 
2.95 (s, 3H), 3.01-3.36 (m, 4H), 3.47-3.60 (m, 2H), 3.66 (m, 1H), 4.10 (m, 1H), 4.28 
20 (s, 2H), 6.98-7.10 (m, 6H), 7.2 2-7.34 (m, 4H), 7.50 (d, J = 8.7Hz, 2H)o 



25 



mi 2 3 ( 1 3 3 ) :N— {4 — [ 4 — ( {4 — [ [ (1, 

7P-5 -4;V7^7) 7j7V^— 7F] T5.y] - 1 - 

TL C : Rf 0.29 (^DD^7FA : J— )l= 10:1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.70 (m, 2H), 
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1.90-2.00 (m, 2H), 2.10-2.20 (m, 2H), 2.95 (s, 3H), 3.05-3.20 (m, 2H), 3.20-3.30 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 5.90 (s, 2H), 6.70 -6.71 (m, 2H), 
6.89 (d, J = 1.8 Hz, 1H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 
Hz, 2H)o 
5 

mnm2 3 ( 1 3 4) : N- [4 - (4 - {[4 - ( (4-7;i/^D^>^ 

;i/) { [ (4-7MD7x^v) — 1 — tr 

V “./!/] 7^7^) 7^—71/] F ■ jtfigg 

% 

10 TLC:Rf 0.59 (7Dn$M :^^7-;v=9 : 1) ; 

N M R (CD 3 OD) : 6 7.46 (brd, J = 8.4 Hz, 2H), 7.40-7.24 (m, 6H), 7.14-6.80 (m, 

8H), 4.62 (s, 2H), 4.32 (m, 1H), 4.24 (s, 2H), 3.48 (m, 2H), 3.06 (m, 2H), 2.95 (s, 3H), 
2.20-1.88 (m, 4H) C 

15 mM@12 3 (135) :N— {4 — [4— ( {4 — [ { [ (4-7MD7 

m-;i/) ( 2 -7 — 1-fcT 

7x7^p'>] F • iMM 

m 

T L C : Rf 0.62 (7DD*Jt/A : 9 : 1) j 

20 N M R (CD3OD) : 6 7.45 (brd, J = 8.7 Hz, 2H), 7.30-7.19 (m, 6H), 7.16-6.90 (m, 
8H), 4.59 (s, 2H), 4.32 (m, 1H), 4.23 (s, 2H), 3.88 (s, 3H), 3.47 (m, 2H), 3.08 (m, 2H), 
2.95 (s, 3H), 2.18-1.88 (m, 4H) 0 

mMffl 23 (136) : N - {4 - [4- ( {4 - [ {[ (4 -7)\;7rU 7 
25 m-;b) ( 2 -7 ^7b^>^7b) - 1 — 
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5 



TLC:Rf 0.68 : 1) ; 



N M R (CD 3 OD) : <5 7.45 (brd, J = 8.7 Hz, 2H), 7.30-7.10 (m, 8H), 7.08-6.90 (m, 
6H), 4.56 (s, 2H), 4.43 (m, 1H), 4.24 (s, 2H), 3.49 (m, 2H), 3.07 (m, 2H), 2.95 (s, 3H), 
2.35 (s, 3H), 2.16-1.86 (m, 4H) C 



mmm 23 ( 1 3 7 > : n -[ 4 -( 4-{[4 - { [ ( 3 - 1 f 

4 -yyyuy 7^7] 757) 

57 -;i/] yyy} yyyyy^yy^ F • 

TL C : Rf 0.42 (7DD ?F;i/A : — ;F= 10:1) ; 

10 N M R (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.20-1.40 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.00 (m, 2H), 2.10-2.30 (m, 2H), 2.12 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.16 (m, 1H), 4.28 (s, 2H), 6.64 (dd, J = 8.0, 
2.0 Hz, 1H), 6.83 (d, J = 2.0 Hz, 1H), 6.94 (d, J = 8.0 Hz, 1H), 7.02-7.08 (m, 4H), 
7.29 (d, J = 8.4 Hz, 2H), 7.49 (d, J = 8.4 Hz, 2H) 0 
15 



mnm 23 ass) : n - [ 4 - ( 4 - { c 4 - { [ ( 3 , 5 - 

57 R FD^'>7x-;i/) 7 ^ 7 ] ;f} y^y) - l -tf^u 57 -;f] 

y^y^cZs) yy>y;yfc>y^ F • MWU. 

TLC : Rf 0.75 (lft7^I/>:777-;i/=5 : 1) ; 

20 NMR (de-DMSO) : 6 0.88 (t, J = 7.2 Hz, 3H), 1.20-1.40 (m, 2H), 1.40-1.50 (m, 
2H), 1.70-1.80 (m, 2H), 2.10-2.30 (m, 2H), 3.16 (s, 3H), 3.30-3.40 (m, 2H), 3.60-3.90 
(m, 4H), 4.14 (m, 1H), 4.22 (d, J = 4.8 Hz, 2H), 5.83 (t, J = 2.1 Hz, 1H), 6.37 (d, J = 
2.1 Hz, 2H), 7.02-7.08 (m, 4H), 7.25 (d, J = 8.6 Hz, 2H), 7.57 (d, J = 8.6 Hz, 2H), 
7.88 (s, 1H), 9.71 (s, 1H), 10.51 (s, 1H) 0 
25 

mmm 2 3 ( 139 ) : n- [4- ( 4 - { [ 4 - (y^;i { [ ( 2 -t f 
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D^rSy- 2 -y^;i/y°n ;y^y] ;i/} 

y^;v} yrcyjp^) y^-;i/] 5 k • 

TLC : Rf 0.50 )V= 9 : 1) ; 

NMR (CD 3 OD) : 6 0.96 (t, J = 7.2Hz, 3H), 1.15 (s, 6H), 1.28-1.44 (m, 2H), 
5 1.50-1.62 (m, 2H), 1.88-1.98 (m, 2H), 2.08-2.25 (m, 2H), 2.95 (s, 3H), 3.02-3.22 (m, 

6H), 3.50-3.60 (m, 2H), 4.16 (m, 1H) , 4.28 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 
= 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) 0 



mmm2 3 (140) : N- [4- (4 - {[4 - ({[ (2-tFD^ 

10 - 2 -y ^;i/y°nbvv) r^y] t$.j) - 1 ;y] 

y y^y^sy) y^-;i/] y y 

TLC : Rf 0.15 : y % J— ;i/= 9:1) ; 

NMR (CD3OD) : (J 1.15 (s, 6H), 1.60-1.78 (m, 2H), 2.00-2.21 (m, 2H), 2.95 (s, 
3H), 3.01-3.15 (m, 4H), 3.44-3.55 (m, 2H), 3.73 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 
15 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H ), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) 0 

23 (14 1) : N — [4— (4 — {[4— ( (y^u y°D hVpy 

jv ) { [ ( 4 - 7 /i/tD 7 x-/b) 7^7] 7 ^y) — 1 — tf 

sy-;i/] yyyy} y^y^iy) y^-;p] y 7 > 7 ;v*> 7 ^ F -M 

20 M. 

tl c : Rf 0.43 (^iby^yy : y yy— ;v= 9 : 1) ; 

NMR (CD3OD) : 6 0.32-0.37 (m, 2H), 0.57-0.63 (m, 2H), 1.06 (m, 1H), 1.97-2.10 
(m, 2H), 2.25-2.42 (m, 2H), 2.95 (s, 3H), 3.05-3.18 (m, 2H), 3.25 (d, J = 6.6Hz, 2H), 
3.51-3.62 (m, 2H), 4.06 (m, 1H), 4.29 (s, 2H), 6.98-7.10 (m, 6H), 7.27-7.35 (m, 4H), 
25 7.50 (d, J = 8.7Hz, 2H)o 
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23 (142) : N - [4- (4 - {[4- ( '??•)]/* 3VF) 

{ [ (4-7;vtD7x-;i/) ;v} -l— bw; 

V =-)]/] ) v} 7x- ;v] F • JffiBItS 

TLC:Rf 0.43 (Sft^fl/>:^^y-;i/=9 : 1) ; 

5 N M R (CD 3 OD) : 6 1.75-2.14 (m, 8 H), 2.23-2.40 (m, 2 H), 2.62 (m, 1 H), 2.95 (s, 
3H), 3.03-3.15 (m, 2H), 3.36 (d, J = 6.9Hz, 2H), 3.50-3.60 (m, 2H), 3.95 (m, 1H), 
4.28 (s, 2H), 6.98-7.08 (m, 6 H), 7.2 7-7.32 (m, 4H), 7.50 (d, J = 8.7Hz, 2H)o 



i$U23 (143) : N— (4 - {4 - [ (4 - {{[ (4-7MD7 
10 757] ;v} [ ( 1 F- 3 — tr >J *?=. )P) y^-)V\ 

757} - 1 — 57 -;i/) y^-)V\ 7 ^— ;v) 

aF>T5. f • :S81i£g 

TLC :Rf 0.14 (»^l/> : ^^7— 7V=9 : 1) ; 

NMR (CD 3 OD) : 6 1.98-2.32 (m, 4H), 2.95 (s, 3H), 3.09-3.21 (m, 2H), 3.50-3.60 
15 (m, 2H), 4.30 (s, 2H), 4.40 (m, 1H), 4.72 (s, 2H), 6.97-7.10 (m, 6H), 7.29 (d, J = 

8.7Hz, 2H), 7.37 (dd, J = 9.0, 5.1 Hz, 2H), 7.53 (d, J = 8.7Hz, 2H), 7.84 (t, J = 7.0Hz, 
1H), 8.08 (d, J = 7.0Hz, 1H), 8.62 (d, J = 7.0Hz, 1H), 8.69 (s, 1H) 0 



m2 3 (1 4 4) : N- [4- (4 - { [4 - ( ( 3 - 
) { [ (4-7;i'tn7x“;i/) 757] #;i/sfr=.;i/} 757) — 1— tr 

^ 1 ; y^ydpsy) 731 — ;i/] ^ >^7 VtF>t5: F ■ 



% 



TLC : Rf 0.65 (^DD^;i/A : 7^7-;V=5 : 1) ; 

NMR (CD 3 OD) : 6 7.47 (m, 2H), 7.40-7.22 (m, 5H), 7.16 (m, 1H), 7.10-6.96 (m, 
25 8 H), 4.65 (s, 2H), 4.37 (m, 1H), 4.24 (s, 2H), 3.50 (m, 2H), 3.09 (m, 2H), 2.95 (s, 3H), 

2.20-1.90 (m, 4H ) 0 
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3 (145) : N— [4 - (4 - {[4 - ( (2 - 7 
;]/) { [ (4-7MD7i-;i/) 7^7] 7U) - 1 - 1° 

^US7-;i/] 7^77} 7^7^70 -7ai-;v] F • JM® 

5 ^ 

TL C : Rf 0.65 (7 nn?F7]/A : 7 7 7— 7b = 5:1) ; 

N M R (CD3OD) : 6 7.46 (brd, J = 8.7 Hz, 2H), 7.40-7.22 (m, 6H), 7.20-6.92 (m, 
8H), 4.69 (s, 2H), 4.39 (m, 1H), 4.25 (s, 2H), 3.51 (m, 2H), 3.10 (m, 2H), 2.95 (s, 3H), 
2.20-1.89 (m, 4H)o 



MMM2 3 (146) : N— {4 — [4 - ({4 - [{[ (4-7MD7 

:x“7F) 7^7] #71/^— 7V} ( 4-7 h^r^^>57;V) 757] - l—\f 
;F— 7b} 7 3^71/) 7x 7^7] 7 7 F • J^St 



15 TLC : Rf 0.69 (7nn^/7A : 7^7-;7= 5 : 1) ; 

NMR (CD 3 OD) : 6 7.45 (brd, J = 8.7 Hz, 2H), 7.40-7.20 (m, 6H), 7.10-6.88 (m, 
8H), 4.57 (s, 2H), 4.29 (m, 1H), 4.23 (s, 2H), 3.76 (s, 3H), 3.49 (m, 2H), 3.08 (m, 2H), 
2.95 (s, 3H), 2.22-1.86 (m, 4H)o 

20 mMM 23 (147) : N— {4- [4- ({4 - [{[ (4 7 
XI n;v) 757 ] #7V*F— 7F} ( 3 -7 F^T^^S^F) 757] - 1 - h° 

7^7F) 7x7^7] 7xz” 7F} 7 7 >X7bxF>T^ F • 



TLC : Rf 0.81 (7D D :f7FA : 7 7 7—7F = 5 : 1) ; 

25 NMR (CD3OD) : 6 7.46 (brd, J = 9.0 Hz, 2H), 7.30-7.20 (m, 5H), 7.08-6.94 (m, 
6H), 6.92-6.76 (m, 3H), 4.62 (s, 2H), 4.35 (m, 1H), 4.24 (s, 2H), 3.77 (s, 3H), 3.49 (m, 
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2H), 3.08 (m, 2H), 2.95 (s, 3H), 2.20-1.90 (m, 4H)o 

mmm2 3 ( I 4 8) :N-{4-[4-({4-[{[ (4-7MD7 
i-;v) 75 7] — ;i/} (3-7 7-71/^7771/) 75 7] - 1 

5 U 7—71/} 7711/) 7;c7^:7] 77^-;v} 7 7 7X71/^77 5 F • 

T L C : Rf 0.85 (7 DU^M : 7 7 7—71/ = 5:1) ; 

NMR (CD3OD) : 6 7.47 (brd, J = 9.0 Hz, 2H), 7.34-7.18 (m, 6H), 7.16-6.92 (m, 
8H), 4.61 (s, 2H), 4.36 (m, 1H), 4.25 (s, 2H), 3.49 (m, 2H), 3.08 (m, 2H), 2.95 (s, 3H) 
2.32 (s, 3H), 2.22-1.90 (m, 4H)o 

10 

^MM2 3 (149) : 4 — { { [ (4-7Mn7i^) 75 7] #71/ 
/F— 71/} [1- (4 - {4 - [ (7 771/X7l/?F— 7F) 75 7] 

^7771/) - 4 — tf/^.1} $7~71/] 75 7} 7*7 7& • 

T L C : R f 0.18 (Jftfb7 777 : 777 —71/ = 9:1); 

15 NMR (CD3OD) : 6 1.82-2.02 (m, 4H), 2.10-2.30 (m, 2H), 2.43 (t, J = 6.3Hz, 2H), 
2.95 (s, 3H), 3.04-3.18 (m, 2H), 3.25-3.35 (m, 2H), 3.50-3.60 (m, 2H), 4.22-4.35 (m, 
3H), 7.00 (dd, J = 17.1, 9.0Hz, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.42-7.55 (m, 2H), 7.50 (d, J = 8.7Hz, 2H)o 



20 mmm 23(150) : n - [4- (4- { [ 4 — (7*7-71/ { [ ( 3 , 5 - 

77 771/- 4-7 V^-y-7 0 71/) 75 7] 71/} 7*5:7) - 1 -h“^ 

0 7—71/] 7 771/} 7^7 3^7) 7^—71/] 7 7 7X71/^77 5 F • 

T L C : R f 0.53 (Mb7 7-7 7 : 7 7 7 —71/= 9:1) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.2Hz, 3H), 1.32-1.47 (m, 2H), 1.58-1.70 (m, 2H), 
25 1.95-2.03 (m, 2H), 2.12 (s, 3H), 2.26 (s, 3H), 2.15-2.25 (m, 2H), 2.95 (s, 3H), 

3.03-3.17 (m, 2H), 3.21-3.32 (m, 2H) , 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.29 (s, 2H), 
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7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 
8.7Hz, 2H) 0 

mmm2 3 a 5 n : n- [ 4 - ( 4 - { [4- { [ (6-^^ 

5 )v- 3 - u ;f) ;v} - 1 -tr^u ;v] 

T L C : R f 0.51 (J^fb^ T $ j — ;y = 9:1); 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.2Hz, 3H), 1.31-1.45 (m, 2H), 1.57-1.67 (m, 2H), 
1.97-2.08 (m, 2H), 2.22-2.38 (m, 2H), 2.70 (s, 3H), 2.95 (s, 3H), 3.10-3.25 (m, 2H), 
10 3.28-3.36 (m, 2H), 3. 52-3.62 (m , 2H), 4.30 (m, 1H), 4.31 (s, 2H), 7.03 (d, J = 8.7Hz, 

2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.53 (d, J = 8.7Hz, 2H), 7.79 (d, 
J = 8.7Hz, 1H), 8.49 (dd, J = 8.7, 2.7Hz, 1H), 9.02 (s, 1H) 0 

4 : N— [4 — ( 4 - { [4 — (TTT { [ T 

15 ;v) 7^7] - 1 -tr^u t] 7 




h 3 c 



^^!]3T®^bfc'fb-£-tJ (7 0 mg) (Di?y F*§?& ( 1 

mL) lz F U 5. > (38/zL) §;{JPx.s TT -f 

20 F (4 3 mg) Fit (0.5m L ) fdvjg 

Tbs iB#p^#bfe 0 £Hfom-&mz7 k^^jp^s 
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b v ^ mmvtzo u* 

-y/l'^n'7 h ^7 7 -i — : 77 J —71/ = 10:1) trim 

(8i.9mg) £1# 

feo 

5 TLC:Rf 0.69 ; ^^y-;i/= 1 0 : 1) ; 

NMR (CD3OD) : <5 0.88-1.03 (m, 2H), 0.96 (t, J = 7.2Hz, 3H), 1.14-1.44 (m, 5H), 
1.47-1.60 (m, 2H), 1.62-1.82 (m, 6H), 1.93-2.08 (m, 4H), 2.95 (s, 3H), 3.05-3.20 (m, 
2H), 3.24-3.36 (m, 2H), 3.47 (d , J = 6.6Hz, 2H), 3.50-3.60 (m, 2H), 4.29 (s, 2H), 
5.66 (m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
10 7.51 (d, J = 8.7Hz, 2H) C 



20 



25 



2 4(1) efcTJg: 



2 4(2) 












15 



'!) 2 4 (1) : N- [4 - (4- { [4- ({[ (^ 0^3^71/^ 3~ 

;v) 7^7] # 7 i^V 7^7) - 1 - 57 -;v] 7 J-)V} 7 

x7^r'» 7 xi -;ty] 7 $ 77 ) l/^>7^ F • 

T L C : R f 0.62 (@^^^71/ : 7^7 —71/= 10:1) ; 



NMR (CD 3 OD) : 6 0.88-1.05 (m, 2H), 1.13-1.34 (m, 3H), 1.50-1.83 (m, 8H), 
2.22-2.35 (m, 2H), 2.95 (s, 3H), 3.05-3.18 (m, 2H), 3.21-3.42 (m, 2H), 3.47-3.58 (m, 
2H), 4.28 (s, 2H), 4.42 (m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 
(d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 



M2 A (2) : N— [4- (4 - {[4- (^>5771/ { [ (77u^ 
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j-)v} 7xy^» 7 x~m F • iMm m 

T L C : R f 0.67 : * $ J —Jl= 10:1) ; 

NMR (CD 3 OD) : 6 0.62-0.78 (m, 2H), 1.00-1.14 (m, 3H), 1.30-1.62 (m, 6H), 
5 1.89-2.13 (m, 4H), 2.95 (s, 3H), 3.09-3.21 (m, 2H), 3.36 (d, J = 6.6Hz, 2H), 3.45-3.56 

(m, 2H), 4.27 (s, 2H), 4.7 1 (s, 2H), 5.87 (m, 1H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 
8.7Hz, 2H), 7.17-7.38 (m, 7H), 7.48 (d, J = 8.7Hz, 2H)o 



mmmz 5:N-[4-(4-{[4 - { [ (3-t 

10 ;u) 7^7] zuitF—ji} 7^7) - 1 -t°^u S 7 n;i/] 7^7^ 

S') 7x“/b] 




( 3 - { [t - s>o;i/] ^r^S'} 7 ^> (72.3 

mg) 0rh7tFn77> (lmL) h ')x7;V7^ 

15 > (97//L) . (44.1m g) 1 BtM# bfeo 

3 T'M?a b ( 1 0 Omg) £ h ijx7;P7^> 

(55//L) ON, N-'7^7-;i/^;i/A7^ F (lmL) M^vjTFU 1 
5^at#bfco figfti^SbklR^- h U Bf& 

A 

h u miibfco 

20 1 5#ii#U Sil&bfco 

b-feo h U ^Al^Tf&feSbs ^Hbfeo 

^UAWD7h^77-f- (f^x^ : 7 7 7 — Jl/ = 1 0 : 1) idT 
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iiu ( 99.6 

mg) 

T L C : R f 0.46 *$~\s > : J — 91/= 9:1) ; 

NMR (CD 3 OD) : 6 0.95 (t, J = 7.2 Hz, 3H), 1.16 (d, J = 6.0Hz, 3H), 1.26-1.41 (m, 
5 2H), 1.44-1.70 (m, 4H), 1.85-1.97 (m, 2H), 2.05-2.21 (m, 2H), 2.95 (s, 3H), 3.03-3.13 

(m, 4H), 3.17-3.38 (m, 2H), 3.50-3.58 (m, 2H), 3.78 (m, 1H), 4.13 (m, 1H), 4.27 (s, 
2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, 
J = 8.7Hz, 2H)o 



io mmm 2 5 c 1 ) -mmm 25 ( 1 0 ) 

( 3 - { [t-^;i/ (^^^;i/) ^ u;i/] ts . 

mmm 3 xm ^ l 

§75 ^ x ^ mmm 25 1 wt-t 

§ m T & ilb'n % fc o 

15 

H#®#!|2 5 (1) : N- {4- [4- ( {4- [7^91/ ( { [ (1R, 2 R) 
- 2 — t HD^r^^'^D'v^pS/91/] 7} ^791/^— 91/) 7^9] - 1 - tf 

/^U$9-;i/} ^^9V) 91/} ^ ^ >X9V^>T ^ F • 



20 T L C : R f 0.29 (@fr§ta^9V : ;>< ^ 7 —91/= 10:1) ; 

NMR (CD3OD) : 6 0.95 (t, J = 7.2Hz, 3H), 1.23-1.42 (m, 6H), 1.47-1.61 (m, 2H), 
1.65-1.77 (m, 2H), 1.88-2.05 (m, 4H), 2.05-2.22 (m, 2H), 2.95 (s, 3H), 3.02-3.20 (m, 
4H), 3.34-3.48 (m, 2H), 3.50-3. 5 9 (m, 2H), 4.14 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) o 
25 

mmm 2 5 (2) : n- {4- [4- ( {4- c^ 9 v ({[(is, 2 s) 
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— 2 — t. ;v) 75 ; 7 ] — l — t? 

7^71/) 7^7^57] y ^ =.)]/} K -£111 

T L C : R f 0.29 (WM^As : 7 # 7 — 7V= 10:1) ; 

5 NMR (CD 3 OD) : 6 0.95 (t, J = 7.2Hz, 3H), 1.23-1.42 (m, 6 H), 1.47-1.61 (m, 2H), 
1.65-1.77 (m, 2H), 1.88-2.05 (m, 4H), 2.05-2.22 (m, 2H), 2.95 (s, 3H), 3.02-3.20 (m, 
4H), 3.34-3.48 (m, 2H), 3.50-3. 59 (m, 2H), 4.14 (m, 1H), 4.28 (s, 2H), 7.03 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H) o 

10 mmm 2 5 (3) : n- {4- [4- ( { 4 — [ ( { c ( 1 -t 

7^7V] 7^7} ;v) 7^7] - 1 7V} 

7 771/) 7 ^ 7 ^ 57 ] y^-jv} K • 

T L C : R f 0.23 (f^;n77l/ : 777 —77= 5:1); 

NMR (CD 3 OD) : 6 1.26-1.75 (m, 11H), 2.02(m, 1H), 2.10-2.21 (m, 2H), 2.95 (s, 
15 3H), 3.03-3.16 (m, 4H), 3.45-3.55 (m, 2H), 3.72 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 

8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) o 

mmm 2 5 (4) :n- {4- [ 4 - ( {4- [ ( {[ hr, 2 r) - 2 

-hFD^'>7DA^^M 757} #77^— 77) 757] -1-tf^'J 
20 ^—71/} 7 777) 7^7=*r57] 7 ^-;V} 77>7^>75 H • 

T L C : R f 0.64 (J^fb7 57 1/ > : 7 7 7 —77= 4:1); 

NMR (CD 3 OD) : 6 1.12-1.40 (m, 4H), 1.59-1.76 (m, 3H), 1.88-2.06 (m, 3H), 
2.11-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.14 (m, 2H), 3.18-3.38 (m, 2H), 3.46-3.55 (m, 
2H), 3.73 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 

25 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 
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mm # 0 2 5 (5) :N— {4 — [4— ( {4 — [ ( {[ (IS, 2 S) — 2 

T^y} ;f) T^yl 

57— ;v} y^y^s/] y^-;v} yyyyn F 

T L C : Rf 0.64 (JM-ffci^ : y%y — /I/= 4:1) ; 

5 NMR (CD3OD) : 6 1.12-1.40 (m, 4H), 1.59-1.76 (m, 3H), 1.88-2.06 (m, 3H), 
2.11-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.14 (m, 2H), 3.18-3.38 (m, 2H), 3.46-3.55 (m, 
2H), 3.73 (m, 1H), 4.27 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 
(d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 

10 mmm 25(6) :N-(4-{4-[(4 - {y^JU [ (4-^^.V 

;i ;i/] 7 ^ 7 } - 1 - ;v) y^ju] y^y =%-'>} 

yzz-jp) 7 7>x;^>7^ F • 2 ^^^ 

T L C : Rf 0.24 (n-7'7 7 — )V : SFSt : tK= 4:2: 1 ) ; 

NMR (CD3OD) : 6 0.95 (t, J = 7.2 Hz, 3H), 1.30-1.40 (m, 2H), 1.40-1.50 (m, 2H), 
15 1.70-1.80 (m, 2H), 1.80-2.00 (m, 2H), 2.00-2.20 (m, 4H), 2.95 (s, 3H), 3.00-3.20 (m, 

6H), 3.30-3.50 (m, 2H), 3.50-3.60 (m, 2H), 3.80 (m, 1H), 4.10 (m, 1H), 4.28 (s, 2H), 
7.02-7.08 (m, 4H), 7.29 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 2H) 0 



mmm 25 (7) ; n - [4 - (4 - {[4- ( { [ ( 2 - 1. 

20 ;i/) 7 ^ 7 ] T^y) ;v] y^-M y^y* 

'» yzz-ji] yy>yjis^>y^ F 

TLC :Rf 0.48 : 7^7-;i=4 : 1) ; 

NMR (CD3OD) : <5 0.94 (t, J = 7.2 Hz, 3H), 1.32-1.52 (m, 2H), 1.58-1.75 (m, 



1.6H), 1.98-2.08 (m, 0.4H), 2.10-2.20 (m, 2H), 2.95 (s, 3H), 3.00-3.14 (m, 2H), 
25 3.16-3.40 (m, 2.6H), 3.45-3.54 (m, 2.4H) , 3.68-3.78 (m, 0.8H), 3.90-3.95 (m, 0.2H), 

4.27 (s, 1.6H), 4.33 (s, 0.4H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, 
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J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 

mMM 25 (8) : N - [4- (4 - { [4 - ( { [ (3-tFD ^'>7^ 

)]/) 7^7] 7^7) - 1 2^— 7V] 7^ 7V } 7^7=^ 

5 '>) 7rc-;v] 77 >771/;F>73; F • 

T L C : R f 0.33 (Mb7 5^ V > : 7 7 7 —71/ = 4:1); 

NMR (CD 3 OD) : <5“ 1.16 (d, J = 6.3Hz, 2.4H), 1.17 (d, J = 6.3Hz, 0.6H), 1.48-1.75 
(m, 3.6H), 1.98-2.05 (m, 0.4H), 2.10-2.20 (m, 2H), 2.95 (s, 3H), 3.02-3.30 (m, 4H), 
3.48-3.55 (m, 2H), 3.65-3.83 (m , 2H), 4.27 (s, 1.6H), 4.32 (s, 0.4H), 7.03 (d, J = 
10 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H) o 

5 (9) : N- [4- (4- { [4- (7“eF71/ { [ (2-t Fn df- 
77*771/) 7^7] 71/} 7^7) - 1 - If ^ V - ;V] 7 771/} 7 

317^27) 7^—71/] 7 7 777F/F77 5; F • MMM 
15 T L C : R f 0.48 0 Mj7 777:777 —71/ = 9:1) ; 

NMR (CD 3 OD) : 6 0.95 (t, J = 7.2 Hz, 6H), 1.28-1.61 (m, 6H), 1.88-1.97 (m, 2H), 
2.04-2.22 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.22-3.32 (m, 2H), 3.48-3.59 (m, 
3H), 4.14 (m, 1H), 4.28 (s, 2H ), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 
7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 

20 

mmm 2 5 ( 10 ) : n- { 4 - [ 4 - ( { 4 - [ 7 * 771 / ( { l c i-r f 

D + 777D ^\=3rS77F) 7 77F] 7^7} 7771/^—71/) T^7] - 1 
U^r:7F} 7 771/) 7 ^7=^:7] 7rc“7l/} 7 7 7771/^F 7T F • 
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TLC :Rf 0.56 1 0 : 1) ; 

NMR (CD 3 OD) : 6 0.96 (t, J = 7.5Hz, 3H), 1.27-1.70 (m, 14H), 1.88-1.97 (m, 2H), 
2.04-2.21 (m, 2H), 2.95 (s, 3H), 3.02-3.18 (m, 4H), 3.20 (s, 2H), 3.48-3.60 (m, 2H), 
5 4.15 (m, 1H), 4.28 (s, 2H), 7. 03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J 

= 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 2H)o 



mm 2 6 : N-^;V-N- [1- (4- {4- [ (;* 




3 b ( 50 . 0 m g) ©N, N — ^ 
(lmL) hU (30.0/2 L) 43«fctFlf 

1 F (13.4/2 L) &iP;bT 4 0°C-£ 1 2B$f?g 

15 WWlsfro tK^SPx., 

h u /I 

ilbfeo U h ^ 

y— ;V=7 : l) bTblT©^'l'4fit§^‘i~ 

(14.9m g) 
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TLC : Rf 0.61 (^nP^;VA : J—)\s= 5 : 1) ; 

NMR (CD3OD) : 6 0.92 (t, J = 7.5 Hz, 3H), 1.20-1.70 (m, 10H), 1.90-2.05 (m, 
2H), 2.06-2.24 (m, 2H), 2.95 (s, 3H), 3.02-3.18 (m, 4H), 3.18-3.38 (m, 4H), 3.45-3.62 
(m, 3H), 4.27 (s, 2H), 7.00-7.12 (m, 4H), 7.24-7.3 4 (m, 2H), 7.44-7.58 (m, 2H)o 

5 

mmm 2 g (p ~mmm 26 ( 4 ) 

1 F©-ft;h 0 n j? 

mMM2 6 lcf 

W f Jf.% 0JR fc o 

10 

2 6 ( 1) : N-7^;i/-N- [ 1 - (4- {4- [ 

- ;i/) ts:^] 7x7^p'>} -4-tf^.y ^— )P - 4 

V F • 

TLC : Rf 0.64 (7nn*M : J — )V= 5 : 1) ; 

15 NMR (CD3OD) : 6 0.93 (t, J = 7.2 Hz, 3H), 1.20-1.40 (m, 2H), 1.42-1.56 (m, 2H), 
1.88-2.02 (m, 2H), 2.06-2.30 (m, 2H), 2.95 (s, 3H), 3.02-3.16 (m, 4H), 3.21-3.34 (m, 
3H), 3.44-3.70 (m, 8H), 4.23 (s, 2H), 7.00-7.10 (m, 4H), 7.12-7.38 (m, 2H), 7.49 (brd, 
J = 8.7 Hz, 2H)o 



20 mMm 2 6 (2) : N— (4 - {4- [ (4 - {[ 5. J ) 

5 ^— ;i/] T^y} - 1 -tr^u ;i/) y^J^t/} y^=- ;f) ^ 

yyyn F • tfgg&g 

TLC : R f 0.55 (^nn J — )V= 5:1) ; 

NMR (CD3OD) : 6 0.93 (t, J = 7.5 Hz, 6H), 1.31 (m, 4H), 1.49 (m, 4H), 1.70-1.88 
25 (m, 2H), 2.04-2.14 (ra, 2H), 2.95 (s, 3H), 3.08 (m, 2H), 3.14-3.35 (m, 4H), 3.50 (m, 

2H), 3.79 (m, 1H), 4.27 (s, 2H), 7.00-7.10 (m, 4H ), 7.22-7.34 (m, 2H), 7.49 (brd, J = 
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8.7 Hz, 2H) 0 

mMffl 2 6 (3) : N-r^;V-N- [1- (4- {4- [ 

- ;i/) 7^7] — 4 — S7-;i/] -l— h°n U 

5 i>>Z) F • iMMM 

TLC:Rf 0.63 (^DD^A:^^7-;V=5 : 1) ; 

NMR (CD 3 OD) : <S 0.92 (t, J = 7.5 Hz, 3H), 1.22-1.36 (m, 2H), 1.38-1.52 (m, 2H), 
1.80-2.02 (m, 6H), 2.04-2.24 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 4H), 3.26-3.38 (m, 
4H), 3.52 (m, 2H), 3.72 (m, 1H), 4.26 (s, 2H), 7.00 -7.10 (m, 4H), 7.22-7.36 (m, 2H), 
10 7.42-7.56 (m, 2H)o 

mM$!2 6 (4) : N- (4- {4- [ (4- {y^)V [ (Vy^)^'T^J) 

7^7} - 1 — fcT^l) SF— )V) ^^71/] y^J^y} y 

15 TL C : Rf 0.59 (^DDaFIVA : yy y—Jl = 5:1); 



2.95 (s, 3H), 3.00-3.40 (m, 7H), 3.44-3.68 (m, 4H), 4.26 (s 2H), 7.00-7.12 (m, 4H), 
7.29 (brd, J = 9.0 Hz, 2H), 7.48 (brd, J = 8.4 Hz, 2H)o 



20 mM® |J2 7 :N— [4 — (4 — { [4— ( {[ 7^7] 

:f^ 7) — 1 — tf ^ U $7— 7F] y^y^-Ss) y :n— 7F] 
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0-^;VtKn =3r'>7^> ( 1 0 0 mg) 0rh7tFD77>M 
(2.5 m 1 ) IZyk&n&Ts 1, 1’ tf X — 1 H — f * ^V— 71/ 

(CDI) ( 1 2 9 mg) Oy- h =y t F D 7 ^ ly'MW. (6.5m 1 ) b feo 

3 0^im 1 ^2pbfe^T'MBbfeN- (4- {4- [ (4- 

M2 0 0 mg) ^PX.S 5 5 °C7! 2 4BtP^#bfeo 

Tf&kftU Mbfeo '>')*?> v^u^rbV^y-i— (wm 

;v= 1 0 : 1) ttflb i btttT 

10 (144.3m g) §f#fc 0 

T L C : R f 0.42 (fi^;n5f-71/ : J — 71/= 5:1); 

NMR (CD 3 OD) : d 1.63-1.79 (m, 2H), 1.96-2.07 (m, 2H), 2.96 ($, 3H), 3.00-3.12 
(m, 2H), 3.44-3.54 (m, 2H), 3.74 (m, 1H), 4.26 (s, 2H), 4.76 (s, 2H), 7.04 (d, J = 
8.7Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H ), 7.29 (d, J = 8.7Hz, 2H), 7.33-7.43 (m, 5H), 7.48 
15 (d, J = 8.7Hz, 2H) 0 



8 : 4- (4- { [4- (77*^71/ { [ (2, 4-^7MD7ir 

7V) 7^7] #71/^— 71/} T^.b) fcWj l — f 71 ,] ^5^71/} 17:r.y 

^rS/) 




N- t -7“h^-^T37V^— ;i/t 0 ^U57>-4^->^ ri -7 7 ''^-;V7’^ 

K^k Sfitt h ur-fe 
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h V c bfeo 1# tbft 1 — t — y h ^r 

4 -7^y fcT^U 2 , 4 W V'> 

FcK h iJx7;P7^ 

N-r/^-N 5 - (2, 4-i? 

5 7MD7x^;i/) — N — tf^U 4 — f N- 

7>7-))s-N’ - (2, 4-P7)\s$-Ti7 -N-bW;^>-4->T 

£ITO©iSftsfc:f>fU OT©*fi£ 

&W3" (4 8 mg) ^#feo 

10 TLC : Rf 0.78 — ;V= 5 : 1) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.36-1.43 (m, 2H), 1.60-1.70 (m, 2H), 
1.99-2.04 (m, 2H), 2.16-2.28 (m, 2H), 3.08-3.17 (m, 2H), 3.24-3.30 (m, 2H), 
3.56-3.61 (m, 2H), 4.15 (m, 1H), 4.32 (s, 2H), 6.90 -7.05 (m, 2H), 7.07 (d, J = 8.7 Hz, 
2H), 7.18 (d, J = 8.7 Hz, 2H), 7.37 (m, 1H), 7.56 (d, J = 8.7 Hz, 2H), 8.04 (d, J = 8.7 
15 Hz, 2H)o 



fj-jflil'ffij 2 8 ( 1 ) 2 8 (18) 

N-^;i/-N* - (2, 4 -Vy)^uy jv) -N-tT^U *S>- 4 
- ^ ^ fe (ills t § 'J 43«fctf4- ( 4 

20 rn7^r'>) D tffi S t § 7^r b MMM 

i 

mMW ]2 8(1) : 4 — (4 — { [4— (^;V { C (2, 4-^7;V^"D 
y^-jV) T^7] *;i/sKn;i/> T^7) tT^U V>- 1 — < 7P] ^r7;i/} 
25 >^;i/7js>T5: H • W$M 

TL C : Rf 0.89 )1/= 5 : 1) ; 
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N M R (CD3OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.36-1.45 (m, 2H), 1.59-1.70 (m, 2H), 
1.99-2.03 (m, 2H), 2.17-2.30 (m, 2H), 3.08-3.17 (m, 2H), 3.23-3.30 (m, 2H), 
3.56-3.60 (m, 2H), 4.15 (m, 1H), 4.32 (s, 2H), 6.90 -7.03 (m, 2H), 7.14 (d, J = 8.7 Hz, 
2H), 7.18 (d, J = 8.7 Hz, 2H), 7.37 (m, 1H), 7.57 (d, J = 8.7 Hz, 2H), 7.91 (d, J = 8.7 
5 Hz, 2H)o 

MMW12 8 (2) : N — 7 N 5 — (2, 4 — 7 — 

N — [1- ( {3, 5— 1 — [1- 

10 - 4 ))/] • 2 

T L C : R f 0.12 \ J —)l= 10:1) ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.5 Hz, 3H), 1.33-1.45 (m, 2H), 1.59-1.70 (m, 2H), 
1.98-2.01 (m, 4H), 2.12-2.30 (m, 4H), 2.33 (s, 3H), 2.43 (s, 3H), 2.89 (s, 3H), 
2.93-3.01 (m, 2H), 3.09-3.17 (m, 2H), 3.25-3.30 (m, 2H), 3.58-3.63 (m, 2H), 
15 3.86-3.90 (m, 2H), 4.19 (s, 2H), 4.19 (m, 1H), 4.39 (m, 1H), 6.89 -7.03 (m, 2H), 7.37 

(m, lH)o 

mmm2 8(3) : N- (3* - { [4- { [ (2, 4 

D7i^) y ] ;i/} 7^7) 1 -j)V\ 

20 - 1,1 5 -\£y^-)\/- 4 —A ;v) 

T L C : R f 0.78 : £ $ J — /l/= 10:1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.5 Hz, 3H), 1.34-1.44 (m, 2H), 1.58-1.68 (m, 2H), 
1.98-2.01 (m, 2H), 2.19-2.32 (m, 2H), 2.99 (s, 3H), 3.12-3.30 (m, 4H), 3.58-3.63 (m, 
2H), 4.19 (m, 1H), 4.39 (s, 2H), 6.89 -7.02 (m, 2H), 7.36 (d, J = 8.4 Hz, 2H), 7.3 7 (m, 
25 1H), 7.49 (d, J = 7.5 Hz, 1H), 7.57 (t, J = 7.5 Hz, 1H), 7.68 (d, J = 8.4 Hz, 2H), 7.76 

(d, J = 7.5 Hz, 1H), 7.82 (s, 1H) 0 
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mMM2 8(4) :N— [4— (4 — { [4— (77JV { [ (2, 4-77 

75.7) if^V77- 1 -7 ;i/] 7 
7M -3, 5 -777)V- 1 H-R°7V'— 71/- 1 -7 IF) 7 IF] 7 7 
5 77)^77 5 F • 2^1^ 

T L C : R f 0.29 : 77 7 — 7F= 10:1) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.5 Hz, 3H), 1.36-1.44 (m, 2H), 1.60-1.70 (m, 2H), 
1.98-2.00 (m, 2H), 2.20-2.35 (m, 2H), 2.35 (s, 3H), 2.35 (s, 3H), 3.03 (s, 3H), 
3.03-3.13 (m, 2H), 3.27-3.30 (m, 2H), 3.58-3.62 (m, 2H), 4.17 (m, 1H), 4.17 (s, 2H), 
10 6.90-7.03 (m, 2H), 7.35-7.4 5 (m, 5H)o 

mmmz s (5) : 4 — { C 4 — { [ (2, 4-'^7MD7x- 

;f) 7 ^/] ;i/} 7 ^ 7 ) 57 >- 1 — r ;f] 7 7-;f} -n- 

{4- [ (7 7;F7;FtF— IF) 75 7] ^>S7;F} ^>77 5 F • 

15 TLC:Rf 0.36 (Mb77F> : 777-;i= 1 0 : 1) ; 

N M R (CD 3 OD) : 6 0.96 (t, J = 7.5 Hz, 3H), 1.28-1.40 (m, 2H), 1.69-1.89 (m, 4H), 
2.11-2.18 (m, 2H), 2.92 (s, 3H), 2.96-3.00 (m, 2H), 3.22-3.37 (m, 4H), 3.59 (s, 2H), 
4.02 (m, 1H), 4.53 (s, 2H), 6.87-7.01 (m, 2H), 7.21 (d, J = 8.7 Hz, 2H), 7.33 (d, J = 
8.7 Hz, 2H), 7.38 (m, 1H), 7.44 (d, J = 8.4 Hz, 2H), 7.82 (d, J = 8.4 Hz, 2H)o 

20 

2 8(6) :N— (4— { [4 — (7'7)V { l (2 , 4-77 )V7ru 
7 m -;i/) 7572 77/FzF'— ;F} 757) 77- 1 --7 )]/2 77JV} 

7^-;F) - 2- {4- [ (7 7;i7;^-;i) 7 5 72 7^=.)]/} 7-k F 
7 5 F • 

25 T L C : Rf 0.26 (Mh7^7 7 : 77 7— ;F = 1 0 : 1 ) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.5 Hz, 3H), 1.28-1.41 (m, 2H), 1.58-1.69 (m, 2H), 
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1.96- 2.01 (m, 2H), 2.11-2.26 (m, 2H), 2.93 (s, 3H), 3.05-3.26 (m, 2H), 3.23-3.26 (m, 
2H), 3.53-3.56 (m, 2H), 3.67 (s, 2H), 4.13 (m, 1H), 4.26 (s, 2H), 6.89-7.02 (m, 2H), 
7.21 (d, J = 8.7 Hz, 2H), 7.32 (d, J = 8.7 Hz, 2H), 7.38 (m, 1H), 7.46 (d, J = 8.4 Hz, 
2H), 7.70(d, J = 8.4 Hz, 2H)o 

5 

mmm2 8 (7) :N-{4-[(4-{[4 - { [ (2, 4-'^ 

7MD7xr/i/) T^y] T^y) 1 — f;v] 

y^)V\ y y F • iMBM 

T L C : Rf 0.40 (i&iby : y y y — 7l/= 10:1) ; 

10 N M R (CD 3 OD) : 6 0.97 (t, J = 7.5 Hz, 3H), 1.34-1.42 (m, 2H), 1.55-1.60 (m, 2H), 

1.94-2.00 (m, 2H), 2.12-2.20 (m, 2H), 2.99 (s, 3H), 3.03-3.12 (m, 2H), 3.23-3.25 (m, 
2H), 3.47-3.51 (m, 2H), 4.13 (m, 1H), 4.25 (s, 2H), 4.85 (s, 2H), 6.68 (d, J = 8.7 Hz, 
2H), 6.89-7.03 (m, 2H), 7.13 (d, J = 8.7 Hz, 2H), 7.36 (m, 1H), 7.42 (s, 4H) 0 

15 28(8) : 4 — (4 — { [4— (y rf-JV {[(2, 4 — i?7 Jl/^r n 

7 y^y] v} y^y) $?>- 1 — f ;i/] y^-ju} 

-3, 5-^f/i/-iH-h°7';-;i-i — fjp) -N-y > 

F ■ 2iMMM 

T L C : Rf 0.38 (Mihy y V > : y$ J —71/ = 10:1) ; 

20 N M R (CD3OD) : 6 0.98 (t, J = 7.5 Hz, 3H), 1.36-1.44 (m, 2H), 1.63-1.68 (m, 2H), 

1.97- 2.04 (m, 2H), 2.29-2.34 (m, 2H), 2.39 (s, 3H), 2.46 (s, 3H), 2.58 (s, 3H), 
3.16-3.36 (m, 4H), 3.66-3.70 (m, 2H), 4.23 (m, 1H), 4.27 (s, 2H), 6.89 -7.03 (m, 2H), 
7.38 (m, 1H), 7.73 (d, J = 8.7 Hz, 2H), 8.00 (d, J = 8.7 Hz, 2H) C 

25 mmm2 8(9) : N- [4- (4- { [4- (7^JP { [ (2, 4 -V7 

MD7x^;i/) y^y] 7 ^ 7 ) y>- 1 -y ; f] y 
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3-)V} F -MMiM. 

T L C : R f 0.30 (ff*n^;i/) ; 

NMR (CD3OD) : d 0.98 (t, J = 7.5 Hz, 3H), 1.33-1.45 (m, 2H), 1.59-1.69 (m, 2H), 
1.98-2.02 (m, 2H), 2.15-2.28 (m, 2H), 2.88 (s, 3H), 3.06-3.15 (m, 2H), 3.24-3.30 (m, 

5 2H), 3.54-3.59 (m, 2H), 4.14 (m, 1H), 4.24 (s, 2H), 4.28 (s, 2H), 6.89-7.03 (m, 2H), 

7.03 (d, J = 8.7 Hz, 2H), 7.06 (d, J = 8.7 Hz, 2H), 7.37 (m, 1H), 7.41 (d, J = 8.7 Hz, 
2H), 7.49 (d, J = 8.7 Hz, 2H)o 

mmm2 s a o> : n- {4- [ (4- { n 4 — { [ (2, 4- 

10 i;7Mn7x“jV) jtj) l/si?— ;i/} 7^7) 1 --f 7F] 

T L C : R f 0.27 ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.5 Hz, 3H), 1.34-1.42 (m, 2H), 1.60-1.66 (m, 2H), 
1.96-2.01 (m, 2H), 2.12-2.20 (m, 2H), 2.95 (s, 3H), 3.04-3.11 (m, 2H), 3.23-3.30 (ra, 

15 2H), 3.52-3.56 (m, 2H), 4.12 (m, 1H), 4.24 (s, 2H), 5.10 (s, 2H), 6.86 -7.03 (m, 2H), 

7.10 (d, J = 8.7 Hz, 2H), 7.25 (d, J = 8.7 Hz, 2H), 7.36 (m, 1H), 7.41 (d, J = 8.7 Hz, 
2H), 7.42 (d, J = 8.7 Hz, 2H)o 

mmmz sun : n- [ 4 - (4- { [4- ( { 1 (2, a-v 
20 7Mn7x-;i/) 7 ^ 7 ] 7^7 ) z?>-i 

y ^-;v} 7 7 ;i/] 7-feh7^ F - MS 
T L C : R f 0.28 ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.5 Hz, 3H), 1.35-1.45 (m, 2H), 1.58-1.69 (m, 2H), 
1.98-2.02 (m, 2H), 2.12 (s, 3H), 2.15-2.27 (m, 2H), 3.06-3.14 (m, 2H), 3.24-3.30 (m, 
25 2H), 3.54-3.58 (m, 2H), 4.14 (m, 1H), 4.28 (s, 2H), 6.89-7.03 (m, 2H), 7.00 (d, J = 

8.7 Hz, 2H), 7.04 (d, J = 8.7 Hz, 2H), 7.36 (m, 1H), 7.47 ( d, J = 8.7 Hz, 2H), 7.57 (d, 
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J = 8.7 Hz, 2H)o 

mMm 2 8 ( 12 ) : N— [4 - (4 - {[ 4 - ( U^ 

pWv) l --r;v] 

5 F • 18&M 

TLC : Rf 0.47 (^DO*M : J — ;i/= 5 : 1) ; 

NMR (CD3OD) : <5 0.94 (t, J = 7.5 Hz, 3H), 2.00-1.06 (m, 19H), 2.95 (s, 3H), 
3.02-2.88 m, 2H), 3.30-3.16 (m, 4H), 3.56-3.44 (m, 3H), 4.25 (s, 2H), 7.10-7.00 (m, 
4H), 7.29 (brd, J = 9.0 Hz, 2H), 7.48 (brd, J = 8.4 Hz, 2H)o 

10 

mmm2 8 (i 3 ) 4- [4- ( {4- [ (t* 

3-)V) TXJ3 1 -^)V} yZ^Jls) 7:ny 4p'>] ^ 

TLC : R f 0.24 ^ $ J — ;i/= 10:1) ; 

15 NMR (CD3OD) : <5 8.04 (d, J = 9.0 Hz, 2H), 7.58 (d, J = 9.0 Hz, 2H), 7.17 (d, J = 
9.0 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.75 (m, 1H), 4.40 -4.10 (m, 3H), 3.70-3.05 (m, 
6H), 2.40-1.30 (m, 14H), 1.01-0.93 (m, 9H) 0 

mmm 2 8(14) : 4 - [4- ( {4 - n 
20 jp) (y^ju) y ] ^u^>-i-4;i/} ^5";v) 7^ 

7 =^'>3 

T L C : R f 0.27 ^ ^ J — )V= 10:1) ; 

NMR (CD 3 OD) : 6 8.04 (d, J = 9.0 Hz, 2H), 7.58 (d, J = 8.7 Hz, 2H), 7.17 (d, J = 
8.7 Hz, 2H), 7.07 (d, J = 9.0 Hz, 2H), 4.75 (m, 1H), 4.40 -4.10 (m, 3H), 3.70-3.00 (m, 
25 6H), 2.40-0.80 (m, 27H)o 
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mmm 2 8(15) : n- [4- (4- { [ 4 - { [ (2, 4-*? 

7;vtn7x-;i/) ;v} 1 --f;v] 

f • mmm 

TLC : Rf 0.68 J— JP= 10:1) ; 

5 N MR (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.34-1.41 (m, 2H), 1.58-1.69 (m, 2H), 
1.96-2.00 (m, 2H), 2.12-2.23 (m, 2H), 2.91 (s, 3H), 3.05-3.13 (m, 2H), 3.23-3.30 (m, 
2H), 3.53-3.56 (m, 2H), 3.99 (s, 2H), 4.10 (m, 1H), 4.27 (s, 2H), 6.89-7.03 (m, 2H), 
7.16 (d, J = 8.7 Hz, 2H), 7.20 (d, J = 8.7 Hz, 2H), 7.35 (m, 1H), 7.35 (d, J = 8.0 Hz, 
2H), 7.42 (d, J = 8.0 Hz, 2H)o 

10 

mmm 2 8 ( 1 e) : n- [ 4 - ( 4 - { [4- C 7 ^;f { c (2 , 4 

7^7] rft;i/7 F— ;p} 757) tf^U 57 >- l — -f;i/] 
— 3 -^DD7xr.jV] F • la if 



15 TLC : R f 0.63 ^rX/"y : J — JU= 10:1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.32-1.45 (m, 2H), 1.59-1.69 (m, 2H), 

1.98-2.01 (m, 2H), 2.13-2.26 (m, 2H), 3.01 (s, 3H), 3.06-3.14 (m, 2H), 3.24-3.30 (m, 
2H), 3.54-3.58 (m, 2H), 4.13 (m, 1H), 4.28 (s, 2H), 6.90-7.05 (m, 2H), 7.00 (d, J = 
8.7 Hz, 2H), 7.13 (d, J = 8.7 Hz, 1H), 7.24 (dd, J = 8.7, 2.7 Hz, 1H), 7.36 (dt, J = 8.7, 

20 6.0 Hz, 1H), 7.43 (d, J = 2.7 Hz, 1H), 7.48 (d, J = 8.7 Hz, 2H) 0 



25 



mmm2 8 (17) : N-:7r7;i/-N 3 - (2, 4-'77MD7xr;v) 

-N- [1- ( {3, 5 1 - [4- (l'J7MD7 7;P) 7 

- l ;i/-4 --fM b^u^>-4 — r;i/] 

WM • 2 

TLC : Rf 0.74 : yyj—)V= 10:1) ; 
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NMR (CD 3 OD) : 6 0.99 (t, J = 7.5 Hz, 3H), 1.36-1.44 (m, 2H), 1.61-1.71 (m, 2 H), 
2.00-2.05 (m, 2H), 2.23-2.37 (m, 2H), 2.39 (s, 3H), 2.44 (s, 3H), 3.16 -3.24 (m, 2H), 
3.27-3.32 (m, 2H), 3.66-3.70 (m, 2H), 4.20 (m, 1H), 4.27 (s, 2H), 6.89-7.03 (m, 2H), 
7.38 (dt, J = 9.0, 6.0 Hz, 1H), 7.72 (d, J = 8.4 Hz, 2H), 7.87 (d, J = 8.4 Hz, 2H)o 



5 



10 



mmm 28 as) :n- {4 - [ ( 5 - {[ 4 - { 1 ( 2 3 4 - 

i;7MD7i^) ii) ;i/> 




TLC : Rf 0.31 (^PD^;i/A : ^7—71/= 10:1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 



1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.98 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.35 (s, 2H), 6.86-7.05 (m, 2H), 7.10-7.17 (m, 
3H), 7.32-7.38 (m, 3H), 8.09 (dd, J = 8.7, 2.2 Hz, 1H), 8.32 (d, J = 2.2 Hz, 1H ) 0 



15 

mmm 29(1) ~mmm 29 c 1 3 1 ) 

MMM2 3 D t f ^ t 



mMm2 9(1) : N- (4- {4- [ (4- {77)\y [ (h°U 5 

— n]y-r^j) *71/^— 7V] 7^;} 1 — f 7F) *7)V\ 7 ^ 

y^riy} F • 2MMM 
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TLC : Rf 0.44 : * y J — ;V = 9 : 1 ) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.2Hz, 3H), 1.32-1.48 (m, 2H), 1.55-1.70 (m, 2H), 
1.97-2.08 (m, 2H), 2.23-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.23 (m, 2H), 3.29-3.38 (m, 
5 2H), 3.50-3.62 (m, 2H), 4.25 (m , 1H), 4.31 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J 

= 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.53 (d, J = 8.7Hz, 2H), 9.03 (s, 1H), 9.27 (s, 
2H)o 



MMM 2 9 (2) : N— ( 4 — {4 — [ ( 4 — {y'^JP [ ( b° U >— 4 
10 fijptf-jp] y$.y} 1 --4JP) j*^)P] 

y =*-'>} y 3 l—)p) yy >y)p^>yy K • 2 ^^^ 

TLC : Rf 0.45 (MibA : jt, & J —)P— 9:1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.5Hz, 3H), 1.32-1.47 (m, 2H), 1.55-1.69 (m, 2H), 
2.00-2.10 (m, 2H), 2.27-2.45 (m, 2H), 2.95 (s, 3H), 3.12-3.27 (m, 2H), 3.33-3.45 (m, 
15 2H), 3.50-3.62 (m, 2H), 4.24-4. 35 (m, 3H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 

8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.53 (d, J = 8.7Hz, 2H), 8.49 (dd, J = 7.2, 2.7Hz, 
1H), 9.13 (d, J = 7.2Hz, 1H), 9.49 (d, J = 2.7Hz, 1H) 0 



MMm 2 9 (3) : N— {4 - [4- ( {4 - [ { [ (6-TiP Kb°U^> 
20 — 3— 'i )P) 7^7] ^)pvii~jp} (y*^jp) T$.y] h°^V — 1 — -f 

jp} yy-)p) y y^-)p} yy>y;p^>T^ f • 

TLC : R f 0.47 (Mih* ^ V > : & J —)P= 9:1) ; 
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N M R (CD3OD) : 6 0.98 (t, J = 7.2Hz, 3H), 1.30-1.45 (m, 2H), 1.55-1.70 (m, 2H), 
1.97-2.08(m, 2H), 2.24-2.41 (m, 2H), 2.95 (s, 3H), 3.05-3.20 (m, 2H), 3.25-3.38 (m, 
2H), 3.55-3.65 (m, 2H), 4.19 (m, 1H), 4.31 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.07 (d, J 
= 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.51 (d, J = 8.7Hz, 2H), 7.88 (dd, J = 9.6, 
5 1.5Hz, 1H), 7.99 (dd, J = 9.6, 1.5Hz, 1H), 9.42 (d, J = 1 .5Hz, 1H) 0 

mmm 2 9 ( 4 ) : n- { 4 - [ 4 - ( { 4 — 177 ^ ( { [ 3 - (h>j7 

JV7U7 b77) 7^—Jb] 7 ^ 7 } #71/^— 71/) 7^7] 

)b} 77)V) 7^7^r7] 7 z-il/} ^ ^ h* • Hi ^ 

10 TLC : Rf 0.49 (^DOaM/A : 77 7 — 7l/= 1 0 : 1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.17 (m, 1H), 4.29 (s, 2H), 6.93 (m, 1H), 7.02 -7.08 (m, 4H), 
7.27-7.34 (m, 4H), 7.45 (m, 1H), 7.50 (d, J = 8.7 Hz, 2H) 0 
15 

mmm 2 9 ( 5 ) : n- { 4 - [ 4 - ( { 4 - c { c ( 4 - 777 ^ 7 ^- 

71/) 7 5.7] (77)V) 75 J] V 1 — f 71/} 77 

71/) 7 ^7 77] 7 7 7>7A'7>7 5 F • WMiM. 

TLC : Rf 0.42 (7DD 7JVA : 77 7 —71/= 10:1) ; 

20 NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.55 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.30 (s, 2H), 7.03 (d, J = 8.9 Hz, 
2H), 7.07 (d, J = 8.9 Hz, 2H), 7.29 (d, J = 8.9 Hz, 2H), 7.50 (d, J = 8.1 Hz, 2H), 7.53 
(d, J = 8.1 Hz, 2H), 7.92 (d, J = 8.9 Hz, 2H)o 
25 

mmm 2 9 ( 6 ) : n- { 4 - [ 4 - ( {4- 17711 ( { [ 2 - ( h; 7 



213 




WO 2004/080966 



PCT/JP2004/003333 



7xr;i/] T^y} ;i/) r^y] 

-^;V} y^Ftt/) ^^ydf-:^] 7^i-;i/} y$yyn /*>7§ F • 

T L C : Rf 0.51 (^nn^l/A : J — ;i/= 10:1) ; 

N M R (CD3OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.35-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
5 1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 

2H), 3.40-3.60 (m, 2H), 4.16 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 7.19-7.34 (m, 
5H), 7.48-7.51 (m, 2H), 7.60 (m, 1H) 0 

mmm 29 ( 7 ) : n- { 4 - [ 4 - ( { 4 - [ [ (^> vv ;FT^y) * 

10 (y^;u) T^y] twj yy- 1 — r;v} y^;i/) y^y^] 

7 xc-/iv} f ♦ 

T L C : Rf 0.60 (7DDf;i/A : y y y — ;i/ = 10:1) ; 

N M R (CD3OD) : 6 0.92 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.60-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.95 (s, 3H), 3.05-3.20 (m, 2H), 3.30-3.40 (m, 
15 2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.27 (s, 2H), 7.02-7.06 (m, 4H), 7.29 (d, J = 

9.0 Hz, 2H), 7.48-7.53 (m, 4H), 7.61 (m, 1H), 7.87 (d, J = 7.2 Hz, 2H) 0 

mmm 29 ( 8 ) : n- [ 4 - ( 4 - { [ 4 - (y^;v { c ( 2 , e-yy 
MD7x-;i/) 7 ^ 7 ] ;i/> y^y) 1 —4)V\ y 

20 ^)V} y^y^-y) 77>7;i/^>75 F • 

TLC : Rf 0.56 (y nn^;i/A : 7 10:1) ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.30 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 6.97-7.08 (m, 6H), 7.28-7.31 (m, 
25 3H), 7.49-7.52 (m, 2H) 0 
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mnm 29 o) :n-{ 4 -[ 4 -({ 4 - ( { [ 4 - (h'j 7 

F^'» 7x^;v] ;V) 7^7] 

—DU 7x7^'>] 7^-;D F • iMMM 

TL C : Rf 0.47 ( 7 DU^M : y—)V= 10:1) ; 

5 N M R (CD3OD) : <5 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.05-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.01-7.08 (m, 4H), 7.18 (d, J = 
9.0 Hz, 2H), 7.29 (d, J = 9.3 Hz, 2H), 7.43 (d, J = 9.3 Hz, 2H), 7.51 (d, J = 9.0 Hz, 
2H)o 

10 

mMm 2 9 ( 10 ) : N- (4 - { 4 - [ ( 4 - {y^JV [ ( 3 D V >- 3 

--D 1/757) ;v] 1 -4 ;D ^)V\ 7x 

y^-y} yaz-ju) y&yyjvfcyy^ F • 2^^^ 

TL C : Rf 0.40 (^DD^PA : J —)V= 10:1) ; 

15 N M R (CD3OD) : 6 0.99 (t, J = 7.4 Hz, 3H), 1.40-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.95 (s, 3H), 3.20-3.30 (m, 2H), 3.20-3.40 (m, 
2H), 3.55-3.65 (m, 2H), 4.30 (m, 1H), 4.32 (s, 2H), 7.02-7.09 (m, 4H), 7.30 (d, J = 
8.9 Hz, 2H), 7.54 (d, J = 8.9 Hz, 2H), 7.91 (td, J = 7.2, 1.2 Hz, 1H), 8.02 (td, J = 7.2, 
1.2 Hz, 1H), 8.14 (d, J = 8.4 Hz, 1H), 8.20 (d, J = 8.4 Hz, 1H), 9.05 (d, J = 2.4 Hz, 
20 1H), 9.53 (d, J = 2.4 Hz, 1H) 0 

mmm2 9 (id : n- (4- {4- [ (4- {tddf 1 (yyu^yy 
- 3 -^y- 1-4 ^T^y) ;i/] 7^7} ^^vtsy- 1-4 ji) 

y^y^y} y az -;v) y^yy^yy^ F * t&WM 
25 TLC:Rf 0.72 (7PO^M : 777-;V=5 : 1) ; 

NMR (CD3OD) : 6 0.93 (t, J = 7.2 Hz, 3H), 1.20-1.40 (m, 2H), 1.40-1.60 (m, 2H), 
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1.80-2.00 (m, 2H), 2.00-2.20 (m, 2H), 2.24 (dd, J = 14.6, 5.6 Hz, 2H) 2.69 (dd, J = 
14.6, 8.0 Hz, 2H) 2.95 (s, 3H), 3.00-3.20 (m, 4H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 
4.28 (s, 2H), 4.39 (m, 1H), 5.69 (s, 2H), 7.02-7.07 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 
7.51 (d, J = 8.9 Hz, 2H)o 
5 

29 (12) : N— [4- (4 - {[4- (y^Jl { [ (4-7DD 
- 3 -t ;i/) ;i/} y$.y) twj^v-i 

— '{J]/] 7x7^r'» ~7 71/] y -9 >7* 5, F • fMMtlU. 

TLC : Rf 0.41 (7nn*M : ^7—71/= 10:1) ; 

10 N M R (CD3OD) : 6 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.00 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 6.77 (dd, J = 8.9, 2.4 Hz, 1H), 
7.02-7.08 (m, 5H), 7.15 (d, J = 9.0 Hz, 1H), 7.29-7.31 (m, 2H), 7.47-7.51 (m, 2H)o 

15 29 (13) : N— [4- (4 - {[4 - ( y^JV { [ ( 4 - 7) V# 

D-3-tFn^'>7x-;v) 7 ^ 7 ] t^7) 

1— 4)V\ y F • hSMM 

TLC : Rf 0.40 (7DD*M : y$ J—) l/= 10:1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
20 1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 

2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 6.70 (m, 1H), 6.90-7.00 (m, 2H), 
7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.49 (d, J = 8.9 Hz, 2H)o 

mum 2 9(14) : N— (4— {4— [ (4— [ (3V 0 >- 6 

25 -4A7^7) ;V] 7^7} U > - 1 — f 7V) y^-)P] 
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TL C : Rf 0.44 (^DD^M : ^$7 — 11/= 10:1) ; 

N M R (CD3OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 

2.00- 2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.30 (m, 2H), 3.30-3.50 (m, 
2H), 3.50-3.70 (m, 2H), 4.30 (m, 1H), 4.32 (s, 2H), 7.02-7.09 (m, 4H), 7.30 (d, J = 

5 8.9 Hz, 2H), 7.53 (d, J = 8.9 Hz, 2H), 8.01 (dd, J = 8.6, 5.6 Hz, 1H), 8.15 (d, J = 9.3 

Hz, 1H), 8.31 (dd, J = 9.3, 2.4 Hz, 1H), 8.42 (m, 1H), 9.01-9.05 (m, 2H)o 

mMM 29(15) :N— {4— [4— ( {4 — [ 7*^11/ ( { [ 2 - ( h V 
7 7^)1) 7 rc -;v] 7*^ y } *;i'7^-;i/) 7 ^] tf^.0 V7—1 

10 — 4 ' ,71/} ^7^) 7x^ 7 3 zrr.ll/} y 7 >7,11/ /bT'T’ ^ F 

TL C : Rf 0.69 (7 dd$M : yy y— ll/= 10:1) ; 

N M R (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.90 (m, 4H), 

2.00- 2.20 (m, 2H), 2.93 (s, 3H), 2.95-3.05 (m, 2H), 3.20-3.40 (m, 4H), 3.51 (s, 2H), 
4.05 (m, 1H), 6.93-6.98 (m, 4H), 7.24 (d, J = 9.0 Hz, 2H), 7.32 (d, J = 9.0 Hz, 2H), 

15 7.34 (m, 1H), 7.58-7.60 (m, 2H), 7.66 (d, J = 7.8 Hz, 1H) 0 

mmm 2 9 ( 1 6) : n- [ 4 - ( 4 - { [ 4 - (7^)v { c (6 -t+v 
- 1 , 6 — Fn try '>>- 3 — ni/) 7 ^ 7 ] ^ii^-iv} 7 *^ y ) tr° 
1 ;v] 7zcyjp^) 7 zcrr.;i/] y y yy.ii/rhVT’^ 

T L C : R f 0.45 (J&fby 71/>:7^y — ll/= 4:1) ; 

NMR (CD3OD) : 6 0.96 (t, J = 7.2Hz, 3H), 1.30-1.45 (m, 2H), 1.50-1.65 (m, 2H), 
1.92-2.05 (m, 2H), 2.18-2.35 (m, 2H), 2.95 (s, 3H), 3.08-3.35 (m, 4H), 3.50-3.60 (m, 
2H), 4.21 (m, 1H), 4.30 (s, 2H) , 6.68 (d, J = 9.6Hz, 1H), 7.03 (d, J = 8.7Hz, 2H), 
25 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.53 (d, J = 8.7Hz, 2H), 7.72 (d, J = 

3.0Hz, 1H), 7.79 (dd, J = 9.6, 3.0 Hz, 1H) 0 
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mum 2 9 (17) :N— [4— (4 — { [4 — (^;i/ { [ ( 4 

;v} 1 -^;v] ^ 

t7M -7rny^'» yyyyjl&yr^ F 

5 T L C : R f 0.47 (Mb^< 1/ > : * y — 7V= 9:1); 

NMR (CD 3 OD) : <5 0.94 (t, J = 7.2Hz, 3H), 1.26-1.58 (m, 7H), 1.70-1.80 (m, 2H), 
1.85-2.20 (m, 7H), 2.95 (s, 3H), 3.02-3.17 (m, 4H), 3.48-3.65 (m, 3H), 4.13 (m, 1H), 
4.28 (s, 2H), 7.03 (d, J = 8.7H z, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.50 (d, J = 8.7Hz, 2H) 0 

10 

mmm2 9 (IS) :N-{4-C4-({4-[{[ (4-7MD7X 

-;i/) ^37V^-;i/} (3-tFD^>^;i/) 7^7] P 

> — l —'i) v} y^y^y] y ^ =.)]/} y y >7/i/^>75 F • M 

15 T L C : R f 0.80 (7nD^JPA : yy y—)]/ = 5:1); 

NMR (CD3OD) : 6 1.88-2.24 (m, 4H), 2.95 (s, 3H), 3.08 (m, 2H), 3.48 (m, 2H), 
4.24 (s, 2H), 4.34 (m, 1H), 4.58 (s, 2H), 6.60 -6.84 (m, 3H), 6.90-7.10 (m, 6H), 7.16 
(m, 1H), 7.22-7.38 (m, 4H), 7.38-7.52 (m, 2H) 0 

20 mmm 29(19) : n- [ 4 - ( 4 - { [4- ( yy-jv { c ( 2 , e-y 
yy-n / 7 x^;i) T^y ] T^y) \z^')yy- 1 — y)V\ * 

yji} 7x7^'» y^z-ji] y y yyj^yyy F • mm m 
TLC : Rf 0.59 (yuu^Jl/A : yyy —)l= 10:1) ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
25 1.90-2.10 (m, 2H), 2.20 (s, 6H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 

3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.28 (s, 2H), 7.02-7.07 (m, 7H), 
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7.29 (d, J = 8.9 Hz, 2H), 7.52 (d, J = 8.9 Hz, 2H)o 

mnm2 9 (20) :N-{4-[4-({4-[{[ {4-7)V3rU7 

— ;v) ( 2 

5 1~4)V} *4-)\s) y^=.)V} F • MBM 

T L C : R f 0.34 V > : 7 $ 4 —)]/= 9:1) ; 

NMR (CD3OD) : 6 1.00 (t, J = 7.5Hz, 3H), 1.57-1.70 (m, 2H), 1.93-2.30 (m, 4H), 
2.95 (s, 3H), 3.02-3.20 (m, 3H), 3.35-3.45 (m, 2H), 3.50 (s, 3H), 3.50-3.60 (m, 2H) , 
4.10 (m, 1H), 4.28 (s, 2H), 6.97-7.10 (m, 6H), 7.21-7.33 (m, 2H), 7.29 (d, J = 8.7Hz, 
10 2H), 7.50 (d, J = 8.7Hz, 2H) 0 

mmm2 9(21) : n- {4 - [4 - ( {4 - [ 4 -^;v- 3 - (4- 

7 )]/4rX3 ~7 31 “11/) — 2 -4r4-'J — 2 , 3-^hh'D-lH— 

- 1 ~4)V\ 1 -4)1} 7x7^r'>] 

15 H • 

TLC : Rf 0.33 /> : 4-# J~)V=9 : 1) ; 

NMR (CD 3 OD) : 6 1.02 (t, J = 7.5Hz, 3H), 2.15-2.25 (m, 4H), 2.28 (q, J = 7.5Hz, 
2H), 2.96 (s, 3H), 3.13-3.29 (m, 2H), 3.58-3.70 (m, 2H), 4.26 (m, 1H), 4.33 (s, 2H), 
6.39 (s, 1H), 7.04 (d, J = 8.7 Hz, 2H), 7.09 (d, J = 8.7Hz, 2H), 7.20 -7.35 (m, 6H), 
20 7.52 (d, J = 8.7Hz, 2H)o 

mMm 29 (22) :N— [4 — (4 — { [4— ( { [ (4 -7M0 7 rc 

-)v) { 2 - [ ;v) 

7 ^ 7 ) tf^US7>-l — f;i/] 74-)\y} 7^44-ts) 7^-;v] 

25 5 : F • MWM. 

TLC : Rf 0.31 : y$j—)\s=Q : 1) ; 
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NMR (CD3OD) : 6 1.06 (t, J = 7.5Hz, 3H), 1.48 (m, 1H), 1.69 (m, 1H), 2.05-2.18 
(m, 2H), 2.21-2.43 (m, 2H), 2.95 (s, 3H), 2.97 (s, 3H), 3.03 -3.14 (m, 2H), 3.34 (d, J = 
7.5Hz, 2H), 3.42-3.61 (m, 3H) , 3.95 (m, 1H), 4.28 (s, 2H), 6.96-7.10 (m, 6H), 
7.26-7.40 (m, 4H), 7.50 (d, J = 8.7Hz, 2H)o 
5 

mMW2 9 (23) : N— (4 - {4- [ (4 - {{[ (4 Muy ^ 
—/i/) T^y\ [ (2S) - 2 

l --f;v) y^y^s/} y^-;u) F • 

10 T L C : R f 0.39 ^ 1/ > : y % J — )l= 9:1) ; 

NMR (CD3OD) : 6 0.94 (d, J = 7.5Hz, 3H), 0.95 (t, J = 7.5Hz, 3H), 1.16 (m, 1H), 
1.50 (m, 1H), 1.74 (m, 1H), 1.95 -2.07 (m, 2H), 2.28-2.47 (m, 2H), 2.95 (s, 3H), 
3.02-3.24 (m, 4H), 3.50-3.60 (m, 2H ), 3.90 (m, 1H), 4.28 (s, 2H), 6.9 6-7.10 (m, 6H), 
7.25-7.32 (m, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H)o 
15 

mmm 29 ( 24 ) : n— [4 — (4 — {[4 — ( ( 2 -^jpy^jp) { n c 4 

-7MD7xr;v) 757] ;i/} 7^7) 1 — f 7V] 

y rf'ji'} y^y^rs^) t 7 rc— 7P] y y ^ F 

T L C : R f 0.39 7— 7F = 9 : 1 ) ; 

20 NMR (CD 3 OD) : 6 0.93 (t, J = 7.5Hz, 6H), 1.27-1.50 (m, 4H), 1.60 (m, 1H), 
1.97-2.08 (m, 2H), 2.30-2.50 (m, 2H), 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.26 (d, J = 
7.5Hz, 2H), 3.50-3.60 (m, 2H), 3.87 ( m, 1H), 4.28 (s, 2H), 6.96-7.10 (m, 6H), 
7.24-7.33 (m, 4H), 7.49 (d, J = 8.7Hz, 2H) 0 

25 29 (25) : N— {4- [4- ( {4- [{[ (4 -7;i/tD7i 

-;]/) 7^7] 2 -y juyy-;u) rs.y] b^usy 
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>- 1 --n\y} 7 xn;i/} F • M 

WM. 

T L C : R f 0.34 (Mih* 5^N> : J — ;i/= 9:1); 

NMR (CD 3 OD) : 6 1.94-2.05 (m, 2H), 2.12-2.30 (m, 2H), 2.95 (s, 3H), 3.02-3.17 
5 (m, 2H), 3.50-3.58 (m, 2H), 4.26 (s, 2H), 4.27 (m, 1H), 4.79 (s, 2H), 6.94-7.08 (m, 

8H), 7.26-7.34 (m, 5H), 7.48 (d, J = 8.7Hz, 2H)o 

mMM 29 (26) : N — { 3 — [ ( [1- (4 - {4- [ (^9- 

;i/^;i/^^;v) 7^7] — 4 — -f;i/] t 

10 5: y } ;i/) 7^7] 7 /b} T-fe h7^ F • 

T L C : R f 0.73 (f»n^7V : ^ * y — ;V= 5:1) ; 

NMR (CD 3 OD) : 6" 0.97 (t, J = 7.2 Hz, 3H), 1.28-1.45 (m, 2H), 1.56-1.67 (m, 2H), 
1.98-2.02 (m, 2H), 2.11 (s, 3H), 2.16-2.28 (m, 2H), 2.96 (s, 3H), 3.07-3.15 (m, 2H), 
3.26-3.30 (m, 2H), 3.55 -3.59 (m, 2H), 4.16 (m, 1H), 4.29 (s, 2H), 7.04 (d, J = 8.7 Hz, 
15 2H), 7.07 (d, J = 8.7 Hz, 2H), 7.10-7.23 (m, 3H), 7.30 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 

8.7 Hz, 2H), 7.69 (m, 1H) o 

mmmz 9 ( 27 ) : n- { 4 - [ c {^;v [ 1 - ( 4 - { 4 - [ c*-^ 

;v) ^>^;v) tr^y 4 — f 7P] r 

20 ^ 7 } ;f) r-fe ft F • WS&&. 

T L C : R f 0.70 \ J —;i/= 5:1) ; 

NMR (CD 3 OD) : (5 0.97 (t, J = 7.5 Hz, 3H), 1.29-1.42 (m, 2H), 1.55-1.67 (m, 2H), 
1.98-2.02 (m, 2H), 2.10 (s, 3H), 2.13-2.28 (m, 2H), 2.96 (s, 3H), 3.03-3.15 (m, 2H), 
3.25-3.30 (m, 2H), 3.55-3.59 (m, 2H), 4.16 (m, 1H), 4.29 (s, 2H), 7.04 (d, J = 8.7 Hz, 
25 2H), 7.07 (d, J = 8.7 Hz, 2H), 7.27 (d, J = 8.7 Hz, 2H), 7.30 (d, J = 8.7 Hz, 2H) 7.46 

(d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 2H)o 
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mMM 2 9 (28) : N — {4- [4- ( {4 - [{[ (4 - 7WD7 ^ 
— 7V) 7^7] 77Vtf;— 7V} (2, 2, 3, 3, 4, 4, 4-'\7°7 77V;t 

n 77-7V) 7 ^ 7 ] l -7 7V} 7 77V) 7rc-7V} 

5 7^>77V7>7^ F • 

T L C : R f 0.57 (Mb7 7 1/ > : 7 7 7 — 7V= 9:1); 

NMR (CD 3 OD) : 6 2.08-2.38 (m, 4H), 2.95 (s, 3H), 3.08-3.11 (m, 2H), 3.52-3.65 
(m, 2H), 4.04 (m, 1H), 4.18-4.35 (m, 4H), 6.99-7.08 (m, 6H), 7.26-7.37 (m, 4H), 7.50 
(d, J = 8.7Hz, 2H)o 

10 

mmm 2 9 (29) : n- {4 - [4 - ({4 - c { c (4-7MD71 

— ;v) 7 ^ 7 ] 77V*F— 7V} (4V^>7;i/) 7^7] 1 — i 

7V} 7 77V) 7;c7 = f-7] 7^—71/} 7 7>7M>7^ F • 

TLC : Rf 0.52 (:)&fb77V> : 7 7 7— 7V=9 : 1) ; 

15 NMR (CD 3 OD) : 6 0.96 (d, J = 6.6Hz, 6H), 1.45-1.55 (m, 2H), 1.65 (m, 1H), 
1.95-2.05 (m, 2H), 2.12-2.30 (m, 2H), 2.95 (s, 3H), 3.05-3.10 (m, 2H), 3.22-3.33 (m, 
2H), 3.51-3.61 (m, 2H), 4.19 (m, 1H), 4.29 (s, 2H), 6.97-7.10 (m, 6H), 7.26-7.33 (m, 
4H), 7.50 (d, J = 8.7Hz, 2H) 0 



20 9 (30) : N— [4 - (4 - {[4 - ( (2, 6 -777V7n^ 

>77V) { [ ( 4 — 7 7V7n 7 ^—71/) 7^7] 77V;F— 7V} 7^7) 

>; 57>- 1 -7 7V] 777V} 7x7^V) 7rc~7V] 7 7 777V777 3; F • 

iM-WU 

TLC : R f 0.54 (Mb7 7V>:777 — 7V= 9:1); 

25 NMR (CD 3 OD) : 6 1.88-1.99 (m, 2H), 2.19-2.34 (m, 2H), 2.95 (s, 3H), 2.99-3.12 
(m, 2H), 3.44-3.52 (m, 2H), 3.98 (m, 1H), 4.24 (s, 2H), 4.75 (s, 2H), 6.95-7.08 (m, 
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8 H), 7.25-7.40 (m, 5H), 7.45 (d, J = 8.7Hz, 2H)o 

MMM 2 9 (31) : N— {4 - [4- ( {4 — [{[ (4 — yyS/HrU 7 ^ 

-;i/> 7 ^ 7 ] 2 tr^u 

5 $?>—l -7^y^-S7] 7x-;i/} 7 7>XM>7^ F • 

2J®B£ig 

T L C : R f 0.56 (ffiffc* ^ > : ;7 * J — ;i/= 9:1) ; 

NMR (CD3OD) : 2.03-2.36 (m, 4H), 2.95 (s, 3H), 3.13-3.26 (m, 2H), 3.54-3.64 

(m, 2H), 4.32 (s, 2H), 4.45 (m, 1H), 4.87 (s, 2H), 7.00 (d, J = 9.0Hz, 2H), 7.02 (d, J = 
10 8.7Hz, 2H), 7.05 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.39 (dd, J = 9.0, 5.0Hz, 

2H), 7.56 (d, J = 8.7Hz, 2H), 7.94 (t, J = 6.0Hz, 1H), 8.03 (d, J = 8.0Hz, 1H), 8.54 (dt, 
J = 1.8, 8.0Hz, 1H), 8.75 (dd, J = 6.0, 1.8Hz, 1H) 0 



MMM2 9 (32) : N— {4 - [4- ( {4 - [{[ (4-7MD7x 
15 7^7] (tf' 7 '^>- 3 — t?^y 

*J>— 1 ~ y \)V\ ^^71/) $ >7M>7^ F • 

TL C : Rf 0.47 (Mlb * ^ 1/ > : ^ ^ 7 —JP = 9:1); 

NMR (CD3OD) : <5 1.98-2.10 (m, 2H), 2.18-2.35 (m, 2H), 2.95 (s, 3H), 3.10-3.23 
20 (m, 2H), 3.50-3.60 (m, 2H), 4.30 (s, 2H), 4.43 (m, 1H), 4.80 (s, 2H), 7.00 (d, J = 

9.0Hz, 2H), 7.02 (d, J = 8.7Hz, 2H) , 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.38 (dd, J = 9.0, 5.0Hz, 2H), 7.55 (d, J = 8.7Hz, 2H), 8.05 (dd, J = 8.4, 5.7Hz, 1H), 
8.59 (d, J = 8.4Hz, 1H), 8.75 (d, J= 5.7Hz, 1H), 8.84 (s, 1H) 0 

25 mt&tf 0 29 (33) :N— {4 — [4 — ( {4 — [ { [ (4 -7MD7 ^ 
— 7V) 7^7] (h°U 4 --f ;v^^7F) T 5. S ] 



223 




WO 2004/080966 



PCT/JP2004/003333 



1 -^ )]/} y^y^-Ss] y ^ ~; f } F • 

T L C : R f 0.47 (j&fb* 1/ > : ^ ^ J — ;V= 9:1); 

NMR (CD3OD) : <5 2.02-2.30 (m, 4H), 2.95 (s, 3H), 3.10-3.23 (m, 2H), 3.50-3.60 
5 (m, 2H), 4.30 (s, 2H), 4.48 (m, 1H), 4. 88 (s, 2H), 6.99 (d, J = 9.0Hz, 2H), 7.02 (d, J = 

8.7Hz, 2H), 7.05 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.36 (dd, J = 9.0, 5.0Hz, 
2H), 7.54 (d, J = 8.7Hz, 2H), 8.02 (d, J = 6.6Hz, 2H), 8.77 (d, J = 6.6Hz, 2H)o 

mMm2 9 (3 4) : N- (4- {4- [ (4- {^;i/ [ (y^-JVT^y) 
10 T^y} twj l ;f) y^y^y} y^— 

;i/) F • 

T L C : Rf 0.50 (yuo^JVA : yy y —)V= 10:1) ; 

NMR (CD3OD) : <5 0.94 (t, J = 7.5 Hz, 3H), 1.30-1.40 (m, 2H), 1.40-1.60 (m, 2H), 
1.80-2.00 (m, 2H), 2.10-2.20 (m, 2H), 2.72 (s, 3H), 2.95 (s, 3H), 3.00-3.15 (m, 4H), 
15 3.50-3.60 (m, 2H), 4.12 (m, 1H), 4.27 (s, 2H), 7.02 -7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 

2H), 7.49 (d, J = 8.9 Hz, 2H)o 

mmm 29(35) : n- [4- c 4 — -c c 4 — ( { [ ( 5 - 1 f n 

3 — r;v) 7^7] 7*^7) tf^US7>-l- 

20 -f;F] y^y=*r'» y^nju] yyyyjv&y'y^ F • 2^^^ 

T L C : Rf 0.50 (7DD -fcJVA : 5:1) ; 

NMR (CD3OD) : <5 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.30 (m, 4H), 3.50-3.60 (m, 
2H), 4.30 (m, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.54 (d, J 
25 = 8.9 Hz, 2H), 7.93 (d, J = 2.1 Hz, 1H) 8.12 (d, J = 2.1 Hz, 1H), 8.68 (d, J = 1.5 Hz, 

lH)o 
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5 



mMM2 9 (36) :N— [4 — (4 — { [4— (7^77 { [ (1 — fV7" 

2, 3 h U T'J — 77— 5 — f;v) 7^7] #77 

7^7) 1 — f77] 7 #77} 7:x7=5r'>) 7 ^~77] 




F 



TLC : Rf 0.65 (7DD^;i/A :777-;i/=5 : 1) ; 



N M R (CD3OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.74 (d, J = 6.6 Hz, 6H), 2.00-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.96 (s, 3H), 
3.10-3.30 (m, 2H), 3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.30 (m, 1H), 4.32 (s, 2H), 
10 5.34 (m, 1H), 7.02-7.08 (m, 4H), 7.30 (d, J = 8.9 Hz, 2H), 7.54 (d, J = 8.9 Hz, 2H), 

7.77 (dd, J = 9.0, 1.5 Hz, 1H) 7.95 (d, J = 9.0 Hz, 1H), 8.17 (d, J = 1.5 Hz, 1H) 0 



mmm 29 (37) : n- (4 - {4 - [ (4 - {{[ (4 - 7 MD 7 ^ 

— ;i/) 7 ^ 7 ] 7 } [ ( 6 -7#77t?u 2 — f;v) 7#77] 

15 7 ^ 7 } — r 77 ) 7 #77] 7 ^ 7 ^ 57 } 7 ;v) 77>7 

;i/^>7^ F • 2^^^ 

TL C : Rf 0.50 (Mih* #V> : 777 —77= 9:1); 

NMR (CD3OD) : 6 2.08-2.18 (m, 2H), 2.20-2.38 (m, 2H), 2.80 (s, 3H), 2.95 (s, 
3H), 3.14-3.26 (m, 2H), 3.52-3.62 (m, 2H), 4.32 (s, 2H), 4.47 (m, 1H), 4.83 (s, 2H), 
20 7.00 (d, J = 9.0Hz, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 

8.7Hz, 2H), 7.37 (dd, J = 9.0, 5.0Hz, 2H), 7.57 (d, J = 8.7Hz, 2H), 7.76 (d, J = 8.0Hz, 
1H), 7.78 (d, J = 8.0Hz, 1H), 8.40 (t, J = 8.0Hz, 1H) 0 

mmm 2 9 (3 8) :N-C4-(4-{[4- (7*#77 { [ (3-777 
25 7^— 77) 7^7] #77##=. 77} 757) t^'7 - 1 — f 77] 7 #77} 

7x7^7) 7xi^;7] 7 7 77^77 5 F • iMMM 
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TLC : Rf 0.52 71/ = 10:1) ; 

N M R (CD 3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.28-1.44 (m, 2H), 1.55-1.66 (m, 2H), 
1.98-2.03 (m, 2H), 2.20-2.33 (m, 2H), 2.95 (s, 3H), 3.09-3.17 (m, 2H), 3.30-3.40 (m, 
2H), 3.55-3.59 (m, 2H), 4.17 (m, 1H), 4.30 (s, 2H), 7.03 (d, J = 8.7 Hz, 2H), 7.07 (d, J 
5 = 8.7 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.36 (m, 1H), 7.44 (t, J = 8.0 Hz, 1H), 7.51 (d, 

J = 8.7 Hz, 2H), 7.64 (m, 1H), 7.82 (m, lH)o 

mM@}2 9 (39) : N— {4- [4- ({4 - [{[ (4-7M07x 
— ;v) 7^7] #71/^— 71/} (^ t Kn - 2 H — >— 4 -4 

10 /l) 7^7] — 01 } ^^71/) 

TLC : R f 0.57 ^ L > : —71/= 9:1); 

NMR (CD 3 OD) : 6 1.27-1.42 (m, 2H), 1.60-1.70 (m, 2H), 1.87-2.08 (m, 3H), 
2.25-2.42 (m, 2H), 2.95 (s, 3H), 3.02-3.15 (m, 2H), 3.19-3.28 (m, 2H), 3.31-3.42 (m, 
15 2H), 3.48-3.60 (m, 2H), 3.88-4.00 (m, 3H), 4.28 (s, 2H), 6.97-7.10 (m, 6H), 7.25-7.33 

(m, 4H), 7.50 (d, J = 8.7Hz, 2H)o 

mBm2 9 (40) :N— {4— [4— ( {4 — [ {[ (4-7MH7x 
-/]/) *71/^— 71/} (2 -731—71/^5^71/) T X J ] tf/'Oj ^ - 

20 1 -7* 71/} ^^71/) 7^-71/} ^ ^ >X71/xh>T ^ F • W&M. 

TLC : R f 0.68 (iM.it ^ ^ V > : * $ J — 7l/ = 9:1); 

NMR (CD 3 OD) : <5 1.82-2.92 (m, 2H), 2.10-2.28 (m, 2H), 2.93 (t, J = 7.5Hz, 2H), 
2.95 (s, 3H), 3.00-3.12 (m, 2H), 3.49-3.59 (m, 4H), 4.10 (m, 1H), 4.27 (s, 2H), 
6.97-7.10 (m, 6H), 7.18-7.37 (m, 9H) , 7.50 (d, J = 8.7Hz, 2H)o 
25 

MMm 2 9(41) :N-{4-[4-({4-[{[ ( 4 - 7 Mu 7 m 
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-;i/> ;i/} ( 2 -try 2 — r r° 

— fM ^^l/) 7 ^y 3 r'>] y$yy)Vfc>T^ 

F • 2 

T L C : R f 0.59 (Mb* V > J —)]/= 9:1); 

5 NMR (CD3OD) : d 1.98-2.10 (m, 2H), 2.28-2.44 (m, 2H), 2.95 (s, 3H), 3.09-3.22 
(m, 2H), 3.34 (t, J = 7.2Hz, 2H), 3.55-3.63 (m, 2H), 3.75 (t, J = 7.2Hz, 2H), 4.25 (m, 
1H), 4.33 (s, 2H), 6.97-7.10 (m , 6H), 7.26-7.33 (m, 4H), 7.57 (d, J = 8.7Hz, 2H), 
7.92 (ddd, J = 8.1, 5.7, 1.8Hz, 1H), 8.06 (d, J = 8.1Hz, 1H), 8.53 (dt, J = 1.8, 8.1Hz, 
1H), 8.74 (d, J = 5.7Hz, 1H) 0 

10 

mmm2 9(42) : n- [4- (4- { [4- ( { 1 ( 4 -^;v 

- 1 , 2 , 3 5 — n 1/) M ) 

1 — -fji/] y ?-)v} y^y^-sy) y^^ju] y y >x;i/5F>7* 

5 . F • 

15 T L C : R f 0.78 (7DD^M : 1 V= 5:1) ; 

NMR (CDsOD) : d 0.99 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m s 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.68 (s, 3H), 2.96 (s, 3H), 3.10-3.20 (m, 2H), 
3.40-3.50 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 4H), 
7.29 (d, J = 8.9 Hz, 2H), 7.53 (d, J = 8.9 Hz, 2H) 0 

20 

mmm2 9(43) : n- [4- ( 4 — { c 4 — ( y^jv { [ (2-yuu 

-4 -7;^D7x-;i/) T^y] T$.y) tr^u^>-i- 

-f;v] 7 rcy^ri 7 ) 7 ;i/] yy>yji^>T^ F • 

TLC : Rf 0.72 (7nn^VA : y$y—)\s= 5 : 1) ; 

25 NMR (CD3OD) : d 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
2.00-2.10 (ra, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
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2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 5H), 7.27 (m, 1H), 
7.29 (d, J = 9.0 Hz, 2H), 7.50 (d, J = 9.0 Hz, 2H), 7.51 (m, 1H) 0 

mnm 29 ( 44 ) :n-[ 4-(4-{[4- { c ( 4 - ^77 

5 7x-jl/) 757 ] 77 71/^—71/} TKS) — r;v] y^jp} 

y^y^-sp) y^z-jp] F ■ 

TL C : Rf 0.71 J — )P= 10:1) ; 

N M R (CD 3 OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.34-1.41 (m, 2H), 1.57-1.62 (m, 2H), 
1.98-2.01 (m, 2H), 2.20-2.33 (m, 2H), 2.95 (s, 3H), 3.08-3.16 (m, 2H), 3.30-3.40 (m, 
10 2H), 3.55-3.59 (m, 2H), 4.17 (m, 1H), 4.29 (s, 2H), 7.04 (d, J = 8.9 Hz, 2H), 7.07 (d, J 

= 8.9 Hz, 2H), 7.29 (d, J = 8.9 Hz, 2H), 7.50 (d, J = 8.9 Hz, 2H), 7.58 (d, J = 9.0 Hz, 
2H), 7.61 (d, J = 9.0 Hz, 2H)o 

mMM2 9 (4 5) :N— [4— (4 — { [4— ( y^)P { [ (2, 2 -57 
15 y;p^-a- 1 , 3 )P~ 5 --f7F) T3. J ] 7771/^— 7F} 

T$.y) i?>—l -7 7!/] A^-Jp} 7x y 3z—)P~\ 

71/^>T5. F • 

TLC : Rf 0.64 (Mih* y—)P= 10:1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.34-1.42 (m, 2H), 1.55-1.65 (m, 2H), 
20 1.98-2.03 (m, 2H), 2.15-2.25 (m, 2H), 2.95 (s, 3H), 3.07-3.15 (m, 2H), 3.25-3.30 (m, 

2H), 3.55-3.59 (m, 2H), 4.14 (m, 1H), 4.29 (s, 2H), 7.02-7.11 (m, 6H), 7.29 (d, J = 
8.7 Hz, 2H), 7.33 (m, 1H), 7.49 (d, J = 8.7 Hz, 2H) o 

29 (46) : N— [4 - (4 - {[4- (y^JP { [ (4-7DD 

25 - 2 —yjpztv y jz-jp) T^yl 7371^'— 7 F} T^y) — 1 — 

'i 7 F] y^y^r'» yzz-jp] F -msm 
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TLC : Rf 0.46 (^nn^;VA : *9 77= 10:1) ; 

N M R (CD 3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 7.15 (m, 1H), 
5 7.22 (dd, J = 6.3, 2.1 Hz, 1H), 7.29 (d, J = 8.9 Hz, 2H), 7.43 (m, 1H), 7.43 (d, J = 8. 9 

Hz, 2H)o 

9 (47) :N— [4 — (4 — { [4— { [ (1-^3^ 

— 1 h— 1 , 2 , 3-^>';hU7';-;i/-5-4;i/) 7 ^ 7 ] 

10 7^;) twj 1 7x7^'» yyyy 

F • 2mmM 

TLC : Rf 0.40 J — 71/= 10:1) ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
15 2H), 3.50-3.60 (m, 2H), 4.30 (m, 1H), 4.31 (s, 2H), 4.39 (s, 3H), 7.02-7.08 (m, 4H), 

7.29 (d, J = 9.0 Hz, 2H), 7.53 (d, J = 9.0 Hz, 2H), 7.69 (dd, J = 9.0, 1.8 Hz, 1H), 7.80 
(d, J = 9.0 Hz, 1H), 8.09 (d, J = 1.8 Hz, 1H) 0 



mMM 2 9 (4 8) : 2 — [ ( [ 1 - (4 - {4- [ (^ 

20 7^7] 7x7 tr^u vy-4 — f;v] 

7F) T^y] ^7X7^ F 

TLC:Rf 0.60 (M7 7F7 : 7^7-;i/= 1 0 : 1) ; 

NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.37-1.44 (m, 2H), 1.59-1.91 (m, 6H), 
2.15-2.22 (m, 2H), 2.93 (s, 3H), 3.00-3.04 (m, 2H), 3.22-3.27 (m, 2H), 3.54 (s, 2H), 
25 4.05 (m, 1H), 6.93-7.02 (m, 5H), 7.25 (d, J = 8.7 Hz, 2H), 7.32 (d, J = 8.7 Hz, 2H), 

7.42 (t, J = 8.3 Hz, 1H), 7.69 (d, J = 8.3 Hz, 1H), 8.27 (d, J = 8.3 Hz, 1H) 0 
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mmm2 9 (49) :N-[4-(4-{[4- { C (2, 4-¥ 

3-4JV) ;v} T^y) 

-4)V\ y^y%-'» F • 2iMMM 

5 TLC:Rf 0.45 : 1) ; 

N M R (CD3OD) : 6 1.00 (t, J = 7.5 Hz, 3H), 1.39-1.46 (m, 2H), 1.63-1.70 (m, 2H), 
2.01-2.06 (m, 2H), 2.22-2.35 (m, 2H), 2.52 (s, 3H), 2.64 (s, 3H), 2.95 (s, 3H), 
3.12-3.20 (m, 2H), 3.30-3.37 (m, 2H), 3.56-3.60(m, 2H), 4.24 (m, 1H), 4.30 (s, 2H), 
7.03 (d, J = 8.9 Hz, 2H), 7.06 (d, J = 8.9 Hz, 2H), 7.29 (d, J = 8.9 Hz, 2H), 7.52 (d, J 
10 = 8.9 Hz, 2H), 7.83 (d, J = 6.3 Hz, 1H), 8.48 (d, J = 6.3 Hz, 1H) 0 

m&W 29 (50) : N — [4— (4 — { [4— (y^JV { [ ( 4 -yyS/Hr 
D— 2 — fc. FD^>7x-;i) T5.y] tiJl/tf—Jls} T5,y) 

1 — < 7 V] y^y^yy) y y F • W&M. 

15 TLC : Rf 0.50 (7nD^M : y#J — )l= 1 0 : 1) ; 

N M R (CD 3 OD) : S 0.99 (t, J = 7.5 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 6.53-6.60 (m, 2H), 7.02-7.08 (m, 
4H), 7.29 (d, J = 8.7 Hz, 2H), 7.46 (m, 1H), 7.49 (d, J = 8.7 Hz, 2H)o 

20 

mMM2 9 (51) : N— {4 - [4- ( {4 - [ {[ (4-yjl^uy^ 
— ;v) ;v} (2-th“D^7-3-^f;v77;v) 7 ^/] 

— r;i/} y^-jy) y^.y^riy] y^-jy} yyyyjy^yy 

y f • mmm 

25 TLC : Rf 0.45 : 7^7-;i/= 9 : 1) ; 

N M R (CD3OD) : 6 0.99 (d, J = 6.9Hz, 3H), 1.00 (d, J = 6.9Hz, 3H), 1.74 (m, 1H), 
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1.95-2.25 (m, 4H), 2.95 (s, 3H), 3.07-3.20 (m, 2H), 3.25-3.42 (m, 2H), 3.47-3.62 (m, 
3H), 4.16 (m, 1H), 4.29 (s, 2H ), 6.99 (d, J = 9.0Hz ? 2H), 7.03 (d, J = 8.7Hz, 2H), 
7.06 (d, J = 8.7Hz, 2H), 7.24 (dd, J = 9.0, 5.0Hz, 2H), 7.29 (d, J 8.7Hz, 2H), 7.50 (d, J 
= 8.7Hz, 2H)o 
5 

mtMm 2 9 (52) : N- {4 - [4 - ( {4 - [{[ (4-7MD7x 

-;v) y^y] ;v} 

v l — f;v} 

10 TLC:Rf 0.44 : 1) ; 

NME (CD 3 OD) : 6 1.25 (s, 6H), 1.79 (t, J = 7.5Hz, 2H), 1.92-2.02 (m, 2H), 
2.08-2.23 (m, 2H), 2.95 (s, 3H), 3.08 -3.18 (m, 2H), 3.40 (t, J = 7.5Hz, 2H), 3.52 -3.62 
(m, 2H), 4.26-4.36 (m, 3H), 6.98 ( d, J = 9.0Hz, 2H), 7.03 (d, J = 8.7Hz, 2 H), 7.06 (d, 
J = 8.7Hz, 2H), 7.29 (d, J 8.7Hz, 2H), 7.36 (dd, J = 9.0, 5.0Hz, 2H), 7.50 (d, J = 
15 8.7Hz, 2H) 0 

mmm 29(53) : n- [4- (4 - { [4- { c ( 2 , 4 -t? 

1 Ft: u 3 ->r;v) 7 ^ 7 ] r^y) 

1 — -f;v] y^y^-is) y ;v] ^ ^ 

T L C : R f 0.43 (Mb^ V > : 9 J —JV= 5:1) ; 

N M R (CD 3 OD) : 6 1.00 (t, J = 7.2 Hz, 3H), 1.39-1.46 (m, 2H), 1.63-1.75 (m, 2H), 
1.97-2.0 5 (m, 2H), 2.23-2.35 (m, 2H), 2.43 (s, 3H), 2.59 (s, 3H), 2.96 (s, 3H), 
3.10-3.20 (m, 2H), 3.30-3.38 (m, 2H), 3.53-3.59 (m, 2H), 4.21 (m, 1H), 4.30 (s, 2H), 
25 7.04 (d, J = 8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 7.30 (d, J = 8.7 Hz, 2H), 7.52 (d, J 

= 8.7 Hz, 2H), 7.66 (d, J = 6.9 Hz, 1H), 8.59 (d, J = 6.9 Hz, 1H) 0 
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nnm 29(54) :n-[ 4 -( 4 -{[ 4 - (77)7 { c ( 1 -7-4-7 
Ft? V 77- 4 -4)7) 7 ^;] ;v} 757) 77- 1-4 

)7] 7 ^ 74 - 7 ) 7 7 77)7^77 5 F • JMStiii 

5 TLC : Rf 0.35 : 7 7 7 — )7= 5 : 1) ; 

NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.34-1.44 (m, 2H), 1.55-1.65 (m, 2H), 
1.98-2.05 (m, 2H), 2.26-2.38 (m, 2H), 2.95 (s, 3H), 3.13-3.21 (m, 2H), 3.33-3.38 (m, 
2H), 3.56-3.60 (m, 2H), 4.24 (m, 1H), 4.31 (s, 2H), 7.04 (d, J = 8.7 Hz, 2H), 7.07 (d, J 
= 8.4 Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.52 (d, J = 8.4 Hz, 2H), 8.06 (d, J = 7.0 Hz, 
10 2H), 8.59 (d, J = 7.0 Hz, 2H) 0 

mmm 29(55) : n - [4 - (4 - { [4- (7^)7 -c c ( 1 -7^)7 

- 1 H-}47'/— )7 — 4 -4)7) 757] 757) 

- 1-4 )V\ 7 4~)7} 7^7 4-7) 7 ^r~)7} 7^>x;^>75 F • 2fM. 
15 MiM. 

TLC : R f 0.40 (7nn : 7-5? 7 —)7= 10:1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.30 (m, 4H), 3.50-3.60 (m, 
2H), 3.97 (s, 3H), 4.20 (m, 1H), 4.30 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 
20 2H), 7.52 (d, J = 8.9 Hz, 2H), 7.88 (s, 1H), 7.99 (s, 1H) ; 

; 

:|51 5 6 - 1 5 9 °C 0 

mMM2 9 (5 6) :N— {4 — [4— ( {4— [ { [ (2 , 4-77 )77r 
25 D7x“;i) 7 5 7} T 7 ;v^— ;v} ( 2 - 1 Yu 4- 7 7' 4^)7) 75 7} t?^ 

V77- 1 -4)7} 7 4~)7) 7^7 47} 7iAl/} 7 7 77)7*775 F • 
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TLC : Rf 0.51 (Miby^Uy : 72 7 — 71/= 9 : 1) ; 

NMR (CD 3 OD) : 6 1.00 (t, J = 7.5Hz, 3H), 1.40-1.60 (m, 2H), 1.97-2.31 (m, 4H), 
2.95 (s, 3H), 3.02-3.41 (m, 4H), 3.50-3.71 (m, 3H), 4.12 (m, 1H), 4.28 (s, 2H), 
5 6.83-7.02 (m, 2H), 7.03 (d, J = 8.7H z, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 

8.7Hz, 2H), 7.50 (d, J = 8.7Hz, 2H), 7.63 (dt, J = 5.7, 9.0Hz, 1H) 0 



mmm2 9 (57) :N-(4-{4-[(4-{{[ (4-7MD7I 
—71/) 7^7] [ (3 U 2 — f 7V) 

10 7 ^ 7 } tr^-U 57 >— 1 — y ;v) y^-)\/~] 7 7 ^~)\/) y $ 77 

TLC : R f 0.56 {Mb 7 : 77 7 — 7!/ = 9:1); 

NMR (CD3OD) : 6 2.01-2.30 (m, 4H), 2.62 (s, 3H), 2.95 (s, 3H), 3.16-3.30 (m, 
2H), 3.50-3.61 (m, 2H), 4.31 (s, 2H), 4.51 (m, 1H), 4.88 (s, 2H), 6.98-7.08 (m, 6H), 
15 7.28 (d, J = 8.7Hz, 2H), 7.42-7.5 0 (m, 2H), 7.56 (d, J = 8.7Hz, 2H), 7.86 (t, J = 

6.5Hz, 1H), 8.39 (d, J = 6.5Hz, 1H), 8.54 (d, J = 6.5Hz, 1H) 0 

mmmz 9 (58) : N- [4- (4- { [4- ( 

{ [ (4-7A'$-U7 ^—>1) 7^7] 71/} 7^7) 

20 1 -y 71/] 7^) 1/} 7^7^r'» 7 zz-J);] 7 7>7Jl^yT^ F • 

TL C : Rf 0.57 : 7 7 7— J U= 9 : 1) ; 

NMR (CD 3 OD) : d 1.20-1.35 (m, 2H), 1.52-1.87 (m, 6H), 1.98-2.07 (m, 2H), 2.22 
(m, 1H), 2.30-2.48 (m, 2H), 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.28-3.33 (m, 2H), 

3.50-3.60 (m, 2H), 3.88 (m, 1H), 4.28 (s, 2H), 6.98-7.08 (m, 6H), 7.24-7.32 (m, 4H), 
25 7.49 (d, J = 8.7Hz, 2H)o 
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mnm 2 9 ( 59 ) :n-[4-(4-{[4- (xt-jp { [ (2-y^ 
d - 5 — x 7^7] :r3;y) b°^U 1 

-X)P] X^JP} y^X^r'» 7x-;i/] XX>X)\ F -MMM 
TLC : Rf 0.52 (^DD^M : )P= 10:1) ; 

5 N M R (CD 3OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1,70 (m, 2H), 

. 1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.20-3.40 (m, 

. 2H), 3.50-3.60 (m, 2H), 3.75 (s, 3H), 4.20 (m, 1H), 4.29 (s, 2H), 6.67 (m, 1H), 

7.02- 7.12 (m, 6H), 7.29 (d, J = 8.9 Hz, 2H), 7.52 (d, J = 8.9 Hz, 2H)o 

10 mmm2 9 (6 0) :N-[4-(4-{[4- (X^-JP { [ (2 -y)PXr 
O - 3 -X 737] P} 737) $7>— 1 

— f ;i/] x^-jp} y^y^rSy) y^—jp] xx>xjp#>t^ f ■ 

TLC : R f 0.52 (7DD /F;i/A : XX X —)P — 10:1) ; 

NMR (CD 3 OD) : <5 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
15 1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.20-3.40 (m, 

2H), 3.50-3.60 (m, 2H), 3.85 (s, 3H), 4.20 (m, 1H), 4.29 (s, 2H), 6.89 (m, 1H), 

7.02- 7.08 (m, 6H), 7.29 (d, J = 9.0 Hz, 2H), 7.50 (d, J = 9.0 Hz, 2H) C 

mmm 2 9 (6 n : n- [ 4 - ( 4 - { [ 4 - ( xx-jp { c ( 2 -?m 

20 D - 4 - XX-)PX ^=-)P) 73 7] JjjP-tf- JP} 737 ) R°^0 37>-1- 
XJP] XX- JP} y^X^y) y^-)P~\ XXXXJP^XT^ F • 

TLC : Rf 0.56 (7DD^M : XX J— )P= 10:1) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.40 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.31 (s, 3H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 
25 3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 6.90-7.00 (m, 2H), 

7.02-7.08 (m, 4H), 7.26-7.31 (m, 3H), 7.50 (d, J = 9.0 Hz, 2H)o 



234 




WO 2004/080966 



PCT/JP2004/003333 



mMMZ 9(62) :N— {4 — [4— ( {4 — [ { [ (4-7jl/ta7i 
—/i/) T5;y] (i, 3 -777— )V- 2 --f 7* 5. 

7] ^^;i/) 7 ^ 73 ^] 7^-;i/} 7^>77]/;F 

5 F * 

TLC : Rf 0.63 (^DD^l/A : 77 7 — 71/ = 5:1) ; 

NMR (CD 3 OD) : 6 2.00-2.13 (m, 2H), 2.13-2.31 (m, 2H), 2.95 (s, 3H), 3.16 (m, 
2H), 3.58 (m, 2H), 4.31 (s, 2H), 4.38 (m, 1H), 4.93 (s, 2H), 6.98-7.18 (m, 6H), 
7.24-7.42 (m, 4H), 7.52 (brd, J = 8.7 Hz, 2H), 7.75 (d, J = 3.6 Hz, 1H), 7.93 (d, J = 
10 3.6 Hz, 1H) 0 

2 9 (6 3) : 3 — [ ( {77)1 [ 1 - (4- {4 - [ (77)V7)]y 
4^—71/) 757] 7 ^ 777 } ^>7)1) tr^y 4 — -f ;v] 7*5: 7} 
*;VaF~;1/) 757] -N-7 7;K>X75 F • 

15 TLC : Rf 0.34 (7DD^jl/A : 777-;i= 1 0 : 1) ; 

NMR (CD3OD) : <S 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.90 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 
7.29 (d, J = 8.7 Hz, 2H), 7.30-7.50 (m, 3H), 7.50 (d, J = 8.7 Hz, 2H), 7.79 (s, 1H) 0 

20 

^»J2 9 (6 4) : N- {4- [4- ( {4- [77)1 ( { [3- (77 
7)775.7) 7:c“7l/] 7 5.7} 7)7^=.)7) 75 7] t^D 1 — f 

71/} 7 7)7) 7x7^'>] 7^~)7} 7 7 77)7777 5 F • 2 UWM. 

TL C : Rf 0.50 (7uti7)7A : 7 7 7—)7= 10:1) ; 

25 NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.10-3.40 (m, 4H), 3.28 (s, 6H), 
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3.50-3.60 (m, 2H), 4.30 (m, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 4H), 7.28-7.31 (m, 3H), 
7.48-7.54 (m, 4H), 7.90 (m, lH)o 

mMM 2 9 (65) : N- [4 - (4 - {[4- (y^JV { [ ( 4 -yjV^r 
5 n- 2 -y^-jvy y*y] ;i/} ys.y) 

yji] 7x7^'» F • 

TLC : Rf 0.47 (7no^M : y$ y~ 71/= 10:1) ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.21 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
10 3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (ra, 1H), 4.28 (s, 2H), 6.88 (m, 1H), 

6.94-7.14 (m, 6H), 7.29 (d, J = 8.7 Hz, 2H), 7.51 (d, J = 8.7 Hz, 2H)o 

mMM 2 9 (6 6) : N- [4 - (4 - { [4- ( y'^-JV { [ (2 -y 
D- 4 )l) T^yl T^y) 1 

15 — -f 7i/] y^y^-y) y F • 

TLC : R f 0.63 (7 DD zF;FA : y $ J —)V= 10:1) ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 3.77 (s, 3H), 4.15 (m, 1H), 4.28 (s, 2H), 6.70 -6.75 (m, 2H), 
20 7.02-7.08 (m, 4H), 7.22 (m, 1H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H)o 



mmm2 9 (6 7) : N- [4 - (4 - { [4 - (y'^-)V { [ (3-^;V 
y=L.-)V) ; 1 /} 7 ^ 7 ) 1 -4)V\ 

yazy^-i/) yaz—;ij yyyyjisftyTS.h'-lMMiM. 

25 T L C : R f 0.58 : yy y — 7F = 10:1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.22 (t, J = 7.5 Hz, 3H), 1.30-1.50 (m, 
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10 



15 



2H), 1.50-1.70 (m, 2H), 1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.60 (q, J = 7.1 Hz, 
2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.19 (m, 
1H), 4.29 (s, 2H), 6.89 (m, 1H), 7.01-7.08 (m, 4H), 7.12-7.20 (m, 3H), 7.29-7.32 (m, 
2H), 7.49-7.52 (m, 2H)o 



9 ( 68 ) : N— (4 - {4 - [ (4 - {{[ (4 -7MD7 rc 

-;i/) 

7^7} — f7F) ^^-71/] 7^7^57} 7777 

F • iMWM. 

TLC : Rf 0.14 : ^#7—71/= 9 : 1) ; 

NMR (CD 3 OD) : 6 2.02-2.30 (m, 4H), 2.95 (s, 3H), 3.12-3.25 (m, 2H), 3.50-3.60 
(m, 2H), 4.30 (s, 2H), 4.43 (m, 1H), 6.95 -7.08 (m, 6 H), 7.29 (d, J = 8.7Hz, 2H), 7.35 
(dd, J = 9.0, 5.0Hz, 2H), 7.52 (d, J = 8.7Hz, 2H), 7.73 (t, J = 7.5Hz, 1H), 7.85 (d, J = 
7.5Hz, 1H), 8.01 (t, J = 7.5Hz, 1H), 8.68 (d, J = 7.5Hz, 1H ) 0 



9 (69) : N - [4 



{ [ 4 — ( { [ (2—yjPzt 



D-4-RFD 3L-)\s) 757] 7777^—;!/} 75 J ) 

1 -4 71/] ^^77} 7ai7^r'>) 7 % F • 

TLC : Rf 0.44 (^ n DtF7FA : 7 #7 — 7V = 10:1) ; 

20 NMR (CD 3 OD) : <S 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 6.52-6.56 (m, 2H), 7.02-7.09 (m, 
6 H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H)o 



25 mm'l 29 (70) :N— [4 — (4 — { [4— (7"^7F { [ ( 1 -7 :77F 
— 1H-47 F — 7F— 3 —'f 71/) 7^7] #71/^— 7F} 75 7) 
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— 1 — 7)7] 77)7} 7 ^7^r7) 7 ^—)7] F • 2M 

MM 

TL C : Rf 0.42 (^DD^M : 7 7 7— )7 = 10:1) ; 

N M R (CD 3 OD) : 6 0.99 (t, J = 7.4 Hz, 3H), 1.40-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
5 1.90-2.10 (m, 2H), 2.10-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3,20-3.40 (m, 

2H), 3.50-3.60 (m, 2H), 3.76 (s, 3H), 4.25 (m, 1H), 4.26 (s, 2H), 7.02 -7.07 (m, 5H), 
7.10-7.20 (m, 2H), 7.29 (d, J = 9.0 Hz, 2H), 7.30 (m, 1H), 7.45 (m, 1H), 7.49 (d, J = 
9.0 Hz, 2H)o 

10 mnm 2 9(71) : n- {4- [4- ( {4- c 77)7 ( { [3- (77 

)77)77~)7) 7 ;v] 75 7} 7)7?F~)7) 7 5. 7] — l — 

4)7} 77)7) 7x7^ p'>] 7^~)7} 77 77)77775 F • M3StM 
TL C : Rf 0.26 ( 7 DD*/ 1 /A : 77 7—))/= 10:1) ; 

N M R (CD 3 OD) : <5 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
15 1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.10 (s, 3H), 

3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.30 (s, 2H), 7.02-7.08 (m, 4H), 
7.29 (d, J = 8.3 Hz, 2H), 7.51 (d, J = 8.3 Hz, 2H) 7.54-7.59 (m, 2H), 7.69 (m, 1H), 
8.07 (m, 1H) 0 

20 mnm 29(72) : n- [4 - (4 - { [ 4 — ( 77)7 { [ o-ptm 

- 1 -77)7- 1 )7- 4-4)7) 7 5 7'] 7)7^=- )7} 7 5 7) 

tr^.0 1 — 7)7] 77)7} 7^7 77) 7 ^=-)7] 7777)77^77 

5 F • 2 MMM 

TLC : Rf 0.42 (7UU7)7A : 7 7 7 —)7= 10:1) ; 

25 N M R (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
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2H), 3.50-3.60 (m, 2H), 3.81 (s, 3H), 4.10 (m, 1H), 4.28 (s, 2H), 7.02 -7.08 (m, 4H), 
7.29 (d, J = 8.7 Hz, 2H), 7.45 (s, 1H), 7.49 (d, J = 8.7 Hz, 2H)o 



mmm 2 9 (73) :N-C4-(4-{C4-((2, 6-77 ?-) 

5 77P) { [ (4 - 7;vtn7x-;i/) 7 ^ 7 ] 71 /} 7 ^ 7 ) 

^>-1-7 71/] 7^71/} 7x;^'» K 

TLC : Rf 0.50 (1^71/7 : 777“;v=9 : 1) ; 

NMR (CD3OD) : 6 1.40-1.49 (m, 2H), 1.79-1.90 (m, 2H), 2.15-2.32 (m, 2H), 2.39 
(s, 6H), 2.80-2.90 (m, 2H), 2.92 (s, 3H), 3.14 (m, 1H), 3.40 (s, 2H), 4.68 (s, 2H), 
10 6.87-7.15 (m, 10H), 7.20-7.32 (m, 5H)o 

mmw 12 9 (74) :N— [4— (4 — { [4 — ( (2-'>7n7DbVM 
{ [ (4-7/i'tD7x-^) t^ 7] 7*3.7) tf-^U 

'7>- 1 —'i 71/] 7 7^71/} 7xc73^) ;i/] F • 

15 WlWM. 

TLC : Rf 0.56 (iM-fb7 71/7 : 7 7 7 — 71/= 9:1) ; 

NMR (CD 3 OD) : (5 0.10-0.16 (m, 2H), 0.44-0.53 (m, 2H), 0.74 (m, 1H), 1.48-1.60 
(m, 2H), 1.95-2.07 (m, 2H), 2.12-2.30 (m, 2H), 2.95 (s, 3H), 3.07-3.19 (m, 2H), 
3.35-3.43 (m, 2H), 3.51-3.62 (m, 2H), 4.17 (m, 1H), 4.29 (s, 2H), 6.97-7.10 (m, 6H), 
20 7.26-7.37 (m, 4H), 7.50 (d, J = 8.7Hz, 2H) C 

mmm2 9 (75) :N-{4-[4-({4-[{[(2, 4 

D 7 x-;v) 7 ^ 7 ] )V} (try 2 - t^7] 

1 — f;i/} 7 ^;f) 7x^;i/} 

25 5 . f • 2 mmM 

TLC : Rf 0.71 (7 n 0^71/ A : 7 7 7—71/ = 5 : 1) ; 
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NMR (CD3OD) : 6 2.06-2.38 (m, 4H), 2.95 (s, 3H), 3.18 (m, 2H), 3.59 (m, 2H), 
4.32 (s, 2H), 4.40 (m, 1H), 4.88 (s, 2H), 6.88-7.08 (m, 6H), 7.21-7.34 (m, 2H), 7.41 
(m, 1H), 7.56 (brd, J = 8.4 Hz, 2H), 7.91 (m, 1H), 8.00 (m, 1H), 8.52 (m, 1H), 8.76 
(brd, J = 5.4 Hz, 1H) 0 
5 

9 (76) :N— [4 — (4— {[4 — (y'$-3 -:nW;b { [ (2, 

4 7U] ;v} 7^7) 

-f;v] y^y=*r'» F • 

T L C : Rf 0.82 (7nn^A : y$ y—)V = 5 : 1) ; 

10 NMR (CD 3 OD) : 6 2.01 (m, 2H), 2.25 (m, 2H), 2.42 (m, 2H), 2.95 (s, 3H), 3.10 

(m, 2H), 3.37 (m, 2H), 3.56 (m, 2H), 4.12 (m, 1H), 4.28 (m, 2H), 5.09 (brd, J = 9.9 
Hz, 1H), 5.16 (brd, J = 17.1 Hz, 1H), 5.88 (m, 1H), 6.88-7.12 (m, 6H), 7.22-7.42 (m, 
3H), 7.42-7.52 (m, 2H) 0 

15 9 (7 7) : 3 — [ ( {y^)V [1- (4- {4- [ (y^-ji'X)i' 

*-;v) 7^7] y^y^rl/} ^>$7;b) y p >- 4 -4 71/] 
*;i/^'“7b) T3: y ] ^>X7 5 F • 

TLC:Rf 0.45 (7nn^;PA :7^7-;V=5 : 1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
20 1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 

2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.30 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 
9.0 Hz, 2H), 7.38 (m, 1H), 7.49-7.52 (m, 4H), 7.84 (m, 1H) C 

mmm 2 9 (78) : n- (4- {4- C (4- {y^)v [ ( 1H 
25 —/!/- 4 -^/77^ 7 ) ;v] T^y} V 5? > ~ 1 -J 7b) 

7b] y^y^-i/} y yyyyn F • 2iMMM 
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TLC : Rf 0.47 (^DU^l/A : 7 7 7 — )V= 5 : 1) ; 

N M R (CD 3 OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (in, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.30 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 
5 9.0 Hz, 2H), 7.52 (d, J = 9.0 Hz, 2H), 8.10 (s, 2H)o 

2 9 (79) : N— {4 - [4- ( {4 - [ 7^71/ ( { [ 1 - 7 
-5 - - lH-t°7 V — ;i/— 4 — "f II/] 7^7} t> 

;p) 7^7] 1-^fM 777V) 7^73^7] 7x-;i} 

10 77 F • 2W$M 

TLC : R f 0.88 (7nn^VA : 777-Jl= 5:1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.30 (m, 
2H), 3.50-3.60 (m, 2H), 3.90 (s, 3H), 4.10 (m, 1H), 4.28 (s, 2H), 7.02-7.08 (m, 4H), 
15 7.29 (d, J = 9.0 Hz, 2H), 7.49 (d, J = 9.0 Hz, 2H), 7.71 (s, lH)o 



mmmz 9 (so) : n- {4- [4- ({4- c { [ ( 4 - 7 md 7 x 

-;p) 757] ( 1 H - r h 7 7 v’-;v - 5 - 7 ;V7 7;v) 7 

5.y] tr^y sy>- 1 -jji} 7777 ) 7xc77:7] 7x-ji/} y y >t;;v 

20 *77 5 F - MI 

TLC : R f 0.29 (n-7^7 —77 : W&& : tK= 20:4:1) ; 

NMR (CD3OD) : (5 1.98-2.25 (m, 4H), 2.95 (s, 3H), 3.15 (m, 2H), 3.58 (m, 2H), 
4.30 (s, 2H), 4.34 (m, 1H), 4.84 (s, 2H), 6.98-7.08 (m, 6H), 7.24-7.41 (m, 4H), 7.51 
(brd, J = 8.7 Hz, 2H)o 
25 

9 (8 1) :N— [4 — (4 — {[4 — (77? - 3 { [ ( 1 
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f JV- 1 H - v-;v - 4 ;i^) ;i/} 7 ^) R° 

l — r;H 7^— ;v] 

H • 

TLC : Rf 0.75 (^Dn^PA : J — Jl= 5:1) ; 

5 NMR (CD3OD) : <5 1.98 (m, 2H), 2.21 (m, 2H), 2.35 (m, 2H), 2.95 (s, 3H), 3.12 
(m, 2H), 3.24-3.38 (m, 2H), 3.57 (m, 2H), 3.87 (s, 3H), 4.12 (m, 1H), 4.29 (s, 2H), 
5.00-5.20 (m, 2H), 5.76-5.94 (m, 1H), 7.00-7.10 (m, 4H), 7.22-7.34 (m, 2H), 
7.42-7.60 (m, 3H), 7.73 (m, 1H) o 

10 mMWI2 9 (8 2) : N- {4- [4- ( {4- [ { [ (6-^71/t? W 

> - 3 — nv) 7*^ y ] ;i/> 2 -^;v^^-;v) 

¥>— 1 —4)V} ^^;i/) 7 jz—JP} ^ # >X71/^>T 

5. 1* • 

TLC:Rf 0.68 (^DD^VA : : 1) ; 

15 NMR (CD 3 OD) : 6 2.00 (m, 2H), 2.22 (m, 2H), 2.70 (s, 3H), 2.95 (s, 3H), 3.17 (m, 
2H), 3.55 (m, 2H), 4.30 (s, 2H), 4.48 (m, 1H), 4.75 (s, 2H) , 6.98-7.10 (m, 4H), 7.29 
(brd, J = 9.0 Hz, 2H), 7.48 -7.56 (m, 3H), 7.62 (m, 1H), 7.80 (d, J = 8.7 Hz, 1H), 8.02 
(m, 1H), 8.42 (m, 1H), 8.63 (m, 1H), 9.02 (d, J = 1.8 Hz, 1H) « 

20 mmm 2 9 (8 3) : N- {4 - [4- ({4- [{[ (4-7;i/tD7x 

n;v) 7^7] (7^-;v) 7^7] - 1 — f ;v} 

TLC : R f 0.49 (ffitfb* ^ 1/ > : * * J —71/= 9:1); 

NMR (CD3OD) : 6 1.60-1.80 (m, 2H), 2.12-2.21 (m, 2H), 2.95 (s, 3H), 3.10-3.21 
25 (m, 2H), 3.42-3.52 (m, 2H), 4.22 (s, 2H), 4.66 (m, 1H), 6.95 (t, J = 9.0Hz, 2H), 7.01 

(d, J = 8.7Hz, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.19-7.35 (m, 6H), 7.42 (d, J = 8.7Hz, 
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2H), 7.46-7.57 (m, 3H)o 

mMM2 9 (84) :N— (4 — {4— [ (4 — {77^71/ [ ( 1H — f > F 
—)]/- 5 -7 71/7^ 7 ) rfr 71/4^—71/] 757} b^U l -^r;v) 7 7 

5 71/] 7 rc7 ^r'» -7 31— 71/) 7^>7;i/^>7 5 F - Ml 

TLC : Rf 0.65 (7DD^VA : 7^7-;V= 5 : 1) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.00 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.25 (s, 2H), 7.02-7.07 (m, 6H), 7.21 (s, 1H), 
10 7.28-7.32 (m, 3H), 7.44 (m, 1H), 7.50 (d, J = 9.0 Hz, 2H) o 



MMM2 9 (8 5) : N- {4 - [4- ( {4- [7771/ ( { [ 1 -777 P 
-3- (h'J7MD7f-;V) - 1 H-b7\Z— 71/- 4 --f71/] 75 J} ts 
;i/) 777] b^'j - 1 — f71/} 7 771/) 7:n7^r7] y ^ =.)]/} 
15 77>7M>75 F • 2 MWtM 

TLC : Rf 0.84 (7DOfM : 7 7 7—71/ = 5 : 1) ; 

NMR (CD3OD) : 6 0.96 (t, J = 7.2 Hz, 3H), 1.30-1.40 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.00 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 3.90 (s, 3H), 4.15 (m, 1H), 4.28 (s, 2H), 7.02 -7.07 (m, 4H), 
20 7.29 (d, J = 9.0 Hz, 2H) 7.51 (d, J = 9.0 Hz, 2H), 7.71 (s, 1H) C 

mum 29 (86) : N— [4 - (4 - {[4- (7*771/ { [ ( 2 -771/4" 
D— 5 — b Fn777^- 7F) 757] 771/4^—71/} 7^7) b^-U 7>- 
1 — i 77] 7771/} 7 ^7=^57) 7 ^“71/] 7 7 >771/4^ >7 5: F • 

25 TLC : Rf 0.82 (7DD771/A : 7 7 7— 71/ = 5 : 1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
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1.90-2.00 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 6.52 (m, 1H), 6.88 (m, 1H), 6.95 
(m, 1H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.51 (d, J = 8.9 Hz, 2H)o 

5 mmm2 9 (8 7) : N- {4- [4- ( {4- [ [ ('>^D7^;V7^) 

(1 3 3 -f-T'i — 7V — 2 — i 7Vy yyi/) T^y] 

- l -y;i/} 7 ^y y ^~)v} y y f • MM 

Ml 

TLC : R f 0.68 (^DD^l/A : y y y— 7F = 5 : 1) ; 

10 NMR (CD 3 OD) : <3“ 1.60-1.78 (m, 2H), 1.84-2.36 (m, 8H), 2.95 (s, 3H), 3.12 (m, 
2H), 3.56 (m, 2H), 4.16-4.30 (m, 2H), 4.29 (s, 2H), 4.81 (m, 2H), 7.00 -7.12 (m, 4H), 
7.29 (brd, J = 8.7 Hz, 2H), 7.52 (brd, J = 8.7 Hz, 2H), 7.77 (brd, J = 3.6 Hz, 1H), 7.92 
(brd, J = 3.6 Hz, 1H) 0 

15 mMm2 9 (8 8) : N- {4 - [4 - ( {4 - [ { [ ( 6 -y >7 y 

>— 3 — f;i/) 7 ^ 7 ] ;i/} (i, 3 -77V-;i/- 2 -y ;Fy y- 

;p) 757] y>- 1 —'i 71 /} y^;v) y^y^y] ym-;t/} y y 

F • 2 

TLC : R f 0.61 (y dptF 71/A : y y y— ;p= 5:1) ; 

20 NMR (CD 3 OD) : (S' 2.00-2.18 (m, 2H), 2.18-2.40 (m, 2H), 2.71 (s, 3H), 2.95 (s, 
3H), 3.29 (m, 2H), 3.57 (m, 2H), 4.32 (s, 2H), 4.59 (m, 1H), 5.00 (s, 2H), 7.00 -7.12 
' (m, 4H), 7.29 (brd, J = 9.0 Hz, 2H), 7.55 (brd, J = 8.4 Hz, 2H), 7.77 (m, 1H), 7.82 (d, 

J = 9.0 Hz, 1H), 7.94 (brd, J = 2.1 Hz, 1H), 8.58 (m, 1H), 9.08 (brd, J = 2.1 Hz, 1H) 0 

25 mmm2 9 (89) :N- {4 - [4- ( {4 - [{[ (2, 4-Vy)V^ 

□ 7i-;i/) 757 ] )\/} (i, 3 -y-ry— ; f- 2 -y;Fy 5^;v) 
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7^7] 1 ~7 )]/} *3-)]/) 7^7%-7j 7^-Jl} 7 7 >7 

;i /ft>7$ F • MWM. 

TL C : Rf 0.73 (^DD^VA : 7 7 7—)V = 5:1) ; 

NMR (CD3OD) : <5 2.00-2.32 (m, 4H), 2.95 (s, 3H), 3.12 (m, 2H), 3.57 (m, 2H), 
5 4.29 ( s , 2H), 4.32 (m, 1H), 4.91 (s, 2H), 6.90-7.12 (m, 6H), 7.29 (brd, J = 9.0 Hz, 2H), 

7.39-7.60 (m, 3H), 7.70 (brd, J = 3.3 Hz, 1H), 7.88 (brd, J = 3.3 Hz, 1H) 0 

9 00) : n - (4 - {4- [ (4 - { { [ ( 4 - 7 /^ d 7 x 

—)]/) 7 ^ 7 ] [ ( 2 -79~)]/\Z V 77- 3 -7)]/) 7 9-)l] 

10 7^7} b°^'7 l -7JP) 79-)l] 7^7 9-7} 7^~)P) 77 77 

m > 7 ^ f • 2 mm m 

TLC : Rf 0.67 (7DD 4^7FA : 77 7—)]/= 5:1) ; 

NMR (CD3OD) : 6 2.00-2.11 (m, 2H), 2.12-2.38 (m, 2H), 2.82 (s, 3H), 2.95 (s, 
3H), 3.13 (m, 2H), 3.54 (m, 2H), 4.29 (s, 2H), 4.49 (m, 1H), 4.69 (s, 2H), 6.96 -7.10 
15 (m, 6H), 7.14-7.38 (m, 4H), 7.54 (brd, J = 8.4 Hz, 2H), 7.82 (m, 1H), 8.32 (m, 1H), 

8.56 (d, J = 5.4 Hz, 1H) 0 

mmw 12 9 (9 1) : N- (4 - {4- [ (4- {{[ (2, 4-77)17- 
D7i-;P) T$7] *7P^-;v} [ (3 -79-)\/KV7>- 2 — f 7V) ^ 

20 9-)l] 7^7} 77-1 -7)\/) 79- 71/ ] 7^7=97} 7 ^—)V) 7 

7 77)l/^7T^ F • 2^WM. 

TLC : Rf 0.55 (mh79-7 7 : 77 7— 7F= 9 : 1) ; 

NMR (CD3OD) : <5“ 2.08-2.35 (m, 4H), 2.62 (s, 3H), 2.95 (s, 3H), 3.12-3.25 (m, 
2H), 3.52-3.61 (m, 2H), 4.31 (s, 2H), 4.47 (m, 1H), 4.92 (s, 2H), 6.90-7.00 (m, 2H), 
25 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.28 (d, J = 8.7Hz, 2H), 7.47 (dt, J = 

6.0, 9.0Hz, 1H), 7.56 (d, J = 8.7Hz, 2H), 7.89 (dd, J = 7.5, 5.7Hz, 1H), 8.44 (d, J = 
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7.5Hz, 1H), 8.57 (d, J = 5.7Hz, lH)o 

mMM2 9 (92) :N— (4 — {4 — [ (4 — { [ 

;F] [ — f;v) 7^7} 

5 1 — r;i/) jif-J]/] 7 7 ^57} 7 31— ;v ) 7 7 77M>7^ F • 

2 imiStim 

TLC:Rf 0.50 (»7V>:7^7-;i/=9 : 1) ; 

NMR (CD 3 OD) : (5 1.63-1.75 (m, 2H), 1.95-2.30 (m, 8 H), 2.59 (s, 3H), 2.95 (s, 
3H), 3.10-3.22 (m, 2H), 3.49-3.58 (m, 2H), 4.20-4.37 (m, 4H), 4.74 (s, 2H), 7.02 (d, J 
10 = 8.7Hz, 2H), 7.04 (d, J = 8.7H z, 2H), 7.28 (d, J = 8.7Hz, 2H), 7.54 (d, J = 8.7Hz, 

2H), 7.86 (dd, J = 7.5, 6.0Hz, 1H), 8.40 (d, J = 7.5Hz, 1H), 8.51 (d, J = 6.0Hz, 1H ) 0 



mmm 29 ( 93 ) :n- (4 - {4 - [ (4 - {{[ (6 tr u 
>- 3 — o v) M [ (3-77;i't”ij'7>-2-4;p) 

15 yyyu] 7^7} *?>— l — f;i/) y y y ji) 

y 9 >7M>7^ F • 3 jMSiiM 

T L C : R f 0.47 (ffltfby 9- \s > : y & J — 7F = 9:1) ; 

NMR (CD 3 OD) : <5 2.10-2.39 (m, 4H), 2.64 (s, 3H), 2.71 (s, 3H), 2.95 (s, 3H), 
3.22-3.35 (m, 2H), 3.50-3.60 (m, 2H), 4.32 (s, 2H), 4.75 (m, 1H), 4. 96 (s, 2H), 7.02 
20 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.28 (d, J = 8.7Hz, 2H), 7.57 (d, J = 8.7Hz, 

2H), 7.83 (d, J = 8.7Hz, 1H), 7.89 (dd, J = 7.5, 5.1Hz, 1H), 8.44 (d, J = 7.5Hz, 1H), 
8.57 (d, J = 5.1Hz, 1H), 8.68 (dd, J = 8.7, 2.4Hz, 1H) ,9.12 (d, J = 2.4Hz, 1H) 0 

9 (94) : N— {4 - [4 - ( {4 - [{[ (4-7;i/tD7x 

25 — ;i/) r^y] i/} (t: y ^s>>-2 y^y] 

V 1 — f )]/} 7x 7^r'>] y 77>7M>75 F • 
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TLC :Rf 0.40 7P= 9 : 1 ) ; 

NMR (DMSO-de) : <5” 1.80-1.89 (m, 2H), 2.10-2.30 (m, 2H), 2.96 (s, 3H), 
2.97-3.10 (m, 2H), 4.21 (s, 2H), 4.36 (m, 1H), 4.70 (s, 2H), 6.98-7.07 (m, 6H), 7.28 
5 (d, J = 8.7Hz, 2H), 7.35 -7.43 (m, 3H), 7.55 (d, J = 8.7Hz, 2H), 8.60 (m, 1H), 8.78 (d, 

J = 5.1Hz, 2H), 9.35 (m, 1H) 0 

mnm2 9 ( 95 ) : n- [ 4 - ( 4 - { [ 4 - { [ ( 2 , 4 , 6 

-h'j7MD7x-;i/) 7^7) 

10 -f;v] V} 7x7^r'» 7x^M 5 F ■ 

TLC : Rf 0.71 (7 pp4v>)/A : ^^ 7 — ;v= 5:1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 6.88-6.94 (m, 2H), 7.02-7.07 (m, 
15 4H), 7.29 (d, J = 9.2 Hz, 2H), 7.51 (d, J = 9.2 Hz, 2H)o 

mnm 2 9 (9 6) : n- ( 4 - {4 - [ c 4 - { { [ c 2 - 1 f p 

^;v) 7^7] # 7 F^“ 7 F} [ (3 U - 2 — 71/) ^71/] 

757} fc^U 1 — f 7V) ^^7F] Pxxy Pxc-;i/) ^^> 7 : 

20 7F^>T5. F • 

TLC : R f 0.39 : 7^7 — 7F = 9:1) ; 

NMR (CD 3 OD) : 6 0.96 (t, J = 7.2Hz, 3H), 1.37-1.58 (m, 2H), 1.97-2.25 (m, 4H), 
2.60 (s, 3H), 2.95 (s, 3H), 3.10-3.23 (m, 4H), 3.50-3.67 (m, 3H), 4.27-4.38 (m, 3H), 
4.80 (s, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
25 7.55 (d, J = 8.7Hz, 2H), 7.88 (dd, J = 7.8, 6.0Hz, 1H), 8.42 (d, J = 7.8Hz, 1H), 8.54 (d, 

J = 6.0Hz, 1H) 0 
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mMW! 2 9 (97) :N-{4 - [4- ({4- [[ 

±u\y^-j i/] (tfu^>-2 --ofpWf) i — r;i/} 

7^J]y) 7:n7 ^'>] F • 2^^^ 

5 TLC : Rf 0.54 (^nn^M : 7F = 5 : 1) ; 

NMR (CD3OD) : <5 1.60-1.74 (m, 2H), 1.90-2.30 (m, 8H), 2.95 (s, 3H), 3.11 (m, 
2H), 3.56 (m, 2H), 4.18-4.32 (m, 2H), 4.30 (s, 2H), 4.72 (s, 2H), 7.00-7.10 (m, 4H), 
7.29 (brd, J = 9.0 Hz, 2H), 7.53 (brd, J = 8.7 Hz, 2H), 7.80-7.92 (m, 2H), 8.44 (m, 
1H), 8.71 (brd, J = 5.4 Hz, 1H) C 

10 

mMWI2 9 (9 8) : N- {4- [4- ( {4- [ { [ (2-fc 

1 — fjuyy^ju) 7xr;k} ^7>x;v*>7^ F 

TLC : Rf 0.61 (^DD^A : 7 7 7— )l= 5 : 1) ; 

15 NMR (CD3OD) : 6 0.90 (t, J = 7.5 Hz, 3H), 1.20-1.50 (m, 2H), 1.90-2.02 (m, 4H), 
2.32 (s, 3H), 2.95 (s, 3H), 3.00-3.34 (m, 4H), 3.42-3.51 (m, 3H), 4.24 (s, 2H), 4.39 (s, 
2H), 4.41 (m, 1H), 6.98-7.04 (m, 4H), 7.08-7.20 (m, 4H), 7.28 (brd, 9.0 Hz, 2H), 7.45 
(brd, J = 8.4 Hz, 2H)o 

20 |«$!)2 9 (9 9) : 5 — [ ( [1- (4- {4- [ {7^)V7)V 

tF— ;f) T^y] ?*.y*cis} tr^y i ?>- 4 — f;i/] 7^7} 

;v) 7 ^ 7 ] -2-7Mn^7X7 5 F • 

TLC : Rf 0.67 (yan&JlsA : 77 7— 71/ = 5 : 1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
25 1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 

2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.02 -7.07 (m, 4H), 7.13 (m, 1H), 
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7.29 (d, J = 9.0 Hz, 2H), 7.50 (d, J = 9.0 Hz, 2H), 7.52 (m, 1H), 7.78 (m, 1H) o 

9 ( 1 0 0) : 3 — [ ( {y^JV [1- (4- {4- [ 
y^y] y^y^y} ^y*J)V) 4 --f ;v] 7^7} 

5 ;i/) 7^7] — 2 , 6 F • 

TLC :Rf 0.64 (7DD^M : 77 7-;V=5 : 1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 

1.90-2.10 (m, 2H), 2.10-2.20 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 7.02-7.07 (m, 5H), 7.29 (d, J = 
10 8.7 Hz, 2H), 7.44 (m, 1H), 7.49 (d, J = 8.7 Hz, 2H) C 



mmm 2 9 (ion : 5 - c ( {y'^ju [ 1 - ( 4 - { 4 - [ 

y^y] y^-J^y} ^'y*y) L) fc^U 4 — f;v] 7^7} 
*;i ;v) — 2 , 4-^7MD^>X7^F-«S 

15 TLC:Rf 0.65 (7DD*;t/A : 777-;V= 5 : 1) ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 

1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.28 . (s, 2H), 7.02-7.07 (m, 4H), 7.17 (t, J = 
10.5 Hz, 1H), 7.29 (d, J = 9.0 Hz, 2H), 7.49 (d, J = 9.0 Hz, 2H), 7.85 (m, 1H) 0 



20 

mmm 29 ( 1 0 2 ) : n - [ 4 - (4 - {[4 - ( { [ ( 3 -%/y 
y - 4 -y;is$-vy y$.y] ; l } y^y) 1 

—4)V\ y^y^y) y ^-;v] y> y >y)]/^>y 5. F • MWM. 

TLC : Rf 0.66 (7 dd^; 1/A : 7^7-;i/= 5 : 1) ; 

25 NMR (CDsOD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 

1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m. 
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2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.02-7.07 (m, 4H), 7.23-7.31 (m, 
3H), 7.50 (d, J = 8.7 Hz, 2H), 7.66 (m, 1H), 7.91 (m, 1H ) 0 



9 (103) :N— [4 — (4 — { [4— (7*^)1 { [ (5 -77 
5 7-2, 4-^7Mn7i^JV) 7 5.7] #71/3*?.=. 71/} 7 5 7) 7 

>-l ~^)V\ 77M 7 ^7^7) 7^—)l] F ■ 



TLC : Rf 0.64 (7nn^l/A : 7$ 7— 7V = 5:1) ; 

NMR (CD 3 OD) : & 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
10 1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 

2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 7.29 (d, J = 
8.9 Hz, 2H), 7.35 (m, 1H) 7.49 (d, J = 8.9 Hz, 2H), 7.87 (m, 1H) 0 



9 (104) : N— [4 - (4 - {[4- ( (2-7WD7ir 
15 71/) { [ (4-7;i/tD7x-/b) 7^7] 7^7) 

1 --f 71/] 7^)P} 7^7^r7) 7^-jp] 77 77)1^4^775 H • ^ 



> 



20 



TLC : Rf 0.51 : 7 7 7—)U=9 : 1) ; 

NMR (CD 3 OD) : <5 1.55-1.80 (m, 2H), 2.16-2.23 (m, 2H), 2.95 (s, 3H), 3.10-3.22 
(m, 2H), 3.47-3.56 (m, 2H), 4.23 (s, 2H), 4.64 (m, 1H), 6.93-7.06 (m, 6 H), 7.20-7.45 
(m, 9H), 7.51 (m, 1H) 0 



9 (105) : N— [4 - (4 - {[4 - ( (3-7;i/tD7x“ 
7V) { [ (4 -7)ls7ru7x. —)V) 75 7] ;ft71/#-7]/} 7 5 7 ) R°^'7 ^ 

25 7~\~7)V\ 77)1'} 7^7*c7) 7 rc ”77] 7777) ^775 ^' 
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T L C : R f 0.52 (Jfif 1/ > : 7 7 7 — 7F= 9:1); 

N M R (CD3OD) : 6 1.63-1.82 (m, 2H), 2.12 - 2.23 (m, 2H), 2.95 (s, 3H), 
3.10-3.21 (m, 2H), 3.44-3.55 (m, 2H), 4.23 (s, 2H), 4.64 (m, 1H), 6.93-7.07 (m, 6H), 
7.15 (d, J = 6.9Hz, 2H), 7.20-7.32 (m, 5H), 7.42 (d, J = 8.7Hz, 2H), 7.54 (q, J = 6.9Hz, 
5 1H) 0 

mMM 2 9 (106) : N— [4 - (4 - {[4- ( (4-7;i/tD7xr 
;v) { [ (4 — 77i/T*n 7 jo— ;i) 7^7] 7/71/7;— 7F} 757) 

>- l — f ;i/] 7 7-71/} 7x7^r'» 7 ^- 71 /] 7^>x;v^>75 F • ^ 

T L C : R f 0.54 (jfrfb7 7- V > : 7 7 7 — 7V= 9:1); 

NMR (CD3OD) : 6 1.59-1.79 (m, 2H), 2.10-2.20 (m, 2H), 2.95 (s, 3H), 3.09-3.21 
(m, 2H), 3.45-3.54 (m, 2H), 4.22 (s, 2H), 4.64 (m, 1H), 6.91-7.05 (m, 6H), 7.20-7.38 
(m, 8H), 7.43 (d, J = 8.7Hz, 2H)o 
15 

mMM2 9 ( 1 0 7) : N- [4- (4- { [4- (77^71/ { [ (4 -'>7 
7 - 2 — 77l/;7D7:c-71/) 757 ] #71/7;— 71/} 757) 1 

-7 71/] 7 #71/} 7^7=Sr7) 7rc— 71/] 7 7 >7.71/#>T ^ F • 

TL C : Rf 0.81 (7 dd #71/ A : 7 7 7— 7l/= 5:1); 

20 NMR (CD3OD) : d 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.07 (m, 4H), 7.29 (d, J = 
8.7 Hz, 2H), 7.50 (m, 1H), 7.50 (d, J = 8.7 Hz, 2H), 7.56 (dd, J = 10.5, 1.8 Hz, 1H), 
7.83 (m, 1H) 0 
25 

mMM 2 9 (108) : N— {4 - [4 - ({4 - [{[ (4 -771/7*0 7 
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□1-/1/) 7^y] /b/i/^-;v} (t? U 3 — f /7) 7U] 

- 1 — f 77} p<^/7) 7x y ^f'>] 731 -/ 7 } F • 2^ 

TLC : Rf 0.46 L> : ^^—77= 9:1) ; 

5 NMR (CD3OD) : 8 1.95-2.10 (m,2H), 2.18-2.24 (m,2H), 2.95 (s,3H), 3.11-3.23 
(m, 2H), 3.49-3.58 (m, 2H), 4.26 (s, 2H), 4.64 (m, 1H), 6. 97-7.07 (m, 6H), 7.26-7.35 
(m, 4H), 7.50 (d, J = 8.7Hz, 2H), 8.15 (dd, J = 8.7, 5.7Hz, 1H), 8.58 (dq, J = 8.7, 
2.4Hz, 1H), 8.89 (d, J = 5.7Hz, 1H), 9.04 (d, J = 2.4Hz, lH)o 

10 J2 9 (109) :N— {4 — [4 — ( {4 — [ { [ (4-7MD7 

3i“/l/) 757] #/7;F— 77} ( 2 - 7f-;77 xi “/I/) 757] tf^-U 

- 1 -4 77} ;4^/7) 7xi7^rS7] 7x^/1,} 7^77/1/^775 F • 

TLC :Rf 0.57 ^ ^ ^ 7 —77= 9:1); 

15 NMR (CD 3 OD) : 8 1.62 (m, 1H), 1.97-2.10 (m, 2H), 2.28-2.40 (m, 4H), 2.95 (s, 
3H), 3.07-3.20 (m, 2H), 3.40-3.57 (m, 2H), 4.22 (s, 2H), 4.55 (m, 1H), 6.95 (t, J = 
9.0Hz, 2H), 7.01 (d, J = 8.7Hz, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.08-7.47 (m, 10H) o 



mum 2 9 (110) : N — { 4 — [4- ({4 - [{[ (4-7MD7 

20 :c-/7) 757] 77/7^—77} ( 3 ^777 x. ”/7) 757] 1^^'J 

- 1 f/7} ^^/7) 7x 7^'>] ~7 3i—/7} ^^>X/7^>T^ F * l&g& 

TLC : R f 0.57 (Mth* L > : * J —77= 9:1) ; 

NMR (CD3OD) : 8 1.62-1.80 (m, 2H), 2.11-2.20 (m, 2H), 2.40 (s, 3H), 2.95 (s, 
25 3H), 3.09-3.21 (m, 2H), 3.45-3.54 (m, 2H), 4.23(s, 2H), 4.63 (m, 1H), 6.95 (t, J = 

9.0Hz, 2H), 7.01 (d, J = 8.7Hz, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.12 (d, J = 7.5Hz, 1H), 
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7.15 (s, 1H), 7.21 (dd, J = 9.0, 5.0Hz, 2H), 7.25 -7.35 (m, 3H), 7.40 (d, J = 7.5Hz, 1H), 
7.42 (d, J = 8.7Hz, 2H)o 



5 



mmm 29 a 1 d : n - {4 - [4- ({4 - [{[ (4 -y^u y 
— 1 — 7 ^7^57] 7 zc— ;v} ** f • 



T L C : R f 0.58 (Mb* : *** —)l= 9:1) ; 

NMR (CD3OD) : 6 1.59-1.78 (m, 2H), 2.10-2.20 (m, 2H), 2.40 (s, 3H), 2.95 (s, 
10 3H), 3.08-3.20 (m, 2H), 3.44-3.50 (m, 2H), 4.21 (s, 2H), 4.67 (m, 1H), 6.95 (t, J = 

9.0Hz, 2H), 6.98-7.08 (m, 4H), 7.18-7.23 (m, 4H), 7.29 (d, J = 8.7Hz, 2H), 7.36 (d, J 
= 7.8Hs, 2H), 7.42 (d, J = 8.7Hz, 2H) 0 

mnm 29(112) : n- [4- (4- { c 4 — ( y^-jv { c ( 2 - 1 f 

15 ;f) tk*] 7^7) tf^U l — ^ ;f] * 

?-) V } 7 x 7 ^'» y ^ z - ju ] F • 

TLC : Rf 0.63 (S ; 

NMR (CD3OD) : 6 1.00 (t, J = 7.2 Hz, 3H), 1.37-1.49 (m, 2H), 1.63-1.71 (m, 2H), 
1.98-2.03 (m, 2H), 2.14-2.27 (m, 2H), 2.96 (s, 3H), 3.09-3.17 (m, 2H), 3.25-3.30 (m, 
20 2H), 3.55-3.59 (m, 2H), 4.24 (m, 1H), 4.30 (s, 2H), 6.76-6.94 (m, 3H), 7.04 (d, J = 
8.7 Hz, 2H), 7.07 (d, J = 8.7 Hz, 2H), 7.30 (d, J = 8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 
2H), 7.59 (dd, J = 7.8, 1.5 Hz, 1H) 0 

mmm 29(113) : n — { 2 — n ( c 1 - (4 - {4 - [ (* 

25 ;f) 7 ^ 7 ] y^y^y} tr^y 4 ~^)V\ 

7^7} 7F) 7 5.7] 7xr;v} pi # y*)Vfc>T 5. F • 
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TLC : Rf 0.50 (^DD^VA : 7^7 — 7V= 10:1) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
2.00-2.10 (m, 2H), 2.10-2.20 (m, 2H), 2.95 (s, 3H), 2.97 (s, 3H), 3.00-3.20 (m, 2H), 
3.20-3.40 (m, 2H), 3.60-3.80 (m, 2H), 4.20 (m, 1H), 4.29 (s, 2H), 7.02-7.08 (m, 4H), 
5 7.15 (m, 1H), 7.26-7.31 (m, 4H), 7.50 (d, J = 9.0 Hz, 2H), 7.75 (d, J = 8.1Hz, 1H) 0 

mmm 2 9 c 1 1 4) : n- {4 - [4- ({4 - [in (4-7^07 

31 -/A) T^y] M (4 -7^7W^>5771/) T^7] 

- 1 — i Jl} 7 7^7F) 7 m 7 ^'>] F • 

10 Sft 

TLC :Rf 0.71 (7DD^;iA:^^7-;i=5 : 1) ; 

NMR (CD3OD) : 6 7.47 (brd, J = 8.7 Hz, 2H), 7.36-7.14 (m, 8H), 7.10-6.92 (m, 
6H), 4.60 (brs, 2H), 4.37 (m, 1H), 4.25 (s, 2H), 3.50 (m, 2H), 3.09 (m, 2H), 2.95 (s, 
3H), 2.30 (s, 3H), 2.26-1.84 (m, 4H)o 
15 

mMM 2 9 (115) : N— [4- (4 - {[4 - { [ (3 , 4- 

57 ti F D $-'> 7 icn;v) 7^7] 7F} 7*5.7) 1— d* 

71/] 7^71/} 7x7^7) 7m^7F] 7 7 >771/^7 7“ 5. F • 

TLC : Rf 0.40 (7UD^7FA : 7 7 7— 7F = 10:1) ; 

20 NMR (CD3OD) : 6 0.96 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.10-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (in, 2H), 4.15 (m, 1H), 4 .28 (s, 2H), 6.58 (dd, J = 8.4, 2.4 Hz, 1H), 
6.68 (d, J = 8.4 Hz, 1H), 6.79 (d, J = 2.4 Hz, 1H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 
Hz, 2H), 7.50 (d, J = 8.9 Hz, 2H)o 
25 

mMm 29 (116) :N— [4 — (4 — {[4 — ( (777 7 7F) { [ ( 4 
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-7MD7x-;V) %)]/&=.)]/} T^4) h°^'J$7>-l — f;v] 

7xr ;v] F * 

T L C : R f 0.55 (7DD^VA \ 4$ 4 — )U= 5:1) ; 

NMR (CD3OD) : 6 2.00-2.28 (m, 4H), 2.95 (s, 3H), 3.00-3.10 (m, 2H), 3.50-3.65 
5 (m, 2H), 4.04-4.30 (m, 5H), 7.00-7.20 (m, 4H), 7.25-7.52 (m, 8H)o 



mmm 2 9(117) :N-{4-[4-({4 - ( { [3- (2 

H-^ h7 7v-;v- 5 — of) 7^7} 77 ;f) 

t?^.u 1 — -r ;f} ^^;f) M 

T L C : R f 0.09 (7o n^lF A : 7^7 — 7F= 5:1) ; 

NMR (CDsOD) : d 0.97 (t, J = 7.2 Hs, 3H), 1.40 (m, 3H), 1.62 (m, 3H), 1.88 (m, 
2H), 2.60 (m, 4H), 2.94 (s, 3H), 3.24 (m, 2H), 3.92 (s,2H), 4.18 (m, 1H), 7.00 (m, 
4H), 7.20-7.50 (m, 5H), 7.71 (brd, J = 7.8 Hz, 1H), 7.86 (m,H)o 



15 

mtMmZ 9(118) :N— [4— (4 — { [4 — (7* -3 -rc>- 1 - 
4) F { [ ( 6 -4^-JU^V 3-4 JP) 7^7] 7?;f41— ;f} T^4) 

b°^U S7>- 1 — f 71/] 7 ;!/] ^ ^ 

7 F • 

20 TLC : Rf 0.51 (Mb77V> : 777-;V= 9 : 1) ; 

NMR (CD 3 OD) : 6 1.98-2.09 (m, 2H), 2.22-2.45 (m, 4H), 2.70 (s, 3H), 2.95 (s, 
3H), 3.12-3.25 (m, 2H), 3.42 (t, J = 7.8Hz, 2H), 3.54-3.66 (m, 2H), 4.26 (m, 1H), 
4.31 (s, 2H), 5.08 (d, J = 10.2Hz, 1H), 5.15 (d, J = 17.1Hz, 1H), 5.85 (m, 1H), 7.03 (d, 
J = 8.7Hz, 2H), 7.07 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.52 (d, J = 8.7Hz, 
25 2H), 7.80 (d, J = 9.0Hz, 1H), 8.47 (dd, J = 9.0,.2.4Hz, 1H), 9.02 (d, J = 2.4Hz, 1H) 0 
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mMM2 9(119) :N— (4 — {4 — [ (4 — {777-3 -rc>- 1 - 
'i ) 1/ [ 7^^} t^U 1 — -f ;i/) 

7^;i/] 7 ^ 7 ^} 731 — ;i/) 7 7>7;i/^>r5. F • 

T L C : R f 0.61 (Mb7 ^ V > : * 7 —)V= 9:1); 

5 N M R (CD 3 OD) : 6 1.62-1.74 (m, 2H), 1.88-2.35 (m, 10H), 2.95 (s, 3H), 3.02-3.15 

(m, 2H), 3.20 (t, J = 7.8Hz, 2H), 3.50 -3.59 (m, 2H), 4.06 (m, 1H), 4.20 (m, 1H), 4.28 
(s, 2H), 5.05 (d, J = 10.2Hz, 1H), 5.11 (dd, J = 17.1, 2.1Hz, 1H), 5.81 (m, 1H), 7.03 
(d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.49 (d, J = 8.7Hz, 
2H)o 

10 

msm 42 9 ( 1 2 0) : N- {4 - [4 - ( {4 - [ [ ('>7n77;V7^ 
/) ( 3 -7 5^;i/7'7 - 2 1 — f 71/) T^7] t°^U 

577—1 —4JP} 7 7^;V) 7 31 7 3f'>] 7 3^n;i/} 7 7 >7M>75: F • 

15 T L C : R f 0.60 (^lb7 ^1/7:777 — ;i/= 9:1) ; 

NMR (CD3OD) : 6 1.60-2.18 (m, 14H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.02-3.15 
(m, 2H), 3.49-3.59 (m, 2H), 3.77-3.82 (m, 2H), 4.15-4.25 (m, 2H), 4.27 (s, 2H), 5.06 
(m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 
7.49 (d, J = 8.7Hz, 2H)o 

20 

mmm 2 9 ( 1 2 d : n- { 4 - [ 4 - ( { 4 - [ { [ ( 77 - 4 -R h 

d^'>77d^'>^) 757] ;i/} (3 -7^;i/7*7- 2 

- 1 -7;i') T^7] 1 -'iM 7^;W 7 3i7=^'>] 7 x- 

;v} 7 f -MWM. 

25 TLC : Rf 0.45 (^lb7^V> : 7 7 7— ;V= 9 : 1) ; 

NMR (CD 3 OD) : 6 1.54-1.70 (m, 8H), 1.74 (s, 6H), 1.80-2.10 (m, 4H), 2.95 (s, 
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3H), 3.05-3.15 (m, 2H), 3.49-3.66 (m, 3H), 3.74-3.84 (m, 3H), 4.27 (s, 2H), 4.31 (m, 
1H), 5.08 (m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8 .7Hz, 
2H), 7.50 (d, J = 8.7Hz, 2H)o 



9(122) :N— { 4 — [ 4 — ( {4 — [ { [ ('>X- 4 — t F 

T^y] ;v} ( 2 7^ 

y] 1 — r y ^;v) y^y^^y] 7 ;n-;i/} 



>7 



H 



TL C : Rf 0.51 : y )V= 9 : 1) ; 

10 NMR (CD 3 OD) : 6 1.50-1.60 (m, 8H), 1.90-2.03 (m, 4H), 2.33 (s, 3H), 2.95 (s, 
3H), 3.02-3.14 (m, 2H), 3.45-3.53 (m, 2H), 3.63 (m, 1H), 3.79 (m, 1H), 4.24 (s, 2H), 



(m, 4H), 7.28 (d, J = 8.7Hz, 2H), 7.46 (d, J = 8.7Hz, 2H) 0 



15 H»J 2 9 (1 2 3) : N- [ 4 - ( 4 - { [ 4 - ( ( 2 -y^;W*>^;i/) 
{ [ ( l -y^;i/- 1 ;i/— 4 — f;i/) y ] ;i/} t 

3. y ) sy>- i —4)V\ y 7xy^y) yy>x;i/ 

5; F • 2iMMM 

T L C : R f 0.53 (Mby 7 - 1 / > : y ^ y —;V= 9 : 1 ) ; 

20 NMR (CD 3 OD) : <5 1.91-2.19 (m, 4H), 2.35 (s, 3H), 2.95 (s, 3H), 3.06-3.17 (m, 
2H), 3.44-3.52 (m, 2H), 3.94 (s, 3H), 4.29 (s, 2H), 4.49 (m, 1H), 4.52 (s, 2H), 7.02 (d, 
J = 8.7Hz, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06-7.20 (m, 4H), 7.28 (d, J = 8.7Hz, 2H), 
7.48 (d, J = 8.7Hz, 2H), 7.77 (s, 1H), 7.94 (s, 1H) 0 

25 mmmz 9 ( 124 ) ; n- ( 4 - { 4 - c ( 4 - { { c ( 1 -y^y - 1 

)i- 4 --r;i/) 7^y] c (3-y^;vtfusy> 
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-2-^ju) ;v] l -^;v) ^;v] 

7 F • 3 JSI&fi 
TLC:Rf 0.49 (M^7V> : : 1) ; 

N M R (CD 3 OD) : <5 2.00-2.10 (m, 2H), 2.18-2.35 (m, 2H), 2.63 (s, 3H), 2.95 (s, 
5 3H), 3.18-3.34 (m, 2H), 3.50-3.60 (m, 2H), 3.96 (s, 3H), 4.32 (s, 2H), 4,54 (m, 1H), 

4.91 (s, 2H), 7.02 (d, J = 8.7 Hz, 2H), 7.04 (d, J = 8.7Hz, 2H), 7.28 (d, J = 8.7Hz, 2H), 
7.57 (d, J = 8.7Hz, 2H), 7.89 (dd, J = 7.8, 6.0Hz, 1H), 7.94 (s, 1H), 8.06 (s, 1H), 8.45 
(d, J = 7.8Hz, 1H), 8.54 (d, J = 6.0Hz, 1H) 0 

10 mMM 2 9 (125) : N— [4 - (4 - {[4- ( (3 - 2 

-20 - l — f ;v) { [ ( l -y^)v- l ;i/-4 -4 ;i/) T5: 

7] ;i/} 7*5: 7) ^>-1 --f 7F] ^71/ } 7x7^iy) 7 

31 -;v] y # F • 

TLC:Rf 0.52 9 : 1) ; 

15 NMR (CD3OD) : 6 1.72 (s, 3H), 1.73 (s, 3H), 1.90-2.22 (m, 4H), 2.95 (s, 3H), 
3.08-3.20 (m, 2H), 3.50-3.60 (m, 2H), 3.90-3.97 (m, 2H), 3.97 (s, 3H), 4.23-4.32 (m, 
3H), 5.12 (m, 1H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 
2H), 7.51 (d, J = 8.7Hz, 2H), 7.85 (s, 1H), 7.98 (s, 1H) 0 

20 mmm 29 ( 1 2 6 ) : n — { 3 — [ c [ 1 - (4 - {4 - [ (y 

7^7] tf^U — 4 -4 ;i/] 

T^y} 7^7] -2, 4-^7;^D7x-;V} 7-feh75 

F • 

TLC : Rf 0.44 (7D dtF7FA : yy y—)l = 5 : 1) ; 

25 NMR (CD3OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.14 (s, 3H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
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3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 6 .97-7.08 (m, 5H), 
7.29 (d, J = 9.0 Hz, 2H), 7.49 (d, J = 9.0 Hz, 2H), 7.65 (m, lH)o 



mmm2 9 ( 1 2 7) : n- {5 - c c c 1 - ( 4 - { 4 - c (y 

5 ;v) 7^7] 7 x 7 ^r'» — a — <i)V\ 

7^7} 7V) 7^7] - 2, 4-'77MP7x-M 7-feh7^ 



TLC : Rf 0.56 (7DD^A : 7^7-;V= 5 : 1) ; 

NMR (CD3OD) : <5 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
10 1.90-2.10 (m, 2H), 2.14 (s, 3H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 

3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.28 (s, 2H), 7.02-7.10 (m, 5H), 
7.29 (d, J = 8.9 Hz, 2H), 7.49 (d, J = 8.9 Hz, 2H), 7.95 (t, J = 7.5 Hz, 1H) 0 

mmm 29 ( 1 2 8 ) : n — { 3 — c ( {?^)i 1 1 - (4 - {4 - c u 
15 7 ^ 7 ] 4 — r;v] 

7^7} T5.7] -4-7;PtD7x^M 7t ^ -1 

ItiM 

T L C : Rf 0.48 (7?nnxM/A : y#y—)l= 5 : 1) ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.5 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
20 1.90-2.10 (m, 2H), 2.10 (s, 3H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 

3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.15 (m, 1H), 4.29 (s, 2H), 7.02-7.09 (m, 5H), 
7.25 (m, 1H), 7.29 (d, J = 8.7 Hz, 2H), 7.49 (d, J = 8.7 Hz, 2H), 7.77 (dd, J = 6.9, 2.4 
Hz, 1H) 0 

25 mMM2 9 ( 1 2 9) : N- {4- [4- ( {4- [ { [ (4-7MH7 
:n-;v) 757] (rh7bFD-2H-tf7>-4-4;V) 
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l --fM 7^— ;i/} 

Jim>T5. F • WS&& 

T L C : R f 0.50 m U > : * * J —)l= 9:1); 

NMR (CD3OD) : 6 1.65-1.78 (m, 2H), 1.80-1.90 (m, 2H), 1.95-2.08 (m, 2H), 
5 2.78-2.92 (m, 2H), 2.95 (s, 3H), 3.03-3.18 (m, 2H), 3.47-3.60 (m, 5H), 3.88-4.05 (m, 

3H), 4.27 (s, 2H), 6. 97-7.09 (m, 6H), 7.23-7.31 (m, 4H), 7.48 (d, J = 8.7Hz, 2H)o 

mMm 29 (130) :N— [4 — (4 — { [4— { [ ( 1 , 3 - 

1 f;i/) 7 ^ 7 ] T^y) tr 

10 - 1 - -f ;v] 

F • 2 ffi&ffi 

TLC : Rf 0.66 (7DD*M : J—) V=4 : 1) ; 

NMR (CD 3 OD) : 6 0.97 (t, J = 7.5 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.28 (s, 3H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 
15 3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 3.99 (s, 3H), 4.20 (m, 1H), 4.29 (s, 2H), 

7.02-7.08 (m, 4H), 7.29 (d, J = 9.0 Hz, 2H), 7.52 (d, J = 9.0 Hz, 2H), 7.95 (m, 1H) 0 

mMM 2 9 (131) : N— [4- (4 - {[4 - ( {[ (4-7MD7 
^-;i/) 757] Tjll/tfc'-M { [3 - (HJ7MU7 7;i) 

20 2 — f;H 757) 1 ^^7V} 7^7 ^r'>) 

7 ;nZZ_/]/3 ^ V.Xll/'F VT 7 F * 2 

TLC : Rf 0.56 7V= 9 : 1) ; 

NMR (CD3OD) : <5 1.95-2.12 (m, 4H), 2.95 (s, 3H), 3.08-3.21 (m, 2H), 3.47-3.58 
(m, 2H), 4.27 (s, 2H), 4.38 (m, 1H), 4.90 (s, 2H), 6.95-7.06 (m, 6H), 7.25-7.35 (m, 
25 4H), 7.48 (d, J = 8.7Hz, 2H), 7.62 (dd, J = 8.0, 5.0Hz, 1H), 8.28 (d, J = 8.0Hz, 1H), 

8.81 (d, J = 5.0Hz, lH)o 
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mffiM 3 0(1) 30 (12) 

(3- { 7“^;i/) 

5 t) N 



Hflfc#! 30(1) :N— [4— (4 — { [4— (7^;i/ { C ( 3 S ) - 

u^>- 3 — 7^) — r;v] 7 




TLC : Rf 0.15 (n-777 7 — )V : : tK= 4 : 2 : 1) ; 

NMR (DMSO-de) : <5 0.91 (t, J = 7.1 Hz, 3H), 1.20-1.40 (m, 2H), 1.40-1.60 (m, 
2H), 1.60-2.00 (m, 6H), 2.20-2.40 (m, 2H), 2.80-3.60 (m, 10H), 2.96 (s, 3H), 3.99 (m, 
1H), 4.15 (m, 1H), 4.18 (s, 2H), 6.23 (m, 1H), 7.03 (d, J = 7.2 Hz, 4H), 7.28 (d, J = 
15 8.7 Hz, 2H), 7.61 (d, J = 8.7 Hz, 2H), 8.83 (m, 1H), 9.35 (m, 1H), 9.47 (m, 1H) o 



MMm 30(2) :N— [4— (4 — { [4— (7^7F { [ ( 3 R) - 
u $?>- 3 -'fji/TS 7 ] ;i/} r^7) •;$>>- i — r;v] 7 

^-;v} 7x.7^r$/) 7i-;i/] 7 7 >7 ;VtF>T 5. F • 2£g^l 
20 T L C : R f 0.15 (n-7"7 7 —11/ : WM : 7jc= 4:2:1) ; 

N.MR (DMSO-de) : d 0.91 (t, J = 7.4 Hz, 3H), 1.20-1.40 (m, 2H), 1.40-1.60 (m, 
2H), 1.60-2.00 (m, 6H), 2.20-2.40 (m, 2H), 2.80-3.60 (m, 10H), 2.96 (s, 3H), 3.98 (m, 



261 




WO 2004/080966 



PCT/JP2004/003333 



1H), 4.15 (m, 1H), 4.20 (s, 2H), 6.22 (m, 1H), 7.03 (d, J = 8.7 Hz, 4H), 7.28 (d, J = 
7.7 Hz, 2H), 7.61 (d, J = 7.7 Hz, 2H), 8.83 (m, 1H), 9.36 (m, 1H), 9.47 (m, 1H) 0 

0(3) :N— [4— (4 — { [ 4 — (y^lF { [ (3-y^;W 

5 ;v- 5 — nv) r^y] y^y) t o ^usy>-i- 

-f;v] yy;v} y^y^sy) y^-iv] F 

TL C : Rf 0.35 : y yy— ; l/= 10:1) ; 

N M R (CD 3 OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.30-2.40 (m, 2H), 2.56 (s, 3H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 

10 3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.31 (s, 2H), 7.02-7.08 (m, 5H), 

7.29 (d, J = 8.9 Hz, 2H), 7.53 (d, J = 8.9 Hz, 2H) 0 

mmms o (4) : n- [4- ( 4 - { c 4 — (yy;v { c (3-yyyF- 

1, 2 —'OX'f V^T'3— )\f— 5 — f ;v) 7^y] 7 ^ 7 ) 

15 sy>- l yy;y} y^y^py) y:n-;v] yy>y;F/F>y 

TLC : Rf 0.46 (7DO*M : y ^y— ;i/= 10:1) ; 

NMR (CD3OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.80 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.70 (s, 3H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 

20 3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.30 (s, 2H), 7.02-7.08 (m, 4H), 

7.29 (d, J = 8.9 Hz, 2H), 7.52 (d, J = 8.9 Hz, 2H), 7.60 (dd, J = 9.0, 1.7 Hz, 1H), 7.90 
(d, J = 9.0 Hz, 1H), 8.08 (d, J = 1.7 Hz, 1H) 0 



mMm 3 0(5) :N— [4— ( 4 — { [4— (y^lV { C ( l-*m- 

25 1 h — )]/- 5 — y;v) 7 ^y] ;vy r^y) 'jy>- 

y :ny dpS") y ^-;v] F • 2iMB. 
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M 

TLC : Rf 030 (^DD^;VA : yyy—Jl'= 10:1) ; 

NMR (CD 3OD) : 6 0.98 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
2.00-2.10 (m, 2H), 2.20-2.40 (ra, 2H), 2.95 (s, 3H), 3.10-3.20 (ra, 2H), 3.30-3.40 (m, 
5 2H), 3.50-3.60 (m, 2H), 3.78 (s, 3H), 4.20 (m, 1H), 4.29 (s, 2H), 6.34 (d, J = 2.4 Hz, 

1H), 7.02-7.08 (m, 4H), 7.29 (d, J = 8.9 Hz, 2H), 7.51 (d, J = 8.9 Hz, 2H), 7.79 (d, J = 
2.4 Hz, 1H) 0 

mMm 30(6) :N— [4— (4 — { [4— ( y'^Jl { [ ( 3 — R FD^r 
10 '>;]/) twj l -4^1 

y zcn;i/] y yyfy'fc'y'T % F • iMStili 

TLC : R f 0.24 (Mik* V > : * $ J — ;V= 9:1); 

NMR (CD3OD) : 6 0.95 (t, J = 7.2Hz, 3H), 1.23-2.20 (m, 16H), 2.95 (s, 3H), 
3.02-3.16 (m, 4H), 3.50-3.59 (m, 2H), 3.66 (m, 1H), 3.95-4.22 (m, 2H), 4.28 (s, 2H), 
15 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 8.7Hz, 2H), 7.29 (d, J = 8.7Hz, 2H), 7.50 (d, J = 

8.7Hz, 2H) 0 



mnm 30(7) : n- [4- (4- { [4- (y^ji { [ ( 1 , 3 , 5 - 

hVy 3-)\y- 1 H — — JP— 4 — f Jl) T$.y] 7^7) 

20 1 —^)V\ 7x J y :x ~;i/] y# 

^ K * 2^^^ 

TLC : Rf 0.60 (^DD^l/A : y$y— 71/= 5 : 1) ; 

NMR (CD 3 OD) : 6 0.98 (t, J = 7.2 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 
1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.27 (s, 6H), 2.95 (s, 3H), 3.10-3.20 (m, 2H), 
25 3.20-3.40 (m, 2H), 3.50-3.60 (m, 2H), 3.93 (s, 3H), 4.24 (m, 1H), 4.30 (s, 2H), 

7.02-7.07 (m, 4H), 7.29 (d, J = 8.7 Hz, 2H), 7.54 (d, J = 8.7 Hz, 2H)o 
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mMm3 0 (8) : 5 — [ ( £??■))/ [1- (4- {4- [ 

=.)V) 7^] 7x ^>S7;V) b°^.U^>-4 — f;i/] T5.^} 7: 

5 TLC:Rf 0.17 (7DD^VA : ^^;-;V=5 : 1) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 

1.90-2.10 (m, 2H), 2.20-2.30 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.25 (s, 2H), 7.01-7.06 (m, 5H), 7.29 (d, J = 
8.7 Hz, 2H), 7.50 (d, J = 8.7 Hz, 2H), 7.89 (m, lH)o 

10 

3 0(9) : 5 — [ ( [ 1 - ( 4 - { 4 - [ 

n;i/) 7^7] twj z?>-4 — f ;v] 7*^7} ti 

;i^-;v) 7^7] — 2 — 7 D 
T L C : R f 0.21 J — ;i/= 7:1); 

15 NMR (CD3OD) : d 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 

1.90-2.10 (m, 2H), 2.20-2.40 (m ? 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.30 (s, 2H), 7.02-7.08 (m, 4H), 7.12 (d, J = 
9.0 Hz, 1H), 7.29 (d, J = 8.7 Hz, 2H), 7.53 (d, J = 8.7 Hz, 2H), 7.58 (m, 1H), 7.92 (m, 
lH)o 

20 

mmm3 0(10) : 3 — [ ( {y^)\y [ 1 - (4- {4- [ (^^)V7.) 1/ 

*-;i/) — f;v] 

7 j;i/^-;i/) - 2 , 6 - ^ 7 o • iMMM. 

TLC :Rf 0.21 : 7^7-;V=7 : 1) ; 

25 NMR (CD3OD) : (5 0.97 (t, J = 7.4 Hz, 3H), 1.30-1.50 (m, 2H), 1.60-1.70 (m, 2H), 

1.90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.00-3.20 (m, 2H), 3.20-3.40 (m, 
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2H), 3.50-3.60 (m, 2H), 4.20 (m, 1H), 4.28 (s, 2H), 6.90 (m, 1H), 7.02 -7.07 (m, 4H), 
7.29 (d, J = 8.9 Hz, 2H), 7.40 (m, 1H), 7.50 (d, J = 8.9 Hz, 2H)o 

mmm3 0 ( 1 l) : 2, 4-S?7)]/*u-5- [ ( { [ 

5 77-)V\ Cl - (4- {4- [ ;i/) 

7 ] 7x 7 ^- 7 } v) 4 7^7} T7;i/^— ;v) 

7 5 . 7 ] ^>X7^ F • 2iMi&& 

TLC : Rf 0.70 (7nD*M : 7 7 7—Jl=4 : 1) ; 

NMR (CD 3 OD) : 6 2.10-2.20 (m, 2H), 2.20-2.40 (m, 2H), 2.62 (s, 3H), 2.95 (s, 
10 3H), 3.00-3.20 (m, 2H), 3.50-3.60 (m, 2H), 4.31 (s, 2H), 4.50 (m, 1H), 7.00-7.06 (m, 

4H), 7.17 (t, J = 10.2 Hz, 1H), 7.28 (d, J = 9.0 Hz, 2H), 7.56 (d, J = 9.0 Hz, 2H), 
7.90-7.98 (m, 2H), 8.44 (d, J = 7.2 Hz, 1H), 8.57 (d, J = 8.7 Hz, 1H ) 0 

H»J3 0 (12) : 5 — [ ( { 77-3 1 -^11/ [ 1 - (4 - {4 

15 - [ 7^7] 77- 4 

— f ;p] 7 5 7 } 73;!/^'—^) 7 5 7 ] — 2 a 4-'77MD^7X7^ F • 

TLC : Rf 0.63 (7DD^PA : 7 7 7— JV= 4 : 1) ; 

NMR (CD 3 OD) : 6 2.10-2.20 (m, 2 H), 2.20-2.30 (m, 2H), 2.40-2.50 (m, 2H), 2.95 
20 (s, 3H), 3.00-3.20 (m, 2H), 3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.10 (m, 1H), 4.29 

(s, 2H), 5.08-5.19 (m, 2H), 5.85 (m, 1H), 7.02-7.08 (m, 4H), 7.14 (t, J = 10.4 Hz, 1H), 
7.29 (d, J = 8.9 Hz, 2H), 7.49 (d, J = 8.9 Hz, 2H), 7.86 (m, 1H ) 0 



25 



mWM3 1 ( 1 ) MMI3 1 ( 2 ) 

Y'xn*775 £ 73 ; 

IFN — (4- {4- [ (4 7 tf^U S?l/- 1 — -flV) 77)7] 7^7 



265 




WO 2004/080966 



PCT/JP2004/003333 



iris} y 31=.)]/) 3 ^S^aLfelb-^- 

mnm2 7 

5 mMM3 1(1) :N— {4 — [4 — ( {4— [ { [ T 

^ y] (7^;v) 7$;] tr^y l -4M ^^;v) 7 

x;Jp'>] 7 xr.;i/} y y >X/l/7b>T^ F • 




TLC : Rf 0.53 (Mtst ^ V > : y 9 J — ;V = 9:1); 

10 N MR (CD 3 OD) : (5 0.90 (t, J = 7.2Hz, 3H), 1.21-1.32 (m, 2H), 1.40-1.52 (m, 2H), 
1.87-1.97 (m, 2H), 2.11-2.30 (m, 2H), 2.95 (s, 3H), 2.98-3.13 (m, 4H), 3.47-3.58 (m, 
2H), 3.97 (m, 1H), 4.27 (s, 2H) , 4.79 (s, 2H), 7.03 (d, J = 8.7Hz, 2H), 7.06 (d, J = 
8.7Hz, 2H), 7.27-7.44 (m, 7H), 7.49 (d, J = 8.7Hz, 2H) 0 

15 mMm 3 1 (2) : N- [4- (4- { [4- (y^)V { [ (2-^11/- 
1, 3 6 -d*;v) 7^7] M 7U) 

Ui7>- 1 — r 71 /] 7xc-;i/] 77>7;^>7^ H • 

TLC : Rf 0.74 (7nn^I/A : : 1) ; 

20 N MR (CD 3 OD) : 6 0.96 (t, J = 7.1 Hz, 3H), 1.30-1.50 (m, 2H), 1.50-1.70 (m, 2H), 
1,90-2.10 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 2.99 (s, 3H), 3.10-3.30 (m, 2H), 
3.30-3.40 (m, 2H), 3.50-3.60 (m, 2H), 4.30 (ra, 1H), 4.31 (s, 2H), 7.01-7.05 (m, 4H), 
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7.29 (d, J = 8.9 Hz, 2H), 7.56 (d, J = 8.9 Hz, 2H), 7.67 (d, J = 8.3 Hz, 1H), 7.97 (d, J 
= 8.3 Hz, 1H), 8.23 (s, 1H) 0 



mmm 3 2 : n - [4- (4- { [4- ( [ (3, 5 

5 — ;v-4 —J)]/) 7771/] { [ (4-7/l/tn7x^;V) 7^7] 77l/tf?~ 

71/} 7^7) t°^U 7>- 1 -7 71/] 7 771/} 777) 7xi-;i/] 77 

777V:777^ F • MWM. 




4 — t. Kn77b^U 7 7©'f^t) *3 ld^5fB0!l 2 7 (4- {4 
10 - [ (4 -7^ 7 7 7- 1 —4* 71/) 7 771/] 7xi 7 77} 7xi~7V) 

777771/^77^ K£J0WT\ 4o<fclF4 — ( 4 -7 771/771/4^— 7V7 5. 7 
7 xi 7 ^r'» /'^77’771/7 fc. F©f^;fc t> 3 , 5 —77 771/ 4* V7D~7 — 71/ 
- 4- ^771/^771/7 1 1 % £ flit 

% m&m 3 7 MB b tzih&moMxtD t> & «t a* 1 - 7 771/ 7 

15 7D^^ri7->^©{7t) D C 4 -77l/4'n^cJ§7§ : ^ : £ffil7Ts 2 3 £ |WI 

J; (100.2 mg’) 

o 

l 

TLC : Rf 0.56 (Mb777 7 : 77 7—71/= 9 : 1) ; 

NMR (CD3OD) : 6 1.91-2.00 (m, 2H), 2.12-2.32 (m, 2H), 2.25 (s, 3H), 2.39 (s, 
20 3H), 2.95 (s, 3H), 3.02-3.16 (m, 2H), 3.48-3.57 (m, 2H), 4.05 (m, 1H), 4.26 (s, 2H), 

4.42 (s, 2H), 6.97-7.08 (m, 6H), 7.25-7.37 (m, 4H), 7.49 (d, J = 8.7Hz, 2H)o 
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mmm 32 ( 1 ) -mmm 32 ( 4 ) 

3 , 5 71/- 4 h'(Drtfc> t) 

t5 7;i/rt mmm 3 2 bmUoUftteUir z. hhz «£ D> 

BjRb'nil £f# O 
5 

32 (1) : N — [4- (4 - { [4- ( [ (5-^DD-l, 3- 
577 ^ 71 /- l 7i/-4--f7i/) 7^7F] { [ (4-7MD7x 

— ;v) T^a-y] #71/#— 71/} ;r^7) tr^U^v-l — f 71/] 7 #7 V} 7xl 
y^r'>) 7x — ;v] F • 2Sftlti|& 

10 TLC:Rf 0.55 : 777-;^= 9 : 1) ; 

NMR (CD 3 OD) : <? 1.92-2.01 (m, 2 H), 2.15-2.31 (m, 2 H), 2.23 (s, 3H), 2.95 (s, 
3H), 3.00-3.15 (m, 2H), 3.43-3.55 (m, 2H), 3.76 (s, 3H), 4.01 (m, 1H), 4.25 (s, 2H), 
4.48 (s, 2H), 6.97-7.08 (m, 6 H), 7.25-7.37 (m, 4H), 7.49 (d, J = 8.7Hz, 2H)o 



15 mmm 3 2 ( 2 ) : n- { 4 - [ 4 - ( { 4 - [ { [ (4-7Mn7x- 

71/) 7^7] #7F#— 71/} (1, 3 -77V-^-4-^;^7;V) 7^7] 

tf/^y 1 — 4 ;p} 7 #71/) 7rc7 T 7 ^— 71/} 7 ^ >77!/#>:r 

TLC : R f 0.42 (7nP^A : 7 #7—71/ = 5:1); 

20 NMR (CD3OD) : 6 1.92-2.04 (m, 2H), 2.16-2.33 (m, 2H), 2.95 (s, 3H), 3.11 (m, 
2H), 3.54 (m, 2H), 4.29 (s, 2H), 4.31 (m, 1H), 4.69 (s, 2H), 6.98-7.08 (m ? 6H), 
7.22-7.40 (m, 4H), 7.44-7.58 (m, 2H), 7.64 (m, 1H), 9.2 2 (m, 1H) C 

mmm 3 2 (3) :N-(4-{4-C(4-{{[ (4-7;^D7x“ 

25 71/ ) T^7] #71/#— 71/} [ (6-^V-l, 6-^t. FDtfU^>-2 

— f7F) 7 #71/] T^7} 1 -#71/) 7 #71/] 7x7^7} 7 
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TLC:Rf 0.17 : 1) ; 

NMR (CD 3 OD) : 6 2.00-2.30 (m, 4H), 2.95 (s, 3H), 3.10-3.22 (m, 2H), 3.50-3.62 
(m, 2H), 4.30 (s, 2H), 4.38 (m, 1H), 4.57 (s, 2H), 6.78 (d, J = 9.0Hz, 1H), 6.82 (d, J = 

5 7.5Hz, 1H), 7.01 (t, J = 9.0 Hz, 2H), 7.02 (d, J = 8.7Hz, 2H), 7.05 (d, J = 8.7Hz, 2H), 

7.29 (d, J = 8.7Hz, 2H), 7.37 (dd, J = 9.0, 5.0Hz, 2H), 7.53 (d, J = 8.7Hz, 2H), 7.90 
(dd, J = 9.0, 7.5Hz, 1H) 0 



mmm3 2(4) :N-{4-[4-({4-[{[ (4-7MD7X- 
10 JP) 2>JPtf—;P} (1H — { K ¥V—)P~ 4 — () P^^JP) 

1 -j)P} y^jp) y y yy >y)pft>y 

3; F • 

TLC : Rf 0.13 : yy J—)P= 9 : 1) ; 

NMR (CD3OD) : <y 1.97-2.08 (m, 2H), 2.20-2.40 (m, 2H), 2.95 (s, 3H), 3.08-3.21 



15 (m, 2H), 3.52-2.60 (m, 2H), 4.25-4.40 (m, 3H), 4.62 (s, 2H), 6.98-7.08 (m, 6H), 7.29 

(d, J = 8.7Hz, 2H), 7.40 (dd, J = 9.0, 5.0Hz, 2H), 7.51 (s, 1H), 7.56 (d, J = 8.7Hz, 2H), 
8.80 (s, 1H) 0 



20 



mMM 3 3:4 — [4 — ({4 — [ A X X ] 

1 -4M y^JP) y^y^iy] -N-7f;K>X7 5 F • 







mrnmi 5 d - 4 - {4- [ u- 

1 -4)P) y^JP] y^y^-i/} F&fl!VVT\ 
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tO— 7'J^t FD^ri/7^ 

fe o 

TL C : Rf 0.60 (^DD^M : J — )V= 10:1) ; 

5 N M R (CD 3 OD) : 6 7.84 (d, J = 9.0 Hz, 2H), 7.57 (d, J = 8.4 Hz, 2H), 7.15 (d, J = 
8.4 Hz, 2H), 7.08 (d, J = 9.0 Hz, 2H), 5.97 (m, 1H), 5.30-5.15 (m, 2H), 4.54 (dt, J = 
5.7, 1.5 Hz, 2H), 4.38 (s, 2H), 3.68-3.59 (m, 2H), 3.44 (m, 1H), 3.23-3.07 (m, 2H), 
2.91 (s, 3H), 2.68-2.63 (m, 2H), 2.40 (m, 1H) 0 

10 1 : 2- [4- ( 4 --hD 7 x 7 ^>» y ^—71/] m^y— 71/ 

4- ( 2 - R FD^r^x^P) (2.94 g ) 43^77 1 

4 h (3.0 g) 5 H (21 m L ) ?§ltJ3 s 

gbb>Jf?A (4.41 g) 1 2 0°CH'4B#P*#bfco 

{-BbTTk^nXs bfeo 

15 U mi b It o # b flfcas* '> 0 # ^'11/ *7A 

7D7 h '7:7 7 y — (^-y-> : wm^^= 1:1) 71® U 

ttfiS: -tlMlbn-fei & 1# fe o 

TL C : Rf 0.80 (^nn^VA : = 5 : 1) 0 



20 ###'J 1 2 

2— [4- ( 4 -7 5; y 7x7^r'» 7x“;i] ;v 

###|J 1 1 T'SBt b fclfrn-^J ( 8 0 3 mg) ©rc.y y — ;i/ (15mL) $§ 

(wet, 101 1 0 0 mg) &Jn*.*T\ 

Ts SS7 1. 5B#H§il#bfco ^74 h (iS®£) 

25 5 ^bN ^libfeo t -y>^ 7 ^;i/-b'}ft#bs Jii~F©i 3 

(64i.5m g) 
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TLC : Rf 0.55 (^PD^FA : 7^7 7 — ;i/= 5 : 1) ; 

N M R (CDCI 3 ) : 6 1.37 (t, J = 6.6 Hz, 1H), 2.83 (t, J = 6.6 Hz, 2H), 3.57 (m, 2H), 
3.84 (q, J = 6.6 Hz, 2H), 6.62-6.70 (m, 2H), 6.80-6.92 (m, 4H), 7.12-7.20 (m, 2H) 0 

5 ###113 : 2- (4- {4- [tfX 7^7] 7x7 

###J 1 2 b (196.5m g) (8.6m L) 

(0.239m L) s F (0.133mL) £ 0°C7! 

APX.T 3 1 2B#fSti#bfco 

10 Bbk&j- F U »71/>7iliiUfec WilJS&l&fn 

F U ATT'^JUbs SfH&b^ 

(292.4m g) ^iffeo 

TLC : R f 0.89 (7 dd^VA : 777-^= 5 : 1) ; 

N M R (CD 3 OD) : 6 2.97 (s, 3H), 3.05 (t, J = 6.6 Hz, 2H), 3.41 (s, 6H), 4.43 (t, J = 
15 6.6 Hz, 2H), 6.98-7.08 (m, 4H), 7.30-7.42 (m, 4H)o 

WMM 3 4 : N— (4 - {4- [ 2 - (4 - [ (57 7 U^-yjVT 

^7) 77 ;i/^— 71/] 7*^7} b^U57>- 1 --f ;V) JX771/] 7^7^} 
7iAl/) -N- (7 ^;PX;VtF— 7b) 7 7 77^77^ F 
20 ###J 1 3 T?gKfibfc'ffr&$l (68.6m g) 43 J^N-T^F-FT -77n 

'x^AbF-N-b^U 577-4 — f IF^fH ( 1 0 Omg) 0577^;F/^;FA 
T5. F (2mL) FU xf ;V7 ^ 7 (60.2/zL) 43 «ttf3 F U 

>7 A (64.6mg) 1 2 B#[!93J£#bfco Sj^T7§^^7j<^iPx.x IF 

^^^;V7!tttBbfeo #^)S^iafP^^7K’C^#bs »c®E^:F F V ^AT' 

25 fg$|bs ^ll&bfco f# b A U ts TbFrb 7A7nYh7'777- (^ 

3=-tF> : IF^^;F= 2 : 1) filbs 
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m (32.2m g) 

TLC : Rf 0.74 (7DDWA : J— ;b= 5 : 1) 0 

mMm3 5 : N— (4 - {4- [2- (4 - [ ('>^ D^'>;1 UT 

5 5.y) ;v] tr^y *;>- l — nv) ^ ;v] 7 x;^^} 




4tSlbfc(b-Dtl (32.2m g) 11/ ( 5 mL) — 7j< ( 1 

mDMts (13.7m g) IxT. 6 0 °Ctr 3 0#P^#bfc o 

10 U f# £> 5b >J jj SfJlJ] 7A7UYF b b “ (H 

tiMU it&cS-J; 

4bi=rfJ (30.3m g) ^f#/c Q 

T L C : Rf 0.69 (7HO*M : b^b — JP= 5 : 1 ) ; 

NMR (CD3OD) : 6 0.97 (t, J = 7.2 Hz, 3H), 2.00-1.10 (m, 16H), 2.25-2.08 (m, 
15 2H), 2.93 (s, 3H), 3.16-3.00 (m, 6H), 3.38-3.24 (m, 2H), 3.38-3.24 (m, 2H), 3.55 (m, 

1H), 3.71 (m, 2H), 4.13 (m, 1H), 7.00-6.90 (m, 4H), 7.32-7.20 (m, 4H)o 

1 4 : [1- (4-t Fn^'>7x-;v) %—s't 

b— h 

20 4- ( 1 -7*5; b ^ b —)V (1.0 g) ©:cbb — )V (2 4 mL) 

$S$gfc: N o°CT'5b-t -bb^;b h (4.77g) ^3J;tK7«4b^-h 

u oa ( 1 4 6 mg) %m?lx mux 4 . 5 mmmwhtzo RjitsmwL&mm 
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bs bfco £ tSf n *T? 2ft# b s H®7j< 

lii&bfeo 

n F 7 : ^^^^=7 : 1) ttfiU bTF©tJ 

(2.18 g) 

5 TLC:Rf 0.88 (^DD^IA : ^ ^^-;V= 5 : 1) ; 

NMR (CDC1 3 ) : d 1.36-1.50 (m, 13H), 4.79 (m, 1H), 7.10-7.18 (m, 2H), 7.26-7.32 
(m, 2H)o 



###!j 1 5 : {1- [4 - (4 — — hU7x7 3^) 7 ^— ;b] t 7 

10 5. > • 

##$J 1 4T*M3tbfc'fb'£4^ (2.18 g) 43=fctf 1 -7;i/^-D-4-— hD^ 
>-b> (1.028 g) F (30 mL) $Mtl V t> 

A (1.21 g) 1 5 0°CT 3^r^jf:#bfeo 

o;t N §^gta^;b*?!tt£B bfeo £$ua bx 

15 ^$/£AT?$60IU SMbfco f^tlfcSi^'>'J*W7A^D7h 

^ 771“ (^\Af-it> : S^ggj:^-;i/= 6 : 1) ttifbfco ffbtlfc'fbn 
$3 (2.05 g ) ©IFIt^^bl' (3 0 m L ) W&fe* 4 N (7.15 
mL) &2JPX.T4 0°C*C4^M1K#U 3 B!i#bfco wmtj&itm 

bs LIT ©^Jttffi (1.37 g) ^f#feo 
20 NMR (DMSO-dg) : (S' 1.52 (d, J = 6.6 Hz, 3H), 4.45 (m, 1H), 7.12 (brd, J = 9.3 Hz, 
2H), 7.26 (brd, J = 8.7 Hz, 2H), 7.62 (brd, J = 8.7 Hz, 2H), 8.28 (brd, J = 9.3 Hz, 2H), 
8.44(m,2H)o 

MMffii 3 6 : 1- {1- [4- (4 hn7x;^) rc^;b} 

25 b°^ U > — 4 — 

###|J 1 5 T'Mja b fc'fb'a % (550mg) ©.X^? b— 7b (9.33mL) — tK (4.67 
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5 






3 —^ F ( 9 



2 7 mg) &£V s: mMt)')'5& (6 7 0 mg) §JPiT5 WPilibfco 

u Miibfco ntotitcMW&i' 

'J^^>*7A^DYhy77^“ (^^rD-> : = 3 •: 1) 

mu mmzxmmuth, ( 5 1 5 mg) 



TLC : R f 0.79 (^DD *k;VA : ^ ^ J — ;i/= 9:1) ; 

NMR (DMSO-de) : 6 1.75 (d, J = 6.9 Hz, 3H), 3H), 2.38-3.20 (m, 6H), 3.52 (m, 
10 1H), 3.82 (m, 1H), 4.78 (m, 1H), 7.19 (d, J = 9.0 Hz, 2H), 7.29 (d, J = 9.0 Hz, 2H), 

7.73 (d, J = 9.0 Hz, 2H), 8.27 (d, J = 9.0 Hz, 2H)o 



15 



HSfS$j3 7 : N— (4 - {4- [1- (4 - {y'^Jl [ (^7D^'>JV7 
^ T5.y} tr^ 1 -4)V) ^)V\ y^y ■%-*/} 




MMM 2 xW^.Xyfz.ib'^^o^tD *9 3 6 -£SBt bfe'fb-^t; ( 253.6 

^ H#fS#!l2 3 1 2 ->##-$1 1 3 h 

20 u ( 1 o 7 mg) 

fto 

TLC:Rf 0.39 (7DD^;U:^^7-;V=9 : 1) ; 
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NMR (CD 3 OD) : 6 0.94 (t, J = 7.2 Hz, 3H), 1.14-2.28 (m, 18H), 1.76 (d, J = 6.9 
Hz, 3H), 2.80-3.05 (m, 2H), 2.95 (s, 3H), 3.12 (m, 2H), 3.41 (m, 1H), 3.52 (m, 1H), 
3.74 (m, 1H), 4.02 (m, 1H), 4.46 (m, 1H), 7.00-7. 19 (m, 4H), 7.29 (brd, J = 9.3 Hz, 
2H), 7.50 (brd, J = 8.7 Hz, 2H)o 
5 

$mm3 8 N- [1- (4 - {4 - [ y 

WMm 2 X'MMLfzih&m (5 1 0 mg) if U A^— F ( 1 

9 Omg) F ( 1 OmL) ( 1 mL) 

10 F 1> 7*-te F ^ ATR^'fbTF'b^rF h (3 4 5 mg) 1 2 

B^iP^bfeo 'Jf/ifAsfiyA? n? 

F if 7 A y — bTF© 

(5 8 3 mg) 

TLC : Rf 0.53 (7nn^M : y y b— 71/= 5 : 1) o 
15 

9 : M-y^bF-N- [1- (4- {4- [ (y ;i/) 

y^y] 7^y*c'>} ^>a;p) tAo;AA-4 -A)V\ if uaa 

H^J3 8 7rM^bfe<b^rtJ©^^ (3 0 3 mg) 

5. F (6mL) -®tgt (0.6m L) 7bt-/V (56.2/zL) £#PX^ 

20 F U T-fe F^ATR^-fb^'b^:?- F U ( 1 4 4 mg) ^SPx.Ts iS7 1 
2 B#R§!E#bfco tK&Spx^ m 

F U r >A'^?g^bN MlSbfeo 

A V f>if)Vfj 7A7D7 F 7*777 — (fF^n-y;]/) "IrMSbfco 
# ^ nfc'fb-^-tl (179.2m g) ©Tcy y — 77 ( 1 5 mL) 2 N 7j<itf b 

25 ± F V •bATK^M (0.91mL) 4 0°CX 1 2 0#P^#b fz 0 

lbs A V f) if)\sf) 7A7n7f^777- (f^gt:ny-;F : y 77 b ~;F 
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= 2 : 1 ) -CilU 

TLC : Rf 0.19 (^nn^M : )]/= 5 : 1) « 



mMM 4 0 : N2-W-N 1-^da^;p-N2- [1- (4- {4 
5 - [ ;i/) T^y] 7:cy ^27} t°^>;^>-4 

->r;v] f • 2 wmM. 




10 




MM 3 9 7 




)g b fc-f b^fcl © S7 * 7- )\s TiKjl A T 5. 




> (41.7 juh) N 1 -a^;b- 3 - (3 -^7^7^ 7 



7n tf;i/) 3. K (87.2m g) 43 «tv 1 - 1 FD4p'>- 7 

b U 7V-/1/ (61.9m g) 1 2 B#Fe3tl#bfco S 

b&?§lt^vHibs ^ U *7>*7A7 dy b 7 7 — (Hflfcx.^;!/) *£'$# 






(41.4 



mg) 

15 TLC : Rf 0.71 (7DD*M : J-) l/= 5:1); 

NMR (CD3OD) : d 0.98 (t, J = 7.2 Hz, 3H), 1.16-1.48 (m, 7H), 1.58-1.94 (m, 7H), 
2.08-2.38 (m, 4H), 2.95 (s, 3H), 3.08-3.35 (m, 4H), 3.56-4.15 (m, 6H), 4.31 (s, 2H), 
7.00-7.08 (m, 4H), 7.24-7.34 (m, 2H), 7.55 (brd , J = 8.7 Hz, 2H)o 



20 ##m 6 : 1- (2-^nnb'J^^>-4-4;i) T'&S'O 

2, 4-^^DDb'J 3.57> ( 2 5 g) © h ij x7;i7 3 > (4 7mL) 
-r-^r b^R FD77> (3 0 OmL) $g$fcfcx Q>°C\ZXT*Z^> ( 1 7 g) 
ifitgu tfe 0 
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iz x u f y aiibfco 

#£> tltzMM.'&ts U F V7 7 -f — 

>= 1 : 5 -> 1 : 2) ttllbs bl T © ^ & fUMl b^'-^ (7.25 
g) £f#fco 

5 TLC : Rf 0.43 (^it> : 1) ; 

N M R (CDCI 3 ) : 6 1.57 (m, 4H), 1.79 (m, 4H), 3.45 (m, 2H), 3.79 (m, 2H), 6.29 (d, 
J = 6.3 Hz, 1H), 7.98 (d, J = 6.3 Hz, lH)o 



##f!ll 7 : 4 1 5.^ 



10 



15 



> — 2 — ^ 



> 



##$! 1 6 b/Hbl^tJ (5 0 Omg) bl-t-Xb 

)is- 4-7^; tf^u ©yja^tj t: 125 °c-e 6 mmmn b feo 

iWzR^Jnx.^ fc: t Ift tiB b fc Q ^rtSfn^^k iz x Ffc# 



U 4 



JLl 



± F U ^AUt 



hhf' 



bfeo f#b tlfc 



'>u^y;p 



ii7A^D7 F T 7 — (^x3p-y-> : jgFgjgrn^;]^ 3 : l->0 : 1 ) IZX 
iibfeo 1# £> ( 1 rn L ) 

(4mL) 1 bfeo 

U LIT © 1“ £ (2 9 Omg) 

TLC : Rf 0.23 IF : #gfc= 5:1: 0 . 1 ) ; 



20 NMR (CD3OD) : 6 1.59-1.61 (m, 4H), 1.83-1.92 (m, 6H), 2.22-2.27 (m, 2H), 
3.14-3.22 (m, 2H), 3.44-3.49 (m, 2H), 3.69 (t, J = 6.1 Hz, 2H), 3.91 (t, J = 6.1 Hz, 
2H), 4.17 (m, 1H), 6.41 (d, J = 7.5 Hz, 1H), 7.68 (d, J = 7.5 Hz, 1H) 0 



mmw 14 1 : N- {4 - [4- ( {4- [ (4 -T^>- 1 — flft’U ^ 

25 ;v) 7^7^-sy] 7 

^-;v> f • 3mmm 
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4-tF D V i? D 1 7 'eMB 

1 £ £ t fcr «fc D . S :£3&^b 

'n'^J (159m g) 

5 TLC:Rf 0.38 1 0 : 1) ; 

NMR (CD 3 OD) : 6 1.61-1.62 (m, 4H), 1.83-1.98 (m, 6H), 2.20-2.33 (m, 2H), 2.95 
(s, 3H), 3.16-3.24 (m, 2H), 3.55-3.61 (m, 2H), 3.69 (t, J = 6.0 Hz, 2H), 3.91 (t, J = 6.0 
Hz, 2H), 4.15 (m, 1H), 4.31 (s, 2H), 6.40 (d, J = 7.5 Hz, 1H), 7.03 (d, J = 8.7 Hz, 2H), 
7.06 (d, J = 8.7 Hz, 2H), 7.29 (d, J = 8 .7 Hz, 2H), 7.54 (d, J = 8.7 HZ, 2H), 7.66 (d, J 
10 = 7.5 Hz, 1H) 0 



mmm4 1 ( n : n- {4- [4- ( {3- [ ( 4 1 — 

— f ;i/) T^y] V V > - 1 - 'i )V} y f'JV) 7x7^- 
i/] 7 ;v} F • 3 1Mit :^ 

15 1 - t - 7 V ;i/— 4 - T ^ U D^l-t- 

^ 3 y ##$) 1 7->fU(60l! 

3 7 fcK: J: fix ( 5 

1 mg) o 

T L C : R f 0.53 (J&fb^ ^ 1/ > : ^ ^ — 1F = 10:1) ; 

20 NMR (CD3OD) : d 1.55-1.80 (m, 9H), 2.00-2.17 (m, 3H), 2.79 (m, 1H), 2.95 (s, 
3H), 3.04 (m, 1H), 3.53-3.86 (m, 7H), 4.25 (d, J = 13.5 Hz, 1H), 4.33 (m, 1H), 4.44 (d, 
J = 13.5 Hz, 1H), 6.40 (d, J = 7.5 Hz, 1H), 7.02 (d, J = 8.7 Hz, 2H), 7.04 (d, J = 8.7 
Hz, 2H), 7.29 (d, J = 8.7 Hz, 2H), 7.55 (d, J = 8.7 Hz, 2H), 7.66 (d, J = 7.5 Hz, 1H) 0 
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&<&&& ifi c c r 5 ^ ^ m*. kmr © se 

5 sii^iu *mm<Dmfe% 

$£tes bTFOcfcdkb &mmih £;&#>£> Ml^ftJS© 0-bfe <fc 
TF/£ fc MJ^^JS©S£Jl £#P£fc&©7!&§o JilT 

To 

10 SL^^mmm I : RANTE S b C CR 5 CDffi'&lz.MIr & 

( 1 ) h hCCR 53»fs^©#Jtt 

tHpScDNAi^ Marathon cDNA amplification kit (Clontech) 
ftlbfeo P C R 7“ -5“ T Y-t^2> hCCR5XbaI-Fl : 5 ’ — AGCTAGT C 
TAGATCCGTTCCCCTACAAGAAACTCTCC— 3 5 (IB 
15 #1#^ 1 ) 33 cfc IF hCCR5XbaI-Rl : 5 5 - A G C T A G T C T AG A G T G C 
ACAACTCTGACTGGGTCACCA-3 5 (SB^!J#^- 2 ) teb 
GenBank U54994 OMM b/feo 

t. M^HcDNA^iSB Its Ex Taq (Takara) SMWTb PCRSft (9 
5 E 9 5 °C-£ 3 0#, 6 0 °Ct? 4 5 # N 7 2 gt 1 #] x 3 50) 

20 fiipgbfep cR0ti^> i yoTifn-xT^mmmm, 

QIAquick Gel Extraction Kit (QIAGEN) MPiWffi Xbal X Wf 

bfco WWf bfeifK*^ # — pEF-BOS-bsr \Z DNA Ligation Kit Ver.2 

(Takara) ;*;]§§ W DH5a IZ.B’MMWk bfco F 

pEF-BOS-bsr/hCCR5 U DN AWJ^SSSI b fc o 

25 (2) CHO*©fg# 

CHO-dhfr(-)fcb Ham's F-12 ( (1 0%) N b 0 > (5 0U 
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5 



10 



15 



20 



/ml) N X M /:7° F^-T (5 0 mg/ ml) IlFfif ) l&ffl^Tla'llb7 i £o 

MMSX> (5mg/ml) 

flnu fg^bfco 

(3) CHOiMMiA 

DMRIE-C reagent (Gibco BRL) 7*7X^ F P EF-BOS-bsr/hCCR5 

& CHO-dhfr(-)lffllS^JF^KaSA bfeo 4 8 5 m g/m 1 © X F H 

-f b A: o 

(4) RANTE SbCCR5©M/ (RANTES©Ca^ft>-itt± 



llbtbfct: h C CR (CCR5/CHOW 

Ham’s F-12 iglte J; IF F B S (10%) U 96 ?Z7°U— F iZ 3.0 

x 1 0 6 «// % 7 hA,fd 0 3 7°C-b' 1 0ig#bfc#b 
Vff btx Ham’s F-12 iniffe. (Fura-2AM ( 5 //M) N Probenecid (2.5mM) 

43 £1FH E P E S (20 mM ; p H7.4) & 8 0 /z 1 /‘Rmim U 31/6 

4£fJX:\ 3 1 x Hanks/ HEP E S (20 



mM ; p H7.4) mWCV 2 ®^#bfe^ |Wf'»^ 10 0 /jl l//«l bfz 
ZL © Fura-2AM C CR 5 /C H Klt'fb'n 



o 



iP# 3 £H£g31B#fcA 1 X Hanks/ H E P E S ( 2 0 mM ; p H7.4) ^tXr#?X 

t F RANT E S (PeproTech) ^ 1 0 nMIttbfeo 

b FRANTE Sfc£oTf§#£4x£|fflJW]Ca 2+ ^g©— 31'ffi±J?^ 9 
6AfflCa 2+ tffiI (M^h-XX) £J3^-t$!b£U ^^^©PW 
¥ (%) b#/±Sbfeo 




(E c — E a) 
E c 



x 1 0 0 



Ec : RANTE Stl^Ca 2 + — ®14±#©$iJ^fit. 

25 E a : bfcB#© RANTE SCll)Ca 2 + — 3*Ji#©$iJ 
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^fiSo 

-^©fglil, fc, 10^M*C5 0^±(DlS^lfc« ^ 

fc£, 5(2) “ClEBB bfclb^r«, I c 5 0 im 0.077 //M 7! feo 

5 2 : b F C C R 5 «« (hCCR5-Ba/F3 «) 

©^^sSlil 

( i ) b f c c r 5 mmmuooM+L 

( 1 —A) b F C C R 5 

mmmMrn i ©b f ccr 5 x-^xn^ fee 

10 ( 1 - B ) B a/F 3 *©*§# 

Ba/F 3 (Antibiotic- Antimycotic) ($^1® : y U > G 

± F V&A (10 OU/mL) , ffl&X hUXhxX '>> ( 1 0 0/ig/m 
L) , Tyyx^V'XyB (0.25/4 g/mL) ) (Gibco BRL) , # 
m (FBS) (10%), (5 5/4M) , 

15 'i y% — D -'f ^ > 3 ( I L — 3 ) ( 5 n g/ m L ) (Pepro Tech, Inc) R 

PM I - 1 6 4 01^11 (Gibco BRL) £/0V\ (?U 

m. : 3 7°C, C0 2 lg : 5 %, iSJg : 9 5 %) 7r#gigiibfco 

^^lilf!j^Si|fflSS©ia#{2;{±±fain±(fef2^^® 10/4 g/m 1 {2&-S «fc ■? (2 
/:7 X F D/ 27 > (Kaken pharmaceutical) bfco 

20 ( 1 - C ) B a/F 3 W^©)F$H#A 

b F C C R 5 F ( pEF-BOS-bsr/hCCR5 ) £ AatllYrvilb b, 

fililb b fc o HJf-fb b fc X 3. F £: QIA quick PCR Purification Kit (QIAGEN) 

£ffllATJfit$8b fc^, xibX Fn5F°b— 2>3> (Gene Pulser (BIO RAD) 9 6 
O/zF/2 5 0 V) tJ:DBa/F3»JifciAUfeo #M!3& 9 6£:n/l/i§ 
25 i7”l/- F £ 1000, 1 0 0, 1 0 cells/ 100/41 /£ b, 

4 8R#I@&, J&ISlJgl 0//g/mlfc^l>l7t/77 F1M^>£8iSnb 
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— > (hCCR5-Ba/F31i) Sttilbfco 

( i - d ) c c r 5 mmm 

tufB ( 1 — C ) t h C C 

5 R 5 ^7 b*te -f > -Y V 27 7'-% — h (fluorescein 

isothiocyanate) (F I T C) b h CCR 5 trEf$ (BD Pharmingen) IZ <b 

oTf&tBb, FACSort ^ h> ■ rV § 

fflV'TM^b, fl¥#f£fTofco &25, T 'i V *? 'i 7°zi > h D — bT, 
FIT C$Hfa|T , i 7 X I g G 2 a fc (BD Pharmingen) bfco 

10 ( 2 ) 

t h C CR 5 ^ibfcBa/F3«ORANTES, MIP-laJ 
fctiM I P - 1 /3lzMX%> lz$s£l£ CD^W&M^fco £ 
iT , ChemoTx 96 well plate (Neuro Probe) 69 ~F Hi id 0 ^fe{^3 nMCOXX^J 'f 
> (R ANTES, MI P- 1 cr^fcttMI P- 1/?) t#gi0.3mL^^ 
15 tl J ?'tl-/!]nx.feo $£id, 7 -Y — (pore size 5 /zm) ^-fe '.y h b, -?■©_£ lid 

bT:fe^ bCCR5— Ba/F 3 

(1x10 5 cells/" well) ^ 6 5 fJL L bfco ZL(Db Sid'MJD bfcl^It 

%Ki±, ^ ^ — i:7:©^$tjg£ 3 o , o.oi, 0.03, o.i 
£•5 id 0.1%DMS 0^f§ffiT#IRbTi^Mbfeo Ztl^(DmM&C0 z 4 
20 (3 7°C, 5% CO 2 , «?fijg9 5%) ftT*3H#ra*g3ib 

^ £bid, 7^)\/$ — £ 
tif bt/!)^, ^nri/- (1,500 rpm, 10 min, RT) b, y^±> 

>^ — ^3 >izx ±$Hf&|Sft*b;fco v-f ^D7l/- h±©|fflSS^ lOO^L 
© >J (PBS) id»gb, X:<Dl/\ 0££bid9 O//L0P 

25 BStffXbtMi®ffl^7^ h7°l/-M3iU 
7°)lb bfe (HHl 0 0 // L/ well) o 
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&£frb®^S^IMbT:fclAfc CellTiter-Glo Reagent (iSSnS, 
Promega) C W (10 0// L/well) U *9) 

(IKA-SCHUTTLER MTS4 *t? 300 rpm , 2 min) bTlfflJS 
gfit“ 1 0^-f >Jra^- h b, wallac ARVO SX 1420 MULTILABEL 
5 COUNTER Perkin Elmer) (# t> > b/#"£l&££0 b 

fto 

nmo l/LOiiSOii^ilW ( i3 ^ 

)\y H ^ b> 0.1%DMS 0=i> b D— 

io (%) &J^T©et#5U- £ f)#ttlbfeo 




(Ec-Ea) 
E c 



x 1 0 0 



15 




E a 










o 




] 



2 3 



(12 6 ) 




iiRAN 







cttF 3 







bfeo 



®^!PJ1 : 

20 — ^44- 5 0 mgOfSffi 

• n-7^;v-n- [l- (4- {4- C (^^;i/x;b^— ;v) T^y] v 

^>s?;b) b^>;^>-4 — r;b] 



b • 5.0g 

25 • (iil) o.2g 
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• mmm o.ig 

x 4.7g 



5 



10 



■MM 2 : 




cfc 





5 m 1 










1 2 0 mgCDiiS 



• N-y^ji-N- [l - (4- {4- [ ;v) 7 



F 



• h— 




2.0g 

20g 

...... 5 0 0ml 



MWJ3 : 

15 D^bfc^lTftLTs — iE^i- 1 0mg®iStt 

1 77tS2r#fca 

* n-7‘^;]/-n- [1- (4 - {4 - [ ;i/) 7 

tr^u :7 s > — 4 — -Y ;f] 



F • J^Si^g 100g 

20 • X^;i/'>>>A (WJ) 2 0 . 0 g 

• 0 >it'x' y 1> A (fiftgftl) 1 0 . 0 g 

• ^ntt-te^D— X 8 7 0 g 



S^IJ^IJ 4 : 

25 1 !5 iS7^f ;F^ — TT'^SMU 5 ml 

-f^T>:7 0 ;w;:?t:fcAU ;T— F ^ \s~7^W&WM, Its 1 t > :7°;f cF 2 0 
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• n-7^;v-n- [l - (4 - {4 - [ ? 

b^u 4 — -f;v] 

F • UWM 200g 



5 • TV— h— ;i/ ••••••2kg 

• 5 0 L 



10 



15 



$« ( i ) ccr 5 

mm, mmt&, u t> 



zcdt, ^mnmm^m (r^ 

V3\ M0Z, 






M, , b y 









71/M- 



/fi 






f4^)SNffi^) N Fi 

r>37^ Mi 



OlUSs M 

• /rtV 1 



~\ /UA 



;l¥s IfflE.-,^- 






tzi$-z>T, CCR 5®^{±|S^bbT#ffi-b^a 



o 
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